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[MepeamoBa

HEPEIMOBA

besnepepsHuii pict iHpopMmarii B 06acTi papmarieBTUUHOI XiMii Ta Gpapmakosorii
BHCYBA€ HOBI1 MPOOJIEMH B METOUIII 11 BUKJIaJIaHHSI, SIK1 TIOB’s13aH1 3 ONTUMI3ALIEI0 00’ eMy
IPOrPaMHOT0 MaTepialy Ta HOT0 CUCTeMAaTH3AIlETO.

Hacboroani mnekiii BTpadarTh CBOIO BHUKIIOYHO iH(opMmamiiiHy ¢yHkiio. Ha
JCKIISAX BUKJIQJAOTH JUIIE y3arajibHEHi, BY3JI0B1 MUTAHHS ¥ aJIrOpPUTM PO3B’sI3yBaHHS
TUTIOBUX 3a/1a4.

Tomy, 3 MeTOIO 3acBO€HHS 1H(OpMaIlli, MPOINOHYEMO BECh JICKUIMHUN MaTepial
NPEJCTaBUTU CTYAEHTaM y BUIJIAII OJIOK-CXEM 3 HIMPOKUM 3aJy4YCHHSIM JJISi OIMCAHHS
(dakTUYHOTO Martepialy TEOPETUYHHX YSBJICHb IMPO 3B’S30K OyIOBH Ta O10JIOTTYHOT
AKTHUBHOCTI JIIKAPCHKUX 3aCO0IB.

bnok-cxemu pomomararoTh CTYJIEHTaM Yy3arajdbHUTH TEOPETUUYHHM MaTepial,
CIIYT'YIOTh HAOYHUM TOCIOHMKOM 1 CIHPHUSIIOTH YTBOPEHHIO UITKMX 1 TOYHHUX 0O0pa3iB
CHPUAHSATTS 1 ySIBJICHHS, MOJIETTIYIOTh IEPEXi/l Bil CIPUHHSITTS KOHKPETHHUX MPEIMETIB 710
CHOPUMHATTS a0CTPAKTHUX MOHATH PO HUX IUISAXOM BUJIIJIEHHS 1 CJIOBECHOIO 3aKPIMJIEHHS
OYEBUIHUX, 3arajlbHUX, CyTTEBUX BJIIACTUBOCTEH MPEIMETIB.

[Tepura, mpyra i TpeTss 4acTHMHHM TOCIOHWKA MPUCBSYCHI 3arallbHUM MOHSATTSIM
dapmaxosiorii Ta QapmaneBTHUHOT XiMil: ()apMaKOKIHETUYHUN NpOLEC JIKAPCHKUX
3aco0iB, B3a€MO/Is JIIKAPCHKOTO 3aCO0y Ta OpraHi3mMy, 3B’ 130K MK OYJIOBOIO PEUOBHHH Ta
dbapmMaKoIOTiuHOIO Ji€0, (hapMaKoAUHAMIKA.

VY yeTBepTiil YaCTHHI MOCIOHMKA HaBeIeHA 3aJICKHICTh (h1310710T19HOT (610710TTYHOT)
aKTUBHOCTI TMEBHUX TIPYI JIKapChbKUX MpernapaTriB abo OKpeMHUX JIKapChbKUX 3aco0iB
OpraHivYHOI0 MOXO/PKEHHS B CKJIaay 1 XIMIYHOI Ta CTEpeOoXiMIYHOI Oy/I0B, BIUIUB EBHUX
3aMICHHUKIB Ta XapaKTEPUCTUUHUX IPyH HA Ty a00 1HIIY (i310JI0TTYHY aKTUBHICTb.

bionoriyHa akTUBHICTh Ta MEXaHI3MHU [ii JIKapChKUX 3ac00iB, SIKI BIUIMBAIOTh Ha
(GYHKIIIO CeplieBO-CyIMHHOI CHCTEMH, BITaMiHIB, MPOTHUBIPYCHHX 3acO0IB Ta I1HIIUX
JIKapChKUX MperapaTiB BUCBITIICHI y 1T’ ATii YaCTHHI MOCIOHUKA.

VY mocTiit yacTHHI MOCIOHMKA HaBeNIEH1 CydacHI BUMOTH JIO JIKapChKHUX 3ac00iB,
HEOOX1JTHICTh Ta IUJISIXU CTBOPEHHSI HOBUX JIIKAPCHKUX Mpenaparis.

[TpaBonuc TepmiHiB KoperyBaiu 3a “Pociiicbko-yKpaiHChKUM CIIOBHUKOM HayKOBOi
TepmiHoJorii (6iomoris, Ximis, meaununaa)” [21].

3 MeTOK BUIBHOI Opi€HTalli CleniagicTa y HOMEHKIATypl JIIKIB y TOCIOHUKY
BUKOPUCTOBYBaJIM (hapMOKOIIEHHY HOMEHKIATypy mapaienbHo 3 cydacHoro [UPAC-
HOMEHKJIATYPOIO.

ABTOpPH BJISIYHI PEIIEH3EHTaM JOKTOPY XiIMIYHUX HayK, podecopy €3ikoBy B.I. Ta
KaHAWAATy MEIUYHHUX HaykK, nJoueHTy Mexepurnpkomy C.M. 3a nopaan Ta 3ayBa)KC€HHS,
o OyJM BHUCIOBJIEHI MPU MIATOTOBIN 0 JAPYKY 1bOro mociOHuka. Oxpema BISYHICTH
crapmomy nabopanty kadenpu ximii Ta dapmamnii XY ['pumko A.l. 3a gomomory B
MIATOTOBLI PYKOIUCY JI0 APYKY.

I[Tix yac mMArOTOBKH TaKOro CKJIQJHOTO 3a 3MICTOM IMOCIOHHMKA HE BIAJI0CH
YHUKHYTH IE€BHHUX HEJIOJIIKIB, TOMY aBTOPH OYyyTh BJSUHI 32 3ayBaKCHHS Ta MOOAKaHHS,
aKi Oy/TyTh BpaXxOBaHi y HACTYITHUX BUIAHHAX.
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TK TpPaBHUM KaHaJ
TIID tiamiHnipodocdar
DAJL (naBiHAICHIHIUHYKJICOTH/T
OMH (1aBIHMOHOHYKJICOTHT
OXII (h13UKO-XIMIYHI TapamMeTpH
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Peunupknin O.H., PeluHosa C.O.

OpraHniyHa Ta BioAOTiYHA XiMis AIKAPCbKUX MPenapaTis

Ximiuna
Kaacugixkayin

JlikapchbKi pEYOBHMHM MOIUIAIOTBCA Ha
TPYIY 32 CHUIBHICTIO XIMIYHOI CTPYKTYpH Ta
XIMIYHUX BJIacTUBOCTEH (y rpymax MOXYTb
OyTH pEYOBHMHHU 3 pI3HOKI (Hi310JIOTTYHOIO
JI€10)

v v

Opzaniuni Heopzaniuni
JAUKapcoKi 3acoou

JIKapcuKi 3acoou

A 4 A 4
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aniaTUaHOTO, 3a rpynaMu eJIEMEHTIB B
ATIIUKIIIYHOTO, apOMAaTHYHOTO MepIOANYHIN CUCTEMI

iKamina
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3Imimana

Knacugikayin

v

BpaxoByeThcst 0JHOYaCHO 03HAKU (hapma-
KOJIOT1YHOI Ta XiMI9HOI Kiacudikamii

@Dapmaxonoziuna
Knacughikayin

A 4

[pyHTy€eThCS Ha i

HEPBIB;

3aKiHYEHb;
— CepIlEBO-CYAMHHI;
— IOCWJTIOIOTh BHJIUTbHY (DYHKIIFO HUPOK;

\ 4

JKapChKOTO 3ac00y Ha
OpraHi3M JIFOAUHU

— YKOBYOT1HHI;
— IPOTUMIKPOOHI Ta MIPOTUIIAPA3UTAPHI,
— IlarHOCTHYHI TA iH.

— JIFOTh MEPEBAYKHO Ha IICHTPAIbHY HEPBOBY CHCTEMY;
— JIIIOTh TIEPEBAYKHO B AUISHII 3aKiHYEHb e(pepeHTHHIX

— MIIOTHh TEPEBAXXHO B JISHII YyTIUBUX HEPBOBHUX

Heoonixu

1. 1o rpyn JIKapChKUX PEYOBHH 3 OJHAKOBOIO €0 YaCTO
BXOJISITh PEYOBHHU Pi3HOT XIMIYHOT OyTOBH.

2. Jleski JikapchKi TIpemapaTtd BiJHECEHI 3a MPUHIIMIIOM
dbapmakosoriyHoi kiacudikaiii B OJHYy TpPymy, B TOH Hac sK
JIOTHh BOHU OJHOYACHO Ha pi3Hi opranu Ta QpyHKii
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CyOniHrBanbHuit
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» CyOOykanpHUM
’ LAY ~

> Tlyonyanbhuit Ig’ exmiiignit nuIsIX

A
»  IlepopanbHuii [HranAmHN IIIIX <
> PexranbHuit Hamxkipauii nuiax <

( Enrepanbunii ) HapeHTepaﬂan)

Ipupoonuit winsax

[Hlasixu BBeIeHHSA
JIKAPCHKUX NMpenaparis B
OpPra”izm

3a oonomozor

MmMexXHIYHUX 3ac0016
)
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P APMAKOKIHETUYHUI MPOLEC AIKAPCbKNX 3aCO6iB

Hlassxu BBeAeHHS
JIKAPCHKUX NMpenaparis B
OpraHizm

ExnTepanbHuil X

[lepenbavae BBeAEHHS JIIKAPCHKUX 3aCO01IB Uepe3 pizHi BiAILIH

TPaBHOTO KaHAITy

Cyoninzeanvnuil
»| BaenenHs npenaparis
1T SI3UK
v v
IlepeBaru Henmouikn

1. BCMOKTYBaHHSI MMOYHWHAETHCS Yacte 3acTocyBaHHS JIiKap-
JIOCHUTH TIIBUJIKO. CBKHX 3aC001B MOXE TIPHU3BECTH
2. IlpenapaTy HE KOHTAKTYIOTb 3 0  TOJpPa3HEHHS  CIU30BOI
XJIOPUTHOIO KHCIIOTOIO i 000JIOHKH TIOPOKHUHU POTA
bepMeHTaMu IITYHKOBO-
KHIITKOBOTO TPAKTY. <
3. Ilpemapatu  OOMHHAIOTH
TIEYIHKOBUH Oap’ep

Cyooykanvhuii

BBenenns npenaparis
Ha CJIN30BY IOKH

A\ 4

\ 4

Jlyooyanvnuii
BBenenns uepes 30H1
y JABaHALATUIIATY
KULIKY

IlepeBaru
[IIBUIKO CTBOPIOETHCS BUCOKA
KOHIICHTpALliSl Yy KU

\ 4
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Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

HIngaxu BBeJeHHA
JIKApPCHhKUX NMpenaparis B
OpraHizm

ExTepanbHuil muisix
[lepenbavae BBeAeHHS JTiIKapCHKUX 3ac00iB Yepe3 pi3Hi BiIIIH
TPaBHOTO KaHAITy

IlepeBaru
. 4 1. HalimpocTimmii 1 HaW3pyIHIIIAA JTst
Ilepopanvnuui p XBOPOTO.
[IpOKOBTYBaHHSI IIPEIIAPATy 3 2. He BuMarae yMOB CTE€pUIIBHOCTI
MOJAJBIIUM TPOXOIKEHHIM
WOro TpaBHUM KaHAJIOM > Henoaixn

1. Jlume He3HAayHAa 4YacTHHA JIKiB
IIOYMHAE  BCMOKTYBaTHCh BXE Yy
IUTYHKY.

2. ®apmakoyoriyHui e(heKT HacTymnae
yepes 35-45 xs.

3. Jlikapchki 3aco0M  MIAAAIOTHCA
BIUIUBY TPaBHUX COKIB 1 MOXYTh
BTpavyaTH aKTUBHICTb.

4. YacTuHa IIKIB 1HAKTUBYETHCS Y
neyiHI (edext NEPBUHHOIO
MPOXOKEHHS).

5. BBemenHs JikiB 4yepe3  poT
HEMOXJIMBO a00 YTPYIOHEHO IiJ dac
OJIFOBaHHS, CyzioMm, y CTaHi
HENPUTOMHOCTI
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Po3sain 1. P APMAKOKIHETUYHUI MPOLEC AIKAPCbKNX 3aCO6iB
[Iasixu BBeIeHHSA
[ L3
JIKAPCbKHUX IIpeiiapartiB B
OpraHisM
ExTepanbHuil muisix
[lepenbavae BBeAECHHS JIIKAPCHKUX 3ac00iB Yepe3 pi3Hi BiLIH
TPAaBHOTO KaHAJy
\ 4 IlepeBaru
Pexmanviuii » 1. /Jl03BONSIEC YHUKHYTH HOIPA3HIOBAIIb-
BBe/ICHHS y IpsMY HO{ /i1 peYOBUHHM Ha CIIbO30BY LIUTyHKA.
KHLLIKY 2. JIo3BoIIs€ 3aCTOCOBYBATH JIKH Y THX
BUMNAJKaX, KOJIM yTpyJHeHa abo
HEMOXIJINBA 3aCTOCYBAHHS MIEPOPATIBHO.
v 3. Jlikapcbki 3aco0u TMOTPAIUISIOTh Y
Henonikn KpOB CHUCTEMOIO HUKHBOI IIOPOKHUCTOL
HemoxnuBo mepenbauynT 1HTEH- BEHM, MHHAIOYH IIEYIHKY.
CUBHICTb abcopOuii 4.  Cuna  Qapmakonoriynoi i
JIKApChKUX  3acO0iB 1 TOYHICTH
JI03yBaHHS BUILI, 1110 JJO3BOJISIE BBOJUTH
JTiKapCchKi 3acO0M HE TIIBKHM MICIIEBOI, a
¥ 3araipHOi mil
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[Iasixu BBeIeHHSA
JIKAPCHKUX NMpenaparisB B
OpraHizm

[MapenTepaabHUi HIIAX
BBenenns nikapchKux 3ac00iB, MUHAIOUM TPABHUI KaHAT

Y
A IlepeBarn
Hawkipuuit winax 1. BukopucTaHHs IpocTe 1 10CTyTHE.
(mpancoepmanvro) » 2. besmocepenHs misi Ha BOTHHUIIE
BBenenns mpenapary ypaXXCHHs npu HIKIPSIHUX
BTHUPAHHSM y LIKIPY 3aXBOPIOBaHHSX.
3. Pi3HOMaHITTS nikapchkux (opMm Ta
v croco0iB X BUKOPUCTAHHSI
Henoaixkn
1. Pizkwii 3amax.
2. IlogpazHiorounii ehekT. IlepeBarn
3. Meton po3paxoBaHuil 1. [IIBuKE MOTPATUISIHHS JIIKIB Y KPOB.
MepeBakHO Ha MICILIEBY 110 2. BincyTHe TpaBMyBaHHS iH €KLIHHOIO
T'OJIKOIO.

3. EdexToM jerko kepyBaTH, 3MIHIOIOUH
KOHIICHTPAI[I}0 PEYOBUHU Yy MOBITPI, 110
BIIMXAETHCS

\ 4

Incanayinnuii winax
BBenenns npenapary
y BUTJISIZ1 a€pO30JT1iB

A\ 4

v

HenoJixku
IBUAKICTP BCMOKTYBaHHS 3aJIC)KHTh
Bin  Oarathox  (QakTopiB  (00’eMm
MUXaHHA, IUIONII AKTUBHOI TOBEpPXHi
aJIbBEOJT TOIIO)

IlepeBaru
1. ®apmakonoriyHuii eHeKT po3BUBa-
€ThCS IIBUIKO.
2. Bucoka TOUHICTh 103yBaHHS.
3. MOXXIUBICTh BBEIECHHS JIIKiB, 1[0
PYHHYIOTBCS TIPU CHTEPATTEHOMY

In’exuiiinuit winax
VY mKipy, mia mKipy,
y M3, Y BEHy, B

; HUIAXY
| aptepito, cyOGapaxHo-
iganeHui,  cyOOKIu- - -
MiTAIEHUH, cyomy- > | Heotxi eoTiKH '
pallbHUIi, BHYTPILIHBO . Heo x12Ha CTEPWIBHICTh JIIKapCh-
KICTKOBUH KOTO 3ac00y. .
2. IloTpibHe ycTaTKyBaHHS, BMIHHS
MEAMYHOTO MEPCOHATY
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Posain 1.

P APMAKOKIHETUYHUI MPOLEC AIKAPCbKNX 3aCO6iB

OAPMAKOKIHETUYHUMA
IMPOLIEC JIKAPCBKHX
3ACOBIB

IlepeMinmeHHs JIKAPCHKOT0
3aco0y B oprasismi

MOBITPSI, IO - B A
BHIUXAIOTh -

JIKBOD

HC
@ - 1 aory- | )
HOK
3B'SI30K +
ecopomis | -. 3
Iﬂ, OlnxamMu JKOB
| | mmasmu
- > TK
¢binpTparis - =\
MIDKKIIT.
KHUIIIEYHHK
; JI-P
eKCKpellis
pelt 3B's3.
; 4

p1inHa EKCKpELlis
A — BBEJICHHS JIIKapCHKOTO 3aC00y y CepenHYy;
B — BBeieHHSI J1IKapChKOTo 3aco0y BHYTPHUILIHbOBEHHO;
JI-P — xommiekc Jirana—perenTop;
TK — TpaBHU# KaHan
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Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

BuBijibHeHHS JIIKIB 3
Jikapcbkoi popmu

|

7
(Dakmopu, uio enjiuearomo HA
6UBLIbHEHH A TIIKIG
\
InrpenienTH, 110 BXOAATH Y JIKapCbKy Gopmy
A 4
BiogocTrynHicTh
3ajexHo BijA JiKapchKoi (opMH IpenapaTd MaloTh Pi3HY O010J0OCTYIHICTb.
biooocmynuicms — BimTHOCHA KUTBKICTB JIIKAPCHKOTO 3ac00Y, 1110 BUBUIHHIETHCS
3 JKapChKOi (hOpMH, HAIXOAUTH Y 3arajibHe KOJIO 1 B3a€EMOJII€ 3 TKAHUHHUMU
pelenTopaMu; BUPaKaeTbCs y BIACOTKAX
BuBiiibHeHHs JIIKIB 3
Jikapcbkoi gopmu
A 4
Hanxomxkenns y 0ioga3zy
VL A\ 4
Po3unHeHHs Judysist 1o memOpann
[TomamanHiO JIKApCHKOTO Po3unnna niroda
3aco0y y Oiodaszy mepemye pedoBuHa  JTUGYHIAYE 110
fioro po3umHeHHs Yy Oio- MeMOpaH emiTeNManbHUX
JIOTIYHINA PIAUHI: Y TUTYHKO- KJIITUH CJIU30BOi OOOJIOHKH
BOMY Ta KHIIIKOBOMY COKY IUTYHKY, POTOBOi TOPOX-
IpU EHTEPATBHOMY HUIAXY HUHH, aJIbBEOJIOLIUTIB
BBEJICHHS, y IUIa3Mi KpOBI emiTeNito Hoca, TIIOTKHU 1 T. 1.,
npu MapeHTePATBHOMY ne BimOyBaeThcs abcopOirist
BBEJCHHI, y OJKUpl TIpu JKapChKOTo 3ac00y
HAaHECEHHI Ha MIKIpY
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Po3sain 1. P APMAKOKIHETUYHUI MPOLEC AIKAPCbKNX 3aCO6iB

Judy3isa gikiB 10
MeMOpaHu

MemMmOpana Bifaiisie LIUTOIUIa3My BiJ] HaBKOJIUIIHHOTO
cepelioBHINA, a TakoX € Oap’epoMm, SKUM 0OOMexye
(yHKIIIOHAJIbHI OJWHUII OpTraHed BiJ I1HIIMX KIITHHHUX
KOMIIOHEHTIB

A 4

byooea odionoziunux memopan

|

OcHogHUll cmpyKmypHuUii Mmamepian memopan

A 4 A 4 A 4

Jhmiau Binku Byrnesoau

A A A

Piokomo3zaiuna mooens cmpykmypu memopanu

~19~



Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

bynoBa 0iosioriyHuX
MeMOpaH

> Memopanni niniou

A 4

l'onoBHuM unHOM — Qocdomimian, B SKUX OJUH a00 ABa KUPHOKUCIOTHI
JAHLIOTH ecTepu(iKOBaHI IIIiEeposoM abo chiHrO3UHOM

A 4 \ 4 A 4

( Auuneniuepuou ) Hezniyeponosi ( Ilpocmi niniou )

nininu

Tloosininuin
JINIOHUI wap

\ 4

CTpyKTypa XapakTepHa JUIs IUIa3MaTHYHHX MeMOpaH ycix TumiB Kmitu. Horo
TOBIIMHA KOJIMBAETHCS B MEXax 4-5 HM B 3aJI€KHOCTI BiJ THITIIB MPHUCYTHIX Y HHUX
KUPHUX KucyaoT. JlimigHI IIapu 3 30BHIMIHBOTO OOKY YTBOPIOIOTH MOJIEKYJIH
dbocharuauinxominy, a 3  BHyTpimHbOro —  ¢ochaTuauIeTaHOIaMIHY,
dochatunmncepuny abo QochaTuamniHO3UTHIY. HemnosisipHi XBOCTH  JIIAHUX
MOJIEKYJI 0OEpHEH1 OJIMH JI0 OJTHOTO, a TIOJISIPHI TOJIOBKY HaIpaBjIeHI HA30BHI. Takum
YHUHOM (POPMY€ETHCSI BHYTPILIHS Ta 30BHIIIHSA TiApodiibHA TOBEPXHI

g bBinku

A 4

VY cknaai memOpan € O6inku. OnmHa rpyna OUIKIB 31aTHa TPOHU3YBATH TTOBIMHMIMA
minigHui map Hackpi3b. Taki OUTKM MarOTh Ha3BYy iHmezpanvHi. BoHN 3B’s3aHi 3
JimigaMu TiapodoOHOI0 B3aEMOJIIEI0 Ta 30epiraloTh HATUBHY KOH(GOPMAIIIIO TUTHKY B
KOMILJIEKC] 3 HUMU. YacTo 1i O17IKM MaloTh BYTJIEBOIHI (pparMeHTH, sIKi MPUETHAHL 10
Ti€l YaCTHHU MOJIEKYJIH, [0 BUCTYTAE Y MO3AKIITHHHE cepenoBuie. [Hm OUTku, siKi
3B’s13aHI 3 MEMOpPaHOIO MEHII MIIHO, Ha3MBAaIOThCs nepugepuunumu. BoHu, sk
MpaBujIo0, aacopOOBaHI Ha TMOBEPXHI 1 YTPUMYIOTHCS TiAPOPIILHUMU TOJOBKAMHU
JIMiIB 32 PaXyHOK €JIEKTPOCTATMYHHX CHUJI. 3a CBO€IO CTPYKTYPOIO MepH(epuyHi
OUIKM HaraJyroTh BOJIOPO3UYHUHHI TI00YIISIpHI O1TKH
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Po3sain 1. P APMAKOKIHETUYHUI MPOLEC AIKAPCbKNX 3aCO6iB

bynosa Oiosioriyaux
MeMOpaH

4 A
Piokomo3aiuna mooens cmpykmypu memopanu

(I'. Hixoncon, C. Cinzep, 1971 p.)

A 4

IHTerpanbHi OUIKM PO3TISIAIOTHCS K alicOepry, o MIaBaloTh y JIMiIHOMY MOPI.
JlInsTHKY TOMINENTHAHUX JaHITIOTIB, 0 IEPETHHAIOTh MEMOpaHy, 4acTO YTBOPIOIOTh
a-cripani. Y takiii cTpykTypi yci —NH Ta —C=O-rpymnu, 3a BUKIIOUYEHHSIM THUX, IO
3HaXOAATHCA Ha KIHISIX CIIpadi, yTBOPIOIOTh BOJHEBI 3B’s3kU. [lpu 1npomy
3a0e3neuyeThCsl ONTHUMAalbHE Ui  3B’SI3yBaHHA 3 MEMOpaHHUMH JIiIigaMu
po3TantyBaHHS T1ApohoOHNX OOKOBHUX aMiHOKHUCIOTHUX 3QJIUIIKIB.

MemOpanHi Jimian, ski 0e3mocepeHbO MPHUIISATAIOTh 0 OUTKOBHX MOJICKYII,

HA3MBAIOTLCS 2PAHUYHUMU. IX PYXJIUBICTH 3HAYHO MEHINA, HiXK y OCHOBHOI Macu
mmigiB. B IijgoMy K pYyXJHMBICTH 3aJ€KHTh BIJ BIIHOCHOTO BMICTY 1 THITY
HEHACWYCHUX JKUPHUX KHUCIOT, IO BXOAATH JO CKIQAy JIHiHUX MOJEKyl. Y
NPUCYTHOCTI YUC-HEHACHUYEHUX KHUCIIOT CWJIM 3YEIUICHHS MDK BYTJICBOJIHEBUMHU
JAHIFOTaMH  cNalIi, HDK MPH HASBHOCTI 3aJMIIKIB TUTHbKM HACHYCHHUX KUPHUX
kucioT. B inTepBan tremnepatyp 15-40 °C 3a cryneHsaM ynopsiikyBaHHS MeMOpaHa
Harajye CTpyKTypy PiIKHUX KpUCTAIIiB
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Peunupkuin O.H., PewuHosa C.O. OpraHiyHa 1a 6I0AOTIYHA XiMig AIKAOPCbKMX NPENnAPATIB

IlepeHeceHHs1 pe4OBHH
Kpi3b MeMOpaHu

Abcopbyis nixapcbkozo 3acoby — TPOHUKHEHHS Kpi3b 010JI0T1UHI
MEMOpaHW Yy CYIOWUHH 1 TKaHWHH J0 CHEeHH(IYHOTO KIIITHUHHOTO

peuenTopa

[Tporiec BCMOKTYBaHHS JIIKQpPCHKOTO 3aC00Y 3aJICKUTD BiJl CIIOCOOY MTPOHUKHEHHS
iX 3 Micus BBEACHHS Y BHYTpIIIHE CEPEJOBUIIEC OpraHi3My, BiIOKpEeMJICHE
Oap’epHUMHU MeMOpaHaMU

A 4

Mexanizmu abcopouii

A 4 A 4
Hudysis [Tonermena [TacuBHa [TinonuTo3
TQy3ist TQy3ist
v Yy v
AKTUBHUH daronuros dinpTparis
TPAHCIIOPT JIKIB
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Po3sain 1. P APMAKOKIHETUYHUI MPOLEC AIKAPCbKNX 3aCO6iB

IlepeHeceHHs] peYOBUH
Kpi3b MeMOpaHu

I[ Hudy3zia

v

[Ipomec, mpu sIKOMY YaCTUHKH MOJIEKYJ (MOJIEKYIH a0 MOHM) MPOXOIATh KPi3b
MeMOpaHy 3 00JacTi 3 BHCOKOIO KOHIIGHTpPALl€l0 B 00JacTb 3 HHU3BKOIO
KOHIICHTpAII€I0 B Pe3yibTaTi OpOyHIBCHKOTO pyxy. JlJIss HE3apsKEeHUX MOJICKYJ
HIBUJIKICTB TIEPEXOIy OMHCYEThCs 3aKoHOM Dika:

J = -D-dc/dx,

ne J — moTik pe4oBUHHM Kpi3b MeMOpaHy;
dc/dx — rpamieHT KOHIICHTpAIIIi;

D — koedimient audysii.

[IBuakicte audy3ii HEUTPATBHUX MOJICKYJ 3MEHINYETHCS 31 30UIBIICHHSIM iX
riapodiabHOCTI.

Jns ioniB — MoaudikoBaHui 3akoH Dika:

J =-D-dc/dx + A-dy/dx,
Ie A — BeIM4uMHAa IIOCTIMHA IS JAHOT'O HOHA;
dy/dx — TpaHCMEMOpaHHHI TpaIEHT 3apsIay.

SIKmio KJIITMHA MICTUTH MOJIaHIOHHI MPOTEIHHW, a y MPOCTOpi, IO ii OTouye,
npucytHi oru K' ta CI', To Bcepenuny nponukae Oinpie karionis K, nixk anionis
CIl'. BcTaHoBIIO€THCSI HEOAHAKOBUHM PO3IOLT HOHIB 1 BUHHKA€E TpaHCMEMOpaHHUI
€JIEKTPOXIMIYHUI I'pagi€HT

v v
Monermena nudy3is IMacuBHa qudy3sis
v v

[Ipouec nepeMilIeHHs BinOyBaetbcs  6e3  BUTpaT
MOJICKYT o TpaJliEHTy eHeprii 1 MOXJIMBA Yy JIBOX
KOHIIGHTpalii 3a JOMOMOTOI0 NPOTWICKHUX  HANpsSMKax —
O1K1B-TIEpEHOCHUKIB, K1 BCEpEMHY KIITUHM 1 HA30BHI.
JOKaJi30BaHl Yy IUIa3MaTHYHIN Hanpsim 1 mBHAKICTH MAacHBHOL
MeMOpaHi. [ei TpoIiec nudy3ii BU3HAYAIOTHCSA PI3HH-
cneuu(iyHUA ~ UIS  TIEBHUX 10 KOHLIEHTpAIil pEYOBUHH 10
MOJICKYI, 3I1HCHIOETHCS obOunBa 00OKH MeMOpaHHU.
IIBU/IIIE, HIX 3BUYaliHa Tuy3is, [TacuBHa nudy3is BinOyBaeTbCs
nocsrae HACHUYEHOCTI. y HampsMi Bij BHINOI 10 HUKYIOI
Crerudiuni NEPEHOCHUKU KOHIIEHTpaLli JIKapchbKoi pedo-
ICHYIOTb TUTST IyKpiB, BUHH (32 TPaai€HTOM KOHIICH-
aMIHOKHCIIOT, MYPHUHOBUX Ta Tpauii) i TpuUBae 10 IOBHOTO
MIPUMITHHOBUX OCHOB, BHUPIBHIOBAHHS KOHIICHTpAIIii O
HYKJICOTUIB, TIIIEpoNy Ta iH. oOuiBa 60ku MeMOpaHH, TOOTO
BubipkoBicTe  3a0e3mnedyeThes JIOCSTHEHHSI ~ T€PMOJIMHAMIYHO1
HasBHICTIO y  TIEPECHOCHHKA piBHOBaru. TakuMm  HUIIXOM
cTepeocnenudiuHoro MicLs BCMOKTYIOThCS Tino¢inbHI
3B’sI3yBaHHS PCUOBHHU
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IlepeneceHHs1 pe4OBUH
Kpi3b MeMOpaHu

S\

"[ AKmueHuii mpancnopm

/,

\ 4

1. IlepeHOC YacTMHOK Kpi3b IJIa3MaTUYHy MeMOpaHy IpOTH
rpajiieHTa KOHIICHTpAITii.

2. IlepeHeceHHs MEAMKAMEHTY 3a JONOMOTOI0 CHELiaJbHUX
TPAHCTIOPTHHUX CHUCTEM.

3. TpancnopT MeIUKaMEHTY OB’ sI3aHHM 13 3aTPAaTOIO eHepril

>‘[ Hinoyumos

\ 4

Hesenuki ninsHkn mMeMOpaHW BIOUHSIIOTHCS 1 BCEPEIHMHI KIITHHU
BUHUKAIOTH OyNbOAIIKH, K1 HeCyTh, HAIIPUKIIA], MO3aKIITUHHI OLIKH.
Taxum 9rHOM, Kpi3h MeMOpaHy MPOHUKAIOTH MaKPOMOJIEKYJIH, SIKi HE
MOXKYTh MEepeTUHATH LI O6ap’ep musaxoM audysii

>‘[ Dazouyumos

A 4

Benuki MONeKyJsipHI KOMIUIEKCH IOCTYHAalOTh y KIITHHY a0o
BHIUIAIOTHCS 3 Hel y BUTIIAAI Oyip0OaIiok, siki OTOYEHi JIIiIHUMH
MeMOpaHaMu

2\

)‘[ Dinvmpauyin 1ikKie

V)

A 4

PedoBuHM, HEpO3UMHHI B JiMigax, moraHo AUGYHAYIOTh uepes
OionoriyHi MeMOpaHu 1 MOXYTb YacTKOBO IPOHUKATH BCEPEIHHY
KIITHHA TUIAXOoM  QUIbTparii depe3 MNopu KITHHHOI OOOJIOHKH.
InTeHCUBHICTD  QinbTpalii 3aleXUTh BiA TiIPOCTATUYHOTO Ta
OCMOTHYHOTO THCKY, a TAKOX BiJ] llaMeTpa Mop MeMOpaHu
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Po3sain 1. P APMAKOKIHETUYHUI MPOLEC AIKAPCbKNX 3aCO6iB

3B’s13yBaHHA JIKAPCHKUX
3ac00iB 3 OlJIkaMu KpPoOBI
Ta TKAHUHAMU OPTaHiZMYy

!

N
Y KpoBi JiKapchbKHii 3aci0 3B’ A3YETHCS MEPEBAKHO 3 aTTHOYyMiHAMHU, SIK1

NEepeHOCATh ~ MEIMKAaMEeHTH  Oe3mocepenHbO0 10  TKaHWH.  Lld

(apMakoJIOTi4YHa aKTHUBHICTh MEIMKAMEHTIB MAa€ 3HAYEHHS Y TPHOX

acreKTax
Y

1. CTiliKiCTh KOMITIEKCY JIKapChKuil 3aci0 + anbOymiH
BIUIMBA€ HA MIBUJIKICTh PO3BUTKY JIKYBaJIbHOTO €PEKTY

v

2. 3HWKEHHA KOHIEHTpamii Oika B KpOBI MOXe
CYMPOBOJIKYBATHCS TIOCWJICHHSM crienin(igHOT aKTHBHOCTI
1 TOKCUYHOCTI JTIKaPCHbKUX PEYOBHUH BHACIIOK 301IbIICHHS
iX e(heKTUBHOI KOHIICHTpAIlii B OpraHi3Mi

\ 4

3. Jlikapceki 3aco0M KOHKYPYIOTh MDXK €000 3a
3B’A3yBaHHS 3 OUIKaMHM IUIa3MU: OJMH 3 HHUX MOXeE
BHUTICHSATH 31 3B’s13aHOI (ppakiii iHIIHI

\ 4
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OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

7
Pisnomipnuii

PO3nooin

\

\ 4

Po3mnoais JikapcbKux
3ac00iB B opraHax i
TKAHUHAX

4 3\
Hepisnomipnuii
Ppo3nooin

\ 4

Miclie HaKOTMYEHHS 1 MepEeBaKHUH BILTUB Ha
JAHWI OpraH He 3aBXK/IU CIiBIAIAI0Th

A 4

3aJIe’)KHICTh PO3MOALTY

A 4

1. Po3umnHIiCTH y BOmi abo B
minigax (Mopsan 3 peuoBUHAMM, 1110
BITHOCHO pPIBHOMIPHO PO3IOJIi-
JSIOThCSL B TKAHMHAX, € Taki, 110
BUOIPDKOBO  HAKONMHMYYIOThCS B
KHUPOBIN TKAHUHI)

~26~
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2. Pi3Hi 6ionoriuni 6ap’epu: cTiHKa

KaminspiB, OOOJOHKA  KIITHH,
reMaroeHnepamTHaHuil  6ap’ep
('EB - me cucrema, sKa

BiJJOKPEMIIIOE HEPBOBY TKAaHUHY 1
CIIMHO-MO3KOBY DiMHY BiA KpOBIi
Ta TaJbMY€ PO3IOAIT PO3ZYMHHUX Y
BOJI TpemnapariB), IJIalleHTapHUI
Oap’ep (mmameHTapHuii  6ap’ep
MEPEIKOHKAE HaJIXOJKEHHIO
PEUOBMH 13 KpOBI  OpraHizmy
BariTHOI /10 OpraHi3My IJI0Ja) Ta
iHIII 6ap’epu




Po3sain 1. P APMAKOKIHETUYHUI MPOLEC AIKAPCbKNX 3aCO6iB

biorpancdopmanis
a0o
MeTa00.1i3M

biompancgopmayis abo memabonizm — 1 XIMIYHE
NEPEeTBOPEHHS TpenapariB, sKe BiAOyBaeTbcs B MEYiHII,
CTIHKaX KHMIIIEYHUKY, HUPKAX Ta 1HIIUX OpraHax

A 4

Hlasxu 6ioTpancdopmailii JikapcbKHX 3ac00iB
B OpraHizmi

1. MikpocomanbHe OKHCHEHHS  (4acTimie
MIKDOCOMHE  OKHCHEHHA  BiZOyBaeTbcs  3a
JIOTIOMOT0F0 ()€PMEHTIB TEUIHKH).
2. HemikpocoManbHe OKHUCHEHHS.
3. Peaxii koH toranii (YTBOpEHHS MApHUX CIIOTYK
3 MeTa0oJIiTaMH OpraHi3My) JIKapChKUX 3ac00iB

A 4

Daxmopu, wio enausaromsy dGiompanchopmayiro
JIKapcoKux 3acooie:

1. Bik.

2. 3aXBOpPIOBAHHS.

3. 'eneTn4Hi OCOOIMBOCTI.

4. TIOTIOHOTIATIHHSL.

5. Bwmict OinKiB Ta BYTJIEBOAIB y iXi NMPHCKOPIOE
MeTaboIi3M

A
Pe3ynomam oiompancghopmayii
[Ipenapaty, PO3UMHHI B Jimigax,
MIePETBOPIOIOTHCS HA METAOOIITH, OLTBII PO3UYMHHI
y BOJi, AKi BHBOJSTHCA 3 OpraHi3My HHpPKaMu, a
TaKOXX yTBOPIOIOTHCSI MEHIII aKTUBHI METa0O0JIITH
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BuBeaeHHs JIKaApCbLKOro 3aco0y
a00 1oro MeTadoJIITIiB 3 OPraHizmMy
(ekcKkpenin)

Jlikapceki  3acobu  Ta  ix 7 A
. [<D)
MeTaboIIiTH B OCHOBHOMY - g
BUBOIATHCS 13 ceuero.Ha 2z S
MIBUIKICTH HHUPKOBOI  €KCPEKITii > c:) 52
Ceua BIUIMBAIOTh HACTYTHI (DaKTOPH: ° =
1. OyHKIIIS HUPOK. Z o
2. KucinotHo-0CHOBHHMM CTaH ceui a =
| PN
3 S 3
2 . = 3
= barato mpemnapatiB BHUBOISATHCS L & z
§ P 13 YKOBYIO y KHUIIICYHHUK, BHACIIIJIOK s °.B
. . .N
§ o6t 40ro YTBOPIOIOTHCSA JILIO- § g c§
S PO3UHMHHI CTIONYKH, SKi TIOBTOPHO \g E g
2 BCMOKTYIOTBCS 1 IPOXOJATH Y KPOB s o 9
° Ta TKAaHWHHA, a IIOTIM 3HOB § 28
. o
§ BUAUIIIOTHCS 3 )KOBYIO = X =
§ oy 2 :
S 8 =2
S S ZE
. . . . . | © =
_,( Tezeni )_, 1?a30n0m6m Ta JIETK1 PiAVHU S ==
BUJILJISFOTHCS JICTCHIMH = BB
e
X CE
S 2
. . S T 2
Oxkpemi mpemapatd  BUIUIS- 3 5 =
3anozu )—> IOThCS 3a03aMH (CIIMHHI 3aJI03H, 2E5E
. . o
MOTOBI 3aJ1031, MOJIOYHI 3aJ103H) R 8=
E
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Posain 2. dapMaKoAMHAMIKA

OAPMAKOANHAMIKA

l[ Dapmakonoiuni peakuyii ]’

- ~,
(e ) (ot )

A 4 A 4

B3aemonis npemapary | 3mina meTtabomizMy Ta
3 LUTOpELENTOpaMHu "|  OyHkuiit opranis i
KIIITUH

A 4

f Lumopeyenmopu — 6iOMaKp0MOJ'IeKYJ'II/I\
OLIKOBOI MPUPOJH, SKI CTBOPEHI MPUPOIOI0
JUIE  CHIOTEHHHMX  JiranaiB  (TOPMOHIB,
MeAiaTopiB TOIMIO).

Peyenmop — axTUBHE  yTpyIyBaHHS
MaKpOMOJEKYJ cyOcTpary, 3B S3yBaHHSAM 3
SIKUM MIPU3BONTH 10 BUHUKHCHHS
MeTaboIIYHOTO Ta (GYHKITIOHATEHOTO
vameHL /
Ennorenni
(ropmoHH,
y HelipomeiaTopn)
Jlicanou — pedoBWHM, SIKI 3B SA3YIOTBCA 3
[UTOPEIENTOPAMHUTa  BUKIMKAIOTH  crienudiyHui
edexT
\ Ex3orenni
(KCceHOO10THKH,
‘L HaIpUKJIIaLd,
Kommnekc peuoBuHa-penentop JiKapchKi 3aco0n)
YTBOPIOETHCS 3a paxyHOK
BOJHEBUX, BaH-IIEP-BAabCOBUX,
WOHHUX, KOBAJICHTHHX 3B’ SI3KiB

A 4

Jlirana-3B’s13ytounii  JOMEH —
o0JacTh Ha pelenTopi, 3 SKOIO
3B’A3y€ThCA JTIKapChKUi 3aci0
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OPAPMAKOJANHAMIKA

‘[ Knacugixayia yumopeuenmopie ]

Penenitropu,  siki  Ge3nocepenHbO
cripsbkeHl 3 gepMeHTamMu MeMOpaHu
KJIITUHH

Hepmmii TN
Memobpanni hepmenmu

v

A 4

A 4

EdexT po3BuBaeThCS BHACTIIOK aKTHBALi (PEPMEHTIB Y KIITHHI

\ 4

Apyruii Tun R Penenropu MOHHUX KaHaJiB
Honni kananu | MeMOpaHu KITITHHU

A 4

3a06e3meuyroTh MUTTEBUN e(hEeKT

[Tpu 30y KeHH] YTBOPIOIOTHCS BHY TPIITHBO-KIIITHHHI
BAP- BropunHi Mecenmxepu (MAM®, TM®, Ca*")

A

. Tperii Tun ~ Penenropu, sKi B3a€EMOAIIOTH 3

P euenmopui cucmemu, G-6inkamu (MeMOpaHH1 O1JIKH)
cnpaxceni 3 G-oinkamu

A 4

Jlikm — penentop — G-6110k —edekTop

YerBepTHili THII Penenropu-perynaropu
g dDaxkmopu > TpaHCKpUNIi. 3HAXOIATHCS y KIITHHI,
mpancKkpunyii TOOTO siAepHi a00 IIUTO30JIbHI OLITKH

A 4

B3aemonitoTe 3 ropMoHaMH, BiTaMiHaMu A,
D Ta 3MiHIOIOTH CUCTeMY OaraThoX O1IKiB
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Posain 2. dapMaKoAMHAMIKA

OPAPMAKOJANHAMIKA

S
> ia nikapcokux 3acooie
A 4
Ilepsunna . SR
. Mexanizm 0ii Dapmaronoeiunui
(ﬁapMaKOﬂ(?letH epexm
apeaxyis
A 4 A 4 A 4
Crnenudiuna B3ae- CyKyTHICTb Hanpasnenicts 1
MOt MOJICKY T (hapMaKoJIOTIYHUX KIHIIEBUH PE3yIbTaT
JKapChKOTo 3aco0y 3 peaxiiit
OloMoJieKyIamMu
KITITUH

Hokaxcuuku eusnauenusn
napamempie 0ii 1iKapcbKo20 3acody

Ilouamox 0ii
Ilepsunna Kpusa
papmaronoziun Maxcumym oii “yac-eqpexm”
apeaxyis
Tpusanicmo 0ii

Tunoegi mexanizmu Oii 1ikapcoKux

3acooie
l l
Bucokoeubipkosi — Hesubiprosi —
83a€M00is 3 HepeyenmopHi
peyenmopom 83a€MO0ii
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DPAPMAKOJANHAMIKA

‘[ ia nikapcokux 3acooie

A 4

[ Tloxkaznuxu oiv ]

A 4

IMouaToxk aii Makcumym aii TpusauicTh aii

\ | /

Kpusa “wac-eppexm”

MaxcHMAaTBHA TOKCHYHA KOHIIEHTDAITIA
&
5
% MakcHMAaTBHA Tid
=
=
o
=
H | MakcmyatbHa edeKTHBHA KeHIIEHTpallid
o
e
To T4 Ts T3

A 4

Ilouamox 0ii — yac HeoOX1AHUM AJISl TOCSATHEHHS MiHIMaIbHOI €()eKTUBHOT
KOHIIEHTpAIIli Ticis npuiioMy npenapary. Makcumym Oii— pO3BUBAETHCA MIPH
JOCSTHEHH1 HaO1IbIIOT KOHIIEHTpAIlil PeYOBUHH Y TUIa3Mi. Tpueanicms Oii —
qac, Ha MPOTsI31 SIKOTO Mpernapar okasye (papMakoJOridHuX e(exT
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Posain 2. dapMaKoAMHAMIKA

OPAPMAKOANHAMIKA

Jia nikapcokux 3acoobie ]]
\_

v

[ B3aemooin 3 peyenmopom

A 4

( Baacmueocmi nizanoie )

A\ 4 A\ 4

Agpinimem (CIOPITHEHICTD) — BuyTpimmHs  akTHBHICTE —
3aTHICTh yTBOPIOBATU 3JaTHICTh BHUKJIMKATH KIITHHHY
KOMIUIEKC C PELeTOPOM BIJIMTOB11b

Yy HEIPUTOMHOMY CTaH1

\4 \4

[ Jikapcokuii 3acio ]
A 4 A 4
Aeonicmu (mimemuxu) Anmazonicmu (6noxamopu)
PedoBunu 3 PedoBunHu 3 BUCOKUM
MOMIpHUM a(iHITETOM i adiniTeTOM, aje no30aBieH1
BHCOKOIO BHYTPILLTHHOIO BHYTPIIIHBOI aKTUBHOCTI
aKTUBHICTIO
TlosHi aconicmu Konxypenmui
> BUKJIHUKAIOTH anmazonicmu <
MaKCHUMaJIbHY OJIOKYIOTh aKTHBHI
BIJIIIOBIIH IIEHTPH PELECTITOPIB
g ] ] Anocmepuuni
acmosi azonicmu B —
> (napyianvhi) NPHEHYIOTHCS 10 [$
BHKHKAIOTE AIOCTEPUIHOTO
HE3HAYHUHEePEeKT
e ee LIEHTpa pelenTopa
A

Aeonicmu-anmaconicmu
Onni penientopu
30y IKYIOThCS, a 1HIITI
MIPUTHIYYIOTHCS
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DPAPMAKOJANHAMIKA

‘[ ia nikapcokux 3acooie

A 4

Buou oii N
[ [Tepudepiiina
7'y
R 3a noxanizayiero
Gapmaronoziunux eghexmie > PesopbruBHa
\ 4 A 4 Y
LlenTpanbHa

Micuesa Pedrnextopna

/ I'onoBHa
3a cmynenam

BUPAIICEHOCMI | KNIHIYHOMY
nposieienHi egpexmis
NIKapcvKko2o 3acoby

Toxkcnuna

[1oOiyHa

[Ipsama
3a mexanizmom »|  (nepBuHHA)
> BUHUKHEHHS eqheKmy R
" Kocsena
(BTOpHHHA)
.|  Oobopotns
> 3a obopomuicmio 0ii
”| HeobGopoTHa
.| Bubipxosa
> 3a cneyugiunicmio Oii
”| HesubipkoBa
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Posain 2. dapMaKoAMHAMIKA

DOAPMAKOANHAMIKA

[[ Mia nikapcokux 3acobie

A 4

3a nokanizauiero
dapmakonoziunux eghpexmie

R - - R Jlist mikapchKkoro 3aco0y Ha MicIli
> Micyesa 0is > . .
Jioro npukiaaaaHHa (IIKipa, CIU30Ba)
A 4
Masi, TacTH, TPHCHIKH 3
JTIKapCchKUMHU 3aco0amu, $Ki MaioTh
B’SDKYYUH NpOTU3aNaIbHUN e(eKT
Hist JKapChKOTO 3aco0y > Hirpormuepun nie micist
. = ~ [T tH
PO3BUBAETHCA MICIA BCMOKTYBAHHSA NpUuMManHs I A3UK
A
Pezopomusna

A 4

[epudepiiina ais

0is (3aeanvHa)

\ 4

Jis  HA TEHTpaJbHY
HEPBOBY CUCTEMY

A 4

LenTpanpHa nis

\ 4

HapkoTtnuni Ta cHOmilHI
3acoou

Jlikapcekuii 3aci® ni€e Ha HEPBOBI
3aKiHYEHHS, 1[0 TIPU3BOJIUTH 10 TIOSIBU
pedrexciB 3 00Ky opraHiB 1 cucTeM

\ 4

A 4

Peghnexmopna 0isn

\ 4

Banigon (mig s3uk) peduekTopHo
PO3IINPIOE CYAUHH CepIIs
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OPAPMAKOANHAMIKA

1[ Mia nikapcokux 3acobie

\ 4

A 4

3a cmynenam eupasicenocmi i KNiHUYHOMY
nposeeHHi eghekmie AiKapcoLKozo 3acooy

[ 3a obopomuicmio 0ii

His, sxa JEeXUTb B OCHOBI
JTIKYyBaIBHOTO a00 MPO(UIAKTUIHOTO
3aCTOCYBaHHSA

TomoBHa nist

A 4

A 4

A 4

Judenin — mpoTucyJOMHHUI 3aci0,
HOBOKATH — 3HE0OIIOBAIILHUHN 3aC10

3MaTHICT  JIIKAPCBKUX  3ac00iB
BUKIIMKATH KpIM TOJIOBHOI ii, iHIII
BH/TU JIIiA HA OPTAHU 1 CUCTEMH

[ToOiyHa nis

\ 4
A\ 4

A 4

JudeHiH BUKIHMKA€E TiNepIuIacTHIHUHI
TIHTIBIT

Pi3ki 3pymieHHs QyHKIIIH 1 cucteM,
SIKI BUXO/SITHh 32 MEXH (Pi310JIOTIUHUX
Opd  TNPU3HAYCHHI  HAJ3BHYAIHO
BEIIMKUX 103 JIIKAPCHKOTO 3aco0y abo
BHACJIIOK MiJBUIICHOI Yy TIUBOCTI J0
I[LOTO Mpemnapary

A\ 4

Toxcuuna dis

\ 4

[Tpozepin 000pOTHBO iHTi0YE .
posep p YE e OOGopoTHa misi [«
XOJIIHEeCTEpasy
Koarymsiis Oinka npu | .
BUKOPHCTaHHI oy X HeoGopotha nist  fe
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Posain 2. dapMaKoAMHAMIKA

OPAPMAKOANHAMIKA

[[ Mia nikapcokux 3acobie
\ 4 \ 4
N
3a mexanizmom 3a cneyughiunicmro Oii Ha
GUHUKHECHHA e¢e1{my 0erMi Op2aHu, MKAHUHU,
y, cucmemu

Bropunni 3minu ¢QyHKLi opraHa
BHACJIIOK Jii JIIKapChKOTO 3ac00y Ha
1HII Opranu

Koceenna 0in

A 4

\ 4

A 4

CepueBi IIKO3UAM  30UIBIIYIOTH
KUIBKICTh ~ CKOPOYEHb  CepIli, IIo
MOKpAIIy€ TeMOAMHAMIKY

besnocepenns mis Ha opran abo
porec

A\ 4

\ 4

Ipsima 0isn

Y

Cepr1ieBi I1IKO3UIN JiIOTh HA CEpIie

y N

Jlis Ha TIeBHI opraHu i
CHCTEMH

BubipkoBa (cenekTuBHa)

A

A 4

CeprieBi TI1iKO3UIHM HA ceplie

OpnocnpsiMmoBaHa  fist
Ha OUIBIIICTH OpraHiB i
TKaHUH

HeBubipkoBa (3araqpHOKIIITHHHA,
IIPOTUILIaA3MaTHYHA)

A

A

A 4

XiHIH OKa3ye MeMOpaHOCTalULTi3ylouy il y cepil,
[IIaJICHBKUX M s3aX, IICHTPAIbHIN HePBOBil cucTeMi
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OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

DPAPMAKOJANHAMIKA

I[ Tunogi mexanizmu 0ii 1iKapcoKux 3acooie ]

\ 4

[ Peuenmopni mexanizmu 0ii nikie ]

Mimemuynuil echexm

\ 4

A 4

Mimetuk abo aroHicT (JiKapChKHi
3acib, mo  30ymKye  pernenTop)
B33a€MO/IIE 3 PEIIETITOPOM 1 BUKITKAE TiXK
eeKTH, 110 1 aHAOTESHHUH JTITaH]T

A 4

Kap6oxomin (MimMeTuk) 30ymKye XomiHopenentop (perenTop),
€HIOT€HHUM JIITaHIOM SIKOTO € all€THIXOIIH

Jlimuunuti e¢pexm abo
KOHKYpenmua 610Kaoa
NpUpPoOH02o Nicanoda

\ 4

Jlituk abo OmokaTtop (JIiKapChKHiA
3aci0, TOMIOHMI 1O  TPUPOTHOTO
Jira"aa) 3B’ 3y€THCS 3 PELENTOPOM, aje
He 30y/UKye oro

\ 4

peuenropa

AJIpEHOITIITHKH,

XOJIIHOMITUKHA  (O10KaTOpH
ONMoKyroTh penientop. EHoreHHW niraHa (JiraHg-aroHICT) y
MIJBUINECHIA  KOHIIEHTpaIlii

a00  JIITHUKH)

BUTHCKY€ JIIKApChbKUK 3acid 3

Anocmepuuna abo
HEeKOHKYpEeHMHA
83aemM00is

\ 4

Jlikapcbkuid  3aci® 3B’sI3yeThCs 3
IIOCTEPUYHUM LEHTPOM penenTopa i
i€ sIK akTUBaTop abo 1HriGiTOp
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Posain 2. dapMaKoAMHAMIKA

DAPMAKOJANHAMIKA

1[ Tunoegi mexanizmu 0ii 1iKapcoKux 3acooie ]

A\ 4

[ Peyenmopni mexanizmu 0ii nikie ]

A\ 4

Axmusayis abo Peneniropom € pepmeHT

iH2iOY8aHHSA

v

A 4

®enobapOiTai, 3IKCOPUH aKTUBYIOTh MIKPOCOMAJIbHI (pepMEHTH

> 3mina gyuxyiu - [TpotuapitmiuHi  3acobu, MiCIeBi
MPAHCNOPMHUX CUCTEM | aHecTeTMkH 3MIHIOIOTH TPOHUKHICTH
i nponuKHoCcmi Memopan MeMOpaH 171 HOHIB
Ilopywenus
Qpyryionarenocmi > [IpoTtucynomHi, MPOTHITYXJIHHHI
CmpyKmypu 3acobu
MAaxKpoMOeKy

~30~
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OPAPMAKOANHAMIKA

l[ Tunoei mexanizmu 0ii 1iKapcuKux 3acooie ]]

A\ 4

[ Hepeuenmopua é3aemooisn ]

NaHCOs; wHeiftpanizye XJIOpHIHY
KHCJIOTY IITYHKA;

aKTUBOBAaHE  BYTUUIL  ajcopOye
TOKCHHHU

IIpama ¢isuxo-
XIMIuHA 83A€EMOOIs
JIKAPCHKUX 3aCc00i8

v

[ TrOKOKOPTHKOIAN 3HIKYIOTh
OPOHMKHICTh MeMOpaH, THUM CaMUM
MOTIEPEHKYIOUN HAOPSIKH

3mina nponuxHocmi
Membpan

\ 4

\ 4

36’430k aikapcvko2o

3acoby 3
| HUsbKOMOREKY IAPHUMU S Tpwon B 38’ s3ye Ca*
KOMNOHEHMAMU
opeaHizmy (lioHu,
MiKpoenemenmu)
Jlikappkuii ~ 3aci®  3B’s3yeThCa 3
y| SMmina axmusnocmi | amocrepuunum 1eHTpoM  (epMeHTa 1
enepeil "| 3miHIOETBCS KOH(MOpPMAIliA MONEKYIH —
MOJTYJTIOIOUHNA €(hEeKT

\ 4

Jlist TpaHKBLTI3aTOPIB OSH30/11a3€IHOBOTO PSITY TOSICHIOETHCS
QIOCTEPUYHHUM MIJBUIICHHSIM YyTJIMBOCTI TaIbMiBHUX PELENTOPIB
MeMOpaHu HEHpOHIB 10 X MemiaTopa — TAMK

Bumuckysanns
cybcmpamig 3 ix
38 SA3KY 3 Olikamu

\ 4
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Posain 2. dapMaKoAMHAMIKA

DOAPMAKOANHAMIKA

[[ Mia nikapcokux 3acobie
A\ 4 \ 4
Peaxkuyii, uio 3ymoeneni Peaxuii, wio 3ymoeneni
00620MpuUEaAIUM RPUILOMOM Panmogoro 6iOMIHOI0 JIIKI6

JIKapcbKuXx 3acooie

[Ipn yacToMy BHMKOpPUCTaHHI aJKOTOJIO HOTo
epeKT  MOCWIIETbCA  (HAKOMMUyeTbCs) 1
BUSIBIISIETHCS Y (hopmi rcuxo3sy (“‘Oina ropsuka’)

T

HakommuyeTtbcst  edekT NKapchbKOTO
3aco0y

dyHKIIOHATBHA
KyMYJISIIS

T

Kymynayia

.

Haxonnuenns
JiKiB a00 eexTiB
JiKapCchKUX3aco0i

; .
B opraHi3aMi HaKONMUYYIOTBCS  JIIKH
BHACJIIOK
— MOBUJIBHOI 1HAKTUBAIIIT;
— MIIIHOT'03B 130Ky 3 O1JIKamu;
— TIATOJIOT1T IEY1HKU, HUPOK

-

3amo0iranHs: 3MEHIIUTH 03y JIKapChKOTO
3aco0y, 301BIIUTH 1HTEepBal MIXK
3aCTOCYBaHHSAM

A 4

\4

MarepianbHa KyMyJISIIis

A 4

[Tocunenns nii nikapcbkoro3acody
IpH 1X TIOBTOPHOMY BBE/ICHHI HABITh y
MaJix J103ax

Ile peakuii iMyHHOI MPHUPOIH, SIKI MOXYTh
BUHUKATH 10 OyAb SKHUX JIKapChKUX 3aco0iB
(aHadTAKTHYHUH TIIOK)

Cencubinizayis

A\ 4

v
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Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

DAPMAKOJANHAMIKA

1[ Mia nikapcokux 3acobie

A 4

Peaxuii, wio 3ymoeneni
00620mMpuUEaAIUM RPUILOMOM IIpusukanmns (monepanmuicms)
JIKapcoKux 3acooie 3

3HIKEHHS €PEeKTy TNPU IOBTOPHOMY
BBEJICHHI Yy Till ke caMiii 7031
v

Mpuyunu
1. 3HWKEHHS 4YYTIMBOCTI PELENTOpPIiB JO JAEAKUX JIKAPCHKUX 3aco0iB
(MpOTUNYXJIMHHIN Mpemnapar).
2. 3HMKeHHs 30y/PKEHHS] HEPBOBUX 3aKiHUEHB (IIPOHOCHI).
3. TlpuckopeHa iHaKTHBaIlisl Tpenapary B CHIY I1HAYKIII MIKpPOCOMAabHUX
dbepmenTiB neuyinku (penodapoOitan).
4. BruroyeHHST MEXaHI3MIB KOMIIEHCAIlli, SKi 3HIKYIOTh €(EeKT JIKapChKOTO
3aco0y (mpuiioM mpemnapary, sIKHi 3HIXKY€E apTepiaJbHUNA THCK MPU3BOIUTH 10
3aTPUMKH PIIMHHA B OPTaHI3Mi).
5. AyrtoinridyBaHHs, TOOTO 3a pPaxyHOK HAJUIMIIKY JIKapchbKOro 3acoly 3
peLenTopoM 3B’ A3yIOThCS HE OJIHA, a JIeKIJIbKa MOJIEKYJI IIpenapary

.

YcyHeHHsI IPUBUKAHHS:
— TIEpEPBH Y JIIKyBaHHI;
— KOMOiHyBaHHS JKiB;
— YepryBaHHs JIKIiB

l'octpa dopma mpuUBHKAHHS, BUHHKAE
ICJIs TOBTOPHOTO BBEJICHHS IMpENapary B
MEXaxX BiJ AEKIJIBKOX XBWJIHH 10 OO

.

IMpuyunu
[Ipy moBTOpHOMY BBEJEHHI IperapaT HE MOXKE MOBHICTIO
3B’A3aTUCS 3 PELENTOpOM, TOMY IO BiH 3ailHATUH HepuIOio
MOPITIEI0 JTIKAPCHKOTO 3aC00Y
s

Po3BuBaetbcs 1o edenpuny,
aZpeHaJIiHy, HOpaJApCHAIIIHY

Taxighinaxcis

\ 4

\ 4
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Posain 2. dapMaKoAMHAMIKA

DAPMAKOJANHAMIKA

[[ Mia nikapcokux 3acobie

A\ 4

Peaxkuii, uio 3ymoeneni
00620mMpuUCAIUM RPUTLOMOM

JIKapcbKux 3acooie
A 4
3aneocnicmo > Ipuunna: IIOBTOPHE BUKOPUCTAHHS
810 1iKi8 NCUXOTPOITHUX 3aco0iB  (ankoronb, OapOiTypartu,
KOKaiH, ()eHaMiH)
[Icuxiuna | Cran, npu sKoMy JIKapcbKuil 3acib
3aJIEXKHICTD "| BukiMKae TWOWyTTA  3aM0BONIGHHA i
MICUXIYHOTO i AHOMY

-

[TosicHIOETBCST 37aTHICTIO HAPKOTHKIB TIIIBUIYBATH 3BUIBHEHHS
nodaminy y cMyractomy Tifi, TioTaizamyci, JiMOIUHINA cucTeMi, Kopi
BEJIMKHX TBKYJIb

[ToctymoBo mikapchkuii 3acid 3MiHIOE
0oOMiH PEUOBHH Yy KIITHHaX MO3KY 1 CTae
HEOOX1THUM PEryIsITOPOM byHKIIN
0araTb0X HEMPOHIB

PantoBe mo30aBieHHsS TOHI3yHOUOTO 3acoly
BUKJINKAE CHHJIPOM abcTuHeHI, SIKUU
MPOSIBISETHCS PAIOM (PI3UYHUX PO3NAAIB

-

[MopymienHss  po0OOTH  CepIieBO-
CYIMHHOI ~ CHUCTeMH,  30Y/DKCHHS,
0€3COHHS, CyJIOMH, JACTIPECisl TOIIO

diznyna
3aJICKHICTh

\ 4

A 4
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DOAPMAKOANHAMIKA

v

1[ Mia nikapcokux 3acobie

A 4

Peaxuii, uio 3ymoeneni
Panmoeor 8iOMIiHOI0 NKie

Crnocrepiraerbcsi  CymnepKOMIIEHCAIIIS
MIPOIIECY 3 PI3KUM 3arOoCTPEHHSIM XBOPOOH
BHACHTIIOK pO3raJibMyBaHHS PETyIATOP-
HUX TIPOIIECIB

Cunopom 6iodaui

\ 4

\ 4

A 4

Pizka BigMiHa KioeniHy BHUKIUKAE
rinepTOHIYHUN KpH3

-

[TonepekeHHST CUHAPOMY: MOCTYIIOBO
3HWXKYBAaTH J103y Ipenapary

Crnoctepiraerbcs NPUTHIYCHHS
dizionoriunoi GyHKIil

=

IIpn 3aCTOCYBAHHS TOPMOHAJIBHUX npernaparis
MIPUTHIYYIOTHCS CHHTE3 BJIACHUX TOPMOHIB

Cunopom iominu

\ 4

\ 4
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Posain 3.

BHIBIAWAY]

I T1d
ALOTHXKAIRE

Aredenadn
EHHOIrodd
ondorgon

eH AwerHeado
KIIIea

ewdod
exgodexr|r

LLO09HN.LOBId

IHhLIOrONEeWde(OoHEH
BL IHRhINIX-04OLHRE)

‘THRINIX-OMHELD
‘THRHELD

A

Wo9goone

wnxdvr 1HILIOWAE

A

/ om ‘ndounivgp \

ANEIHRIAO BL AQOJBE
o109 dedIr BIYonIeeyq

WOWEITHD2AO0 THIIONWAL

AwerHeado
HEBL))

om ‘mINHHNE,

y

edAnAdio
BHRINTY

LLOOAUIrQ0J0
raorug

BI[LL BORIA]

L

N\

911U LAR
BHARATIGNTH]

IMUHHUh
1doMITeI)

q1e1))

AwerHeado
Axrngeod
qHOEI]

~A5~



Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

Di3uYHi,
(pizuko-XiMiYHI BJIACTUBOCTI

diznuni dizuko-ximMiuHi
BJIACTHUBOCTI BJIACTUBOCTI

\ 4 \ 4 \ 4

ArperatHuil  CcTaH, CTyMiHb Cryninp Po3unHHICTB y
MoIpiOHECHHS abo JIETKOCTI, nucoriari BOJI Ta Jimigax
MOJISIpHA Maca

A 4 A 4 A 4

BusHavaroTh Xapakrep, CHIy Ta MIBHIKICTH il JIKapChKOTO
3aco0y

A 4

@dapmakoJoriyHa aKTUBHICTh TMOJSPHUX Ta HEMOJSPHUX
cronyk pizHa. HemomsipHi — mobpe po3uuHSIOTHCSA B Jimigax i
TOMY JIETKO TPOXOJATH Kpi3b (Qi3ionoriuni Oap’epu i mKipy,
cIu30BY 000JI0HKY Ta iH. [10JsIpHI CHIOMTYKH MOTaHO MPOHUKAIOTh
Kpi3b Oap’epu

3HaHHSA OCOOJMBOCTEH PpO3YMHHOCTI Ta IHIIUX (Pi3UKO-
XIMIYHUX BJIACTUBOCTEH JIIKAPCHKMX PEYOBHH MAa€ BEJHKE
NpakTHYHE 3HAYCHHS JUII HPABHIBHOTO BHOOpY JIKapCchKOl
dbopmu, NIIAXY BBEIEHHS 1 03U IpenapaTy

~db~



Posain 3. B3iaemoais AikapCbKOro 3acoby Ta OpraHiamy

3B’A30K Pi3UKO-XIMIYHHX
BJIACTUBOCTEH 0i0JIOTIYHO
AKTUBHUX PEYOBHUH 3 IX
(hapMaKkoJIOriYHOK AKTUBHICTIO

VY 3aranpHOMY BUTUISIAI OlojoridyHa akTUBHICTH (A) € meska
¢ynkuis (f) crpykrypu (C) Ta/abo (isuko-xiMivHHX MapaMeTpiB
(OXIT) 6iomoriuno aktuBHOI peuoBuHH (BAP): A = f(C, ®XII)

A 4

Cxemy mnoBeninku BAP B opraHismMi MOXHa YSBUTH y BHIJISII TPHOX
ckinagoBux: mepma (1) — MPOHUKHEHHS PEUOBMHU 10 MicIs aii (3BUYaHO
nusixoM audy3ii, 1HKOIHM 3a JOTIOMOTO0 aKTMBHOTO TPAHCIIOPTY); npyra (2) —
yTBOpeHHs KoMmIuiekcy jirana (BAP)-06ionoriuna mimens (penenrtop, pepmeHr,

reH); Tpets (3) — IHAYKINS BIAMOBIII HAa PE3yIbTaT 3B’ A3yBaHHS:
KOMIIJICKC

C AN\ |=K:= | JI—P ——> Binnosijp,
(1) 2) 3)

ne C — xonmentparis (103a) BAP, HeoOxiqHa Asi JOCATHEHHS TIEBHOTO PiBHA
6iosoriunoro edexTy (BiAmoBimi);
JI-P — KOHIIEHTpAIlisl KOMIUIEKCIB JIiTaHI—PEeLenTop;
K — xoHcTaHTa cTiiikoCcTi KOMIUTeKcy JI-P.

Wmogipricts (W) iHmykiii Biamosizae mo0yTOK HMOBipHOCTEH TPBHOX
CKJIa/IOBUX:
W =wrw2ws
A =kCW = kC wi-w2ws,
ne C—koHIIeHTparlis (103a), K — Koe(iieHT mpOormopIiiHOCTI.

VY norapudmiuniii popmi:
lg(1/C) = Igwi + Igw2 + Igws + ki

st yrBopeHHs KoMIuiekcy JI-P piBHSHHS Ma€e BUTIISA;
lg(1/C) = ki-lgwi + k2-lgK + ks,
ne ki-lgwi — TpancnioptHi xapakrepuctuka BAP;
ka-1gK — cTiliKiCTh KOMIUIEKCY JIiraHA-peenTop.

!
A\ 4
Po3unHHICTH Ximidme CrepeoximiuHi
Ta 3B’SI3yBaHHs ACTeKTH il
MnoduIbHICTh Ta JIKIB
OionoriyHa
v aKTHUBHICTh v
[ToBepxHEBO-aKTHBHI, 3B’s130K MiX (papMakoIOTTIHOIO

MeMOpaH-aKTHUBHI, AKTHBHICTIO, EJICKTPOHHUMU
(dbapMaKkoIOTiYHI areHTH Ta BIIACTHUBOCTSMHU Ta KOHCTAHTAMU
HOH-TIPOB1/THI aHTHO10THKH HoHi3ammil

~47 ~



Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

3B’5130K (Qi3MKO-XIMIYHHX
BJIACTHBOCTEH 0i0JIOTIYHO
AKTUBHHUX PEYOBHUH 3 IX
(papMaKOJIOTIYHOK AKTHUBHICTIO

|

l[ Po3uunnicme ma ninoghinonicmeo

\ 4

B3aemonist mibxk BAP Ta KIITHHHUME 1 CyOKIIITHHHUMHU CTPYKTYypaMH, sIKi
MICTSITh O10JIOT14HI MillIeH], BiIOYBa€TbCs y BOJHOMY CEpEIOBHINI abo Yy
HEBOJHMX IIapax MeMOpaH, IO YTBOPEHI MOJSIPHUMH a00 HETOJIIPHUMHU
riTpodoOHUMH MoJIeKyJIaMy. B 1IbOMy BHIIa/IKy BaXXJIMBY POJIb Tpa€ CTYIIiHb
PO3UMHHOCTI CIIOJTYKH Ta 11 JIino(]isIbHI BIACTUBOCTI

\ 4

TeopeTnuHo Hemae aOCONIOTHO HEPO3UMHHUX PEUOBMH: KOXKHA CIHOIyKa
3IaTHA B TOMY a00 1HIIOMY CTYIEHI PO3UMHATHCS Y BOJAHOMY a00 JiIiTHOMY
nrapax. Po3uunHicTe BAP Bu3HauyaeTbcs BENHMKOIO KIIBKICTIO (PaKTOpIB:
MOJICKYJISIPHOIO CTPYKTYpOIO, 3[AaTHICTIO 10 WOHI3allii, pO3MipOM MOJIEKYI,
CTEPEOXIMIYHUMHU OCOOTUBOCTSIMH, TUTIOM KPUCTATIUHOI IPaJIKH Ta 1H.

\ 4

BaxnuBoro XapaKTepUCTHUKOK HEPO3YMHHUX Y BOJAL PEUYOBUH €
MnopiIeHICTE — OAMH 3 (DaKTOpIB, IO BU3HAYAE PO3MOJIT Yy OpraHi3Mi
monekyn BAP. 3pocranHs minodilbHOCTI KOPENmO€e 3 MiABUIICHHIM
010JIOTIYHOI aKTUBHOCTI, 3HWKEHHSM BOJOPO3YMHHOCTI, MPUCKOPCHHSIM
MeTaboI3My Kpi3b HIKipy, 30UIBIIEHHS CTYIEHs 3B’S3yBaHHS 3 OUIKaMu
TUTa3MH, TIPUCKOPEHHSIM HACTaHHS IMiKa aKTUBHOCTI Ta, B JICIKUX BHUIIAJIKAaX,
CKOPOYECHHSIM TPUBAIOCTI il
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Posain 3. B3iaemoais AikapCbKOro 3acoby Ta OpraHiamy

3B’5130K (Qi3MKO-XIMIYHHX
BJIACTUBOCTEH 0i0JIOTiYHO
AKTUBHHMX PEYOBHH 3 IX
(papMaKoJIOTIYHOK AKTHUBHICTIO

\

[[ Po3uunnicme ma ninoghinbnicmo

v

CrmiBBiTHOIIIEHHS! PO3YMHHOCTI PEUYOBHHU B OPTraHIYHOMY Ta BOJHOMY IIapax
HOCHUTb Ha3BY napyianrbHoeo koegiyiecnma P. llelr koedillieHT XapakTepusye
CITOP1THEHICTh MOJICKYJIH A0 JIMO(1ILHOCTI.

MonenpHa cucTeMa — BOJIa : OKTaH

y

[DRUG JokTan
[DRUG]BOOa

SIKmo po3uMHEHa pPEYOBMHA MOXKE IHUCOIIIOBATH, TO ii KOHIGHTpAIs Y
HeloHi30BaHii (opMi y okraHonbHIN (a3i 3anexuts Bin pH y Bonnii. Koedimient
posnoaity (D) npu nboMy po3risgatoTh K €QeKTUBHY JIMOPUIbHICTD CIIOIYKU MPH
3aJjaHOMY 3Ha4yeHHI pH, 1 sfika 3aJexuTh, K BiA ii JMMOQUIBHOCTI y BIACYTHOCTI
MoHi3alii, Tak i BiJl CTYNEHs JUCOLIaLi.

P
[DRUG]Boga === [DRUG]okTan P=

C(HAN),,,
~ C(HAN),o + C(AN )0
C(B™ )opr
C(H'B )y,0 + C(B )0
i cnadbkux kucnotr — 1g(P/D - 1) =pH - pK,

s kucmor HAn === H'+An~ D

misiocioB H'B <===H" +B~ D=

Jlimigauit map H [HenucomiioBaHa opmal] HE IPOHUKAE
. PK, .
H,O [HeguconiiioBana popma] <—= [aucouiiioBana dopmal]

BianosigHo pH-mapuianeHii TinmoTe3l, TUIBKKM HEIOHI30BaHa ¢GopMa CIIOTYKH
3/1aTHA MMPOHUKATU Y HEBOJHY (ha3y. TakuM YMHOM, 3MIHUTH JINOMIIBHICTH CIOTYKH
MOJKHA BBEJICHHSAM XapaKTePUCTUIHUX TPYII, 3aTHHUX JI0 AUcomiamii. SKmo y ckiami
pPECUOBMHHM BXKE € TaKi TPYIH, TO OYIKYBAaHOTO pE3yJbTaTy MOXKHA JIOCATTH,
Monudikyroun pKa

\ 4

[MapuianbHuil Koe(iliEHT AONOMAarae OLIHUTU “‘TPAHCIOPTHI® XapaKTEPUCTUKH
PEYOBUHH, a, BIAMOBIAHO, ¥ 1uIsixu o skuM BAP nocsirae mictist aii. SAkio peaoBuaa
HOHI30BaHa, TO BOHA HE 3MOXKE MOJOJATH JIMITHUA IIap Ta CTBOPUTH 3HAYHY
KOHIICHTpAIlII0 y OaraTtux JimiaaMu TKaHWHAX 1 opraHax (MO30K, HEpBOB1 KIIITUHH).
VY Toil e yac BHCOKO JiNOQiIbHI PEYOBUHU OyIyTh 3aTPUMYyBATHUCA Y JIIIITHUX
mapax KJIITHHHUX MeMOpaH, YTBOPIOBATH “Iemo” B JKMPOBIM TKaHHWHI 1 TaKOX HE
3MOXKYTb IMIBUAKO JOCATATH L1
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3B’5A30K (PiI3MKO-XIMIYHHKX
BJIACTHBOCTEH 010JIOTIYHO
AKTUBHHMX PEYOBHUH 3 IX
(papMaKoJIOTIYHOK AKTUBHICTIO

36°A30K Midc (hapmaKo02iuno0 AaKMueHicmio,
e1eKMPOHHUMU 671ACMUBOCIMAMU MA
KOHCmanmamu uoHnizauii

VY cknaai Mosiekyn Garatbox BAP € kucioTHI Ta OCHOBHI LeHTpu. Sk
MpaBuJjIo, 1€ CIa0Ki KUCJIOTH a00 OCHOBH, piBHOBara MiX HOHI30BaHOIO Ta
HE10H130BaHOIO (hOpMaMHU SKUX XapaKTepU3yeTbcs KOHCTaHTOO Ka

\4

KucnoTHiCTh 1 OCHOBHICTh JIIKAPCHKUX 3acO0IB BIUIMBAE HA iX 3/aTHICTh
MIPOHMKATH 70 010JIOTTYHOT MiIlIeH] Ta 3B’ SI3yBAaTUCS 3 HEIO

\4

HeionizoBanui ¢opmMu MOXKYTh 3A1MCHIOBATH B3aEMOJII0 33 paxyHOK
JTUCTIEPCIMHUX CUJI, BOJHEBUX 3B’SI3KIB Ta iH., B TOM Yac sSK HOHI30BaHHI

\ 4

NpUIMAIOTh y4acTh y Tiepenadi eekTiB 3a paXyHOK YTBOPEHHS COJIbOBUX
MOCTIB 200 HOH-IUIIOILHOI B3acMO i1

Ha cryninp #oHi3awii BIUIMBAIOTH SIK €JEKTPOHHI e€(eKTH, SKi MOXYTb
BUHHMKATH TIPH HAsBHOCTI €JIEKTPOHOAKIENITOPHUX YH EIeKTPOHOJOHOPHUX
IpyI B MOJIEKyJIaX KHCJIOT a00 OCHOB, a TaKOX MpocTopoBa OyaoBa. 06’ emHi
3aMICHUKH MOXYTh 3aBa)KaTH MPOTIKAHHI PEaKIIii, 3HUKYIOUH 11 IBUAKICT

\4

dapmakosoriuHa aKTUBHICTh 3B’si3aHa 3 JINOQUIBHICTIO, €IEKTPOHHUMHU
edekTamMu Ta CTepUYHUMU (DaKTOpaMH, sIK1 3aIekKaTh BiJ 00’ €My MOJIEKYIT

\ 4
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Posain 3. B3iaemoais AikapCbKOro 3acoby Ta OpraHiamy

3B’5130K (Qi3MKO-XIMIiYHHX
BJIACTUBOCTEH 0i0JIOTiYHO
AKTUBHHMX PEYOBHH 3 IX
(papMaKoJIOTIYHOK AKTHUBHICTIO

Ilosepxneeo-axmueni, memopan-
AKMUGHI hapmaxonoiuni azenmu
ma ioH-nPOoGIiOHI aHmMudiomuKu

A 4

Bennka KiabKicTh O10XIMIYHMX peaklild MPOTIKAE HE TUIBKU Yy
po3uMHaxX, aje W Ha MOBEpPXHI MeMOpaH, Ha Mexi po3moaury ¢as.
[IpucyTHi y oOprasHi3aMi MaKpOMOJIEKYJIH TaKOX  BOJOIIIOThH
PO3BHHYTOIO TIOBEPXHEIO

A 4

MemOpaHu rpatoTh BaXJIMBY POJib Y PYHKIIOHYBaHHI KIITHH, TOMY
OyIlb-sIKMil areHT, 3JaTHUH pyHHyBaTH MeMOpaHy abo BTpydaTucs y ii
¢byHK1i, € MOTEHIIAIbHUM OaKTEPUIIIHUM 3aC000M

Y

Hampukman, ¢eHom Ta Kpe3oa BOJOMIIOTHE OaKTEPHUIIMIHUM
eeKTOM He TUIbKH TOMY, L0 JIeHATypyIOTh OUIKHM, ajie W JII0Th SK
MMOBEPXHEBO-aKTUBHI PEUYOBHUHHM, 3aBJSIKHA TOJSIPHOCTI Ta HASBHOCTI
TiIPOKCHIIBHMX IPYIL IX aKTHBHICTb 30LIBLIYETHCS 3 POCTOM GOKOBHX
AJIKUIbHUX JIAHIIOTIB
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XiMiuHe 3B’SI3yBaHHS TA
0i0JIOTiYHA AKTHUBHICTH

3B’s3yBaHHS  HEBEJIUKHX MOJEKYJd JIKIB 3  OlOJIOTTYHUMH
cybcTtparaMu Moxke OyTH 3BOPOTHHUM Ta HE3BOPOTHHM. 3BOPOTHE
3B’sI3yBaHHS MIAPO3AUIAIOTH HA IEKUIbKA TUITIB B 3aJI€KHOCTI BiJ] BUY
3B’ S3KIB, 1110 3a0€3MEYYIOTH B3a€MO/IIIO0

A 4 A 4 A 4 A 4
Hucniepciiina a6o INapodooHMit Bonnesi [Tepenoc
Ban-nep-BaanscoBa edekT 3B’SI3KH 3apsIiB
B3a€MOJIS
A 4 A 4 A 4 A 4
Junomns- MoH-mnonsHe Wonne KoBanentue
JTUTIONTHHE 3B’ SI3yBaHHS 3B’sI3yBaHHS 3B’ SI3yBaHHS

3B’I3yBaHHs
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XimivyHe 3B’SI3yBaHHH Ta
010J10TiYHA AKTUBHICTD

Jlucnepciiina aoo
Ban-oep-Baanvcoea é3aemooin

IcHye Mk ycbomMa BHJaMM aTOMiB, y TOMY YHCII ¥ 1HEpPTHHUX rasi, IO
MOB’SI3aHO 3 BHUHHUKHEHHSIM MUTTEBUX JUIONIB, SIKI YTBOPIOIOTHCS
eJIEKTPOHHOIO 000JIOHKOIO Ta MO3UTHUBHO 3aps/HPKEHUM SAPOM TP HAOJIMKEHH1
aToMIB

A 4

Ban-nep-BaanbcoBi cunm pi3ko crnadImaroTh 31 30UTbIIEHHSM BiICTaH1 [ MIXK
YaCTHHKaMU Ta poropuioHansHi //e°. Exepris aucnepciiinoi B3aemoii Masa,
MIPU HASIBHOCTI BEJIMKOT KIJTLKOCTI OJIM3BKO PO3TAIIOBAHUX TPYM aTOMIB BOHA
MOJKE CKJIQJIaTH 3HAUYHY BEIHMYUHY

\ 4

Cuna nputsranHs Mk —CHo— rpynmamu y mimigHux mapax MmemOpaH
nopiBHioe 33 k/[x/Monb, 1O Bexe M0 YHOPSAKYBaHHS B PO3TAllyBaHHI
MoJieKyJl. BBeneHHsl y kapOOHOBUH JaHLIOT MOABIMHMUX 3B’S3KiB, 0 MAIOTh
yuc-po3TalryBaHHs, TPUBOJUTH O 3HWXKEHHS eHeprii B3aemoxii mgo 10-12
k/[x/mMonb. HasBHICTP MONApHUX JIINO(IIPHUX 3aMICHHMKIB, HaBIaKH,
MIJIBHUIYE TUCHEPCIHY B3a€EMOII0, IO BIUITMBAE Ha (PapMaKOJIOTIUHY
AKTUBHICTh

>[[ T'iopogpoonuit eghexm ]’

Y

Lle TeHaeHIII HETIOISAPHUX TPYII IO B3a€EMO/I1T OJTHOI 3 1HIIIOKO, IO 3aBa)Kae
KOHTAKTy OCTaHHIX 3 B0oJ010. ['i1pooOHMIT edeKT Biairpae KIO4YOBY pojb y
crabimizanii koHpopmarlii MpoTeiHIB y TPaHCHOPTI JIMIAIB, Y MPOHUKHEHHI
PEUOBHH Kpi3b MeMOpaHM KIITHH Ta Y B3a€MOJii MOJEKYJ CTEpoifiB 3
penenTopamu
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XimivyHe 3B’SI3yBaHHH Ta
010J10TiYHA AKTUBHICTD

> Boomnesei 36’a3xu ]]

Y

BonmueBi 3B’sA3kM  CHpHsIOTH  cTaOuLTmi3amii  CTPYKTYp 3a PaxyHOK
BHYTPUITHLOMOJICKYJISIPHOI B3a€EMOJii Ta 3a0e3MeuyroTh MIXMOJIEKYISIPHE
3B’ SI3yBaHHS

Y

BonHeBi 3B’S13KM YTBOPIOIOTHCS 32 PAXyHOK €JIEKTPOCTATHYHOI B3a€MOJIIT
BUTLHOI €NIEKTPOHHOI Tapu aTOMIB OKCHUTEHY, cyibpypy abo HITporeHy 3
aTOMOM T1JIpOTeHy, SKui BxoauTh 10 ckiaxy OH-, NH- a6o SH-rpymn 1 mae
JiHIMHY CTIPSIMOBAHICTb

.
> Ilepenoc 3apaoie ]]
\
A 4
[lepenoc 3apsgy — 1€ THO B3a€MOJIi, SKHA 3IMCHIOETBCS MIXK
€JICKTPOHOHA IJTUIIIKOBUMHU CITOJTyKaMu (monopamu D) Ta

€JIEKTPOHOICIIUTHUME (aKLenTOpaMu A):
D+A == DA ==D'A"==2=D'A" === D' + A"

A 4

Cepen opraHiyHMX CIOIYK €JIEKTPOHOHA UIMINKOBICT, TpHUTaMaHHA
¢bypany, mipony, TioQeHy, MOXiTHUM O€H3eHY 3 eJIeKTPOHOIOHOPHUMHU
3amicaukamu (—OCH3, -NH2, —OH), peuoBuHaM 3 HEMOJUIEHUMHU MHapaMu
€JIEKTPOHIB (aMiHU, eTepH, KapOOHUIbHI CIIOTYKH)
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XimivyHe 3B’SI3yBaHHH Ta
010J10TiYHA AKTUBHICTD

,I[ Junonv-ounonvne 36’°a3y8anus ]

Y

K110 y MOJIEKyJTi ICHY€ 4aCTKOBE PO3JIUICHHS 3apsIiB, TO 32 paXyHOK ITbOTO
BOHA 3/1aTHA B3aEMOJIISITH 3 CO01 MOAIOHOIO (IUTIONB-AUIIOIBHA B3a€MOIisl) 200
3 ioHaMu (HOH-TUITOIBLHA B3aEMO/TIA).

[Ipuknagom Takoi B3aEMOJIT € YTBOPEHHSI I'iIpaTHOI 000JIOHKH HOHIB

b[[ Hownne 36’a3yeanns ]’

Y

VoHHa B3a€MOIisi BHHHKAE M MPOTHIIEKHO 3apsKCHUMH YaCTHHKAMH.
3HaueHHs eHeprii B IbOMY BUMAAKY 3BMYaiiHO Benwuke. Lleit Tun 3B’ s3yBaHHS
BiIIrpae CyTTEBY poJib Mpu B3aemoii bAP, siki MicTaTh 31aTHI 10 HoHI3aIil
XapaKTePUCTUUHI TPYTH, 3 MIIICHIMU

>|[ Kosanenmmne 36°a3y8anusn ]’

A 4

KoBaneHTHi 3B’SI3KM — OCHOBHI B OpPraHIYHHMX CIOJyKaX, ajie BOHU HE
BHOCATHh 3HAYHOTO BHECKY Yy B3a€MOJIIIO JIIKAPCHKOI PEYOBMHH B OPTaHI3MI.
Bionoriunmii edekr, 1Mo BUHUKAE 32 PaXyHOK KOBAJICHTHOTO 3B’S3yBaHHS,
MOXJIMBUH JIJIS1 €JIEMEHTOOPTaHIYHUX CIIONYK, IO MICTITh atoMu As, Sb, Bi.
BoHu HE3BOPOTHBO 3B’SI3YyIOTHCS 3 aToMaMu CylIb(dypy, SKi BXOISATH N0
CTPYKTYpH TIONBHUX Tpyn (EepMEeHTIB, SKi TNPUCYTHI Y KIITHHAX
MIKpOOpraHi3miB. 3a paXyHOK yTBOPEHHS KOBAJICHTHUX 3B’S3KiB peaji3y€eThCs
IUTOCTUIHHUHN €EeKT MeAKUX XIMIOTEPANeBTUYHUX 3aCO0IB AJIKIITYIOYOTO THITY
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B3aemoain Jiku-penentop

TeopiaJ. Ferguson

\ 4

B 3anexxHocTi BiA BEIMYMHM TEPMOAMHAMIYHOI AKTUBHOCTI JIKapChKi
PEYOBMHHM HOAUISIOTH Ha 2 TPYITH

Cmpykmypno
Hecneyugiuni Cmpykmypno cneyugiuni
0,01 <a<l1 a<0,001

itomb 6 manux
KOHYEeHMpayisx i 36UtaiiHo
Maroms neeHi Micys
38 ’A13V8AHHS 8 OP2AHIZMI —
peuenmopu

A 4

KnitiHH, $§K T0paBWIO, MICTATh BEIHKY KIUIBKICTh PI3HOMAHITHHUX
MEMOpaHHUX, IUTOIJIA3MAaTUYHUX Ta SAEPHUX peUenTopiB O010J0TIYHO
aKTUBHHUX PEYOBUH: HOHHI KaHAIH, PepMEHTH, HEHPOMENiaTOPH, TPAHCTIOPTHI
CUCTeMH Ta TeHU. BoHM HeEoOXilHI Opra”i3My [Uisi HOPMAaJbHOTO
(GYHKIIIOHYBaHHSI Ta aJEKBaTHOTO pearyBaHHS Ha 3MiHM 30BHIIIHBOTO Ta
BHYTPILTHBOTO CEPEIOBHUINA, a TAKOXK IJIS MiATPUMAHHI TOMEOCTa3y

A 4

Peyenmop — Oynpb-sika BHCOKOMOJIEKYJISIpPHAa KOH(MOPMALIHO pyXJIMBa
OiocTpyKTypa, crenudiuHo3B’sI3yroua XiMiuyHa CHOJyKa (JIirasza, JiKd) Ha
MOBEpXHi a00 ycepenHi KIITHHH 1 sika TpaHcPopMye ofepxaHy iHpopmarliro
y 6ioJIOTi4HY BiAOBIb
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B3aemoais Jiku-penentop

[ onn )

A 4

PevoBuHa, y pe3yibTari B3a€EMO/IIi K01 3 peleNTOPOM BHHUKAE BiJIOBI/Ib.
3B’s13yBaHHS aroHicTa €(pEeKTUBHO 1 BiH BOJIOJI€ BHYTPINIHBOIO aKTUBHICTIO.
ATOHICTOM MOXe OyTH SIK €HIOTeHHHM HelpoTpaHcMiTep ad0 TOPMOH, Tak i
cuHTeTH4Ha bAP.

SIkmo mnpu  B3aeMoAii 3 pELENnTOpOM Taka pEYOBHMHA BHKIIMKAE
MaKCHUMAJIbHUH €(eKT, HOT0 Ha3UBAIOTh HOBHUM A2OHICMOM

b[[ Yacmkoeuit azonicm ]]

\ 4

PevoBuHa, sika 3B’A3Y€THCA 3 TUM K€ PEIETITOPOM, IIIO 1 MOBHHUI aroHicT,
ajle He JMBISYMCh Ha aJeKBaTHY /03y, Y pe3yJIbTaTi Takoro 3B’SI3yBaHHS
BUHHKAE HE MAaKCHMaJbHO MOXKJIMBA BIAMOBiAb, SIK Y BHUIAAKY IOBHOTO

aroicra
>|[ Anmazonicm ]]

Y

[aribiTop edexTy aronicra, SIKMA y BIACYTHOCTI aroHicTa 3B’SI3YEThCS 3
pelenTopom, age HpH LEOMY He iHAyKYe BiAmoBiab. Moro 3B’sa3yBaHHs
Hee(EeKTHBHO, a BHYTPIIITHS aKTUBHICTH JOPIBHIOE HYIIO. BiH MOXe 3aliMatu
Ti K Micls, 3 SIKUMH 3B’SI3y€TbCS AaroHICT, TaK 1 BHUCTYNAaTH B SKOCTI
anoctepuyHoro iHridiropa. [Ipum amocrepmyHoMy I1HTIOyBaHHI aHTAroHICT,
3B’A3YIOUMCHh 3 PELENTOpOM TMOpYILIye HOro CTPyKTypy, sKa 3/1aTHa
3B’SI3yBAaTHCS 3 arOHICTOM, TOOTO 3MiHIOBAaTH a(piHHICTH perenTopa

>|[ Adinnicmy ]]

Y

Acpinnicmo  (CTIOPIAHEHICTB) — 3MATHICTh JTaHAa, 3B S3YIOUHUCHh 3
perenTopoM, yTBOpIOBaTH CTiiiki komruiekcu JI-P. Bowna mnpomopiiiina
KoHCTaHTI 3B’si3yBaHHs Ky Jliranam 3 Hu3bKoOw adiHHICTIO BUKJIMKAIOTH
eeKT, aHaJOoriuHui BUCOKOA(IHHUM MpU OUIBII BHUCOKHMX KOHIICHTPALISX.
AHTaroHICTH TaKOX XapaKTePU3YIOThCS ahiHHICTIO
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B3aemoais Jiku-penentop

Ilpocma oxynayiiinameopisn
(A.J. Clark, 1926 p.)

v

3anexHicTh 010JOTIYHOI BIAMOBIAI KIITUHU BiJf KUIBKOCTI BBEJIEHOTO
npenapary MpPaKTHYHO TITOBHICTIO BIATIOBIAA€ 3aJ€KHOCTI MaKCHUMaTbHOL
IIBUAKOCTI peakIlii BiJl KOHIeHTparii cyocTpary. B3aemosis JI-P — 3BopoTHa
OloximiuHa peakiis, B skiit giku (D) 1 penentop R ananoriuni cydcrparam 1
¢depmentam. IlomymakcumanbHuii OlosoridyHUN eeKT BBeAEHOI JIIKapChbKOi
PEUYOBHHU PO3BUBAETHCA MPH OKymnanii HuM 50 % penentopis

Cknaona okynauiiitna meopis
(E.J. Ariens 1954 p.)

v

BpaxoBye MOXIUBICTH 3B’sI3yBaHHS 3 PELENITOPAMHU aHTArOHICTIB, SKi HE
BUKJIMKAIOTH BIAMOBIII

Knacuuna meopin 0ii nikie
(A.J. Clark, E.J. Ariens)

v

P\

VY3arajabHEeHH1 MOJI0KEHHS MalOTh Ha3BYy KJIACHYHA Teopis Aii JiKiB
v v
Hocmynam 1 IHocmynam 2

Bennunna dapmakonoriaHoro MakcumanpHuii  epext Mmae
edpexry (E) mpssmo mponopiriiina Miclle TpuU  OKymamii  BCix
KOHIICHTpaIlii KoMIuiekciB JI-P perenTopiB:
E =a[D-R], [D-R] =R,
ne D — miku; e Emax = aRo
R — peuenTop

\ 4 \ 4

[Ipu o0’enHaHHI LMX PIBHSAHb BUpA3 I BEIUYUHHU (HapMaKOJIOTIYHOTO
eeKTy Ma€ BUTIIS;

 &[Do}Ro] _ Eunax' [Do]
[Do] + Ky [Do] + Ky
ne Ro Ta Do — mouaTkoBi KOHIICHTpAITii perenTopa Ta JiraHaa BiaInoBiIHO;
Kz — koHCTaHTa quicoriamii yTBOPEHHs Ta po3naay koMiuiekcy D-R
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Posain 4.
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3B’A30K Mixk 0y10BOI0 PE4OBUHU
Ta GapMaKOJIOTIYHOIO AI€I0

,‘[ Bnnaue knacy opzaniunux cnoayx ]]

\ 4

BaxnBo 110 SIKOTO KJ1acy OpraHigYHMX CIIOJIYK BIIHOCUTBHCS Mpenapar.
[ToximHi HacWYEHWX BYIJVICBOJIHIB B OUIBIIOCTI IIOTh SK HAPKOTHYHI
PEUOBHHH, a MOXIJHI OEH3EHY, K KapO3HIKYBaJIbHI 3aCO0H

7 3
p| Bnaus oosscunu nanyroca amomis

Kapoony

\ 4

[Ipn 30imbIIeHHI KUIBKOCTI aTOMIB KapOOHY B JAHLIOTY N0 I1'STH
CTIOCTEPITAETHCS MOCTYTOBE 301IbIIEHHS (Pi131070TTUHOTO €PEeKTY, MOUNHAIOYH
3 1IeCTH 1 O1bIIe — (Pi31070TIYHUN e(heKT 3MEHIIYEThCS 1 TOTIM 30BCIM 3HUKAE.
31 301IbIIEHHSM TOBKUHH JIAHITFOTA 3MEHIITY€E€THCS PO3YUHHICTh, PEYOBUHU HE
MOCTYHAIOTh Y KPOB, HE JJOCSATAIOTH BiIIIOBIIHUX IIEHTPIiB

Bnaue pozzanyscennn
KapooHnoe0zo nanyrza

A 4

PosranyxeHnHss kapOOHOBOTrO JaHLOra NOCHIIOE (Di310JOTIUHy  Aif0
npenapary.
Hanpuknan: caHopiiina nis 6apoitypaTiB

0 i

NTNGHs  _CHy o o NCaHs
N

C&iz‘C&ij%jf{ CbI{S
wl \(H{3 |
H H
amiTan OapbOitan
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3B’A30K Mixk O0y10BOI0 PE40OBHHHU
Ta (PAPMAKOJIOTIYHOKO Ti€10

,[[ Bnaue kpamnux 36’°a3Kie ]}

A 4

Henacudeni criosryku 3Ha4HO OITBIN aKTHBHI Hacu4ueHuX. Lle B omHakoBoMy
CTYTICHI BITHOCUTHCS SIK JI0 ami)aTUIHUX, TaK i JO apOMATUYHUX CIIOTYK.
Hanpuxman: caHoxiitHa mist

H;C< H;C<
C=CH—CH; > CH—CH>
H,C~ 3 H,C~ CH>CH;4
2-meTH0yT-2-eH 2-mMeTun0yTaH
(TpUMETHIIeTHIICH) (i300yTan)

BBeneHHst KpaTHUX 3B’SI3KiB Y IIUKIIIYHY CTPYKTYPY MOCHIIIOE HAPKOTHUHUI
edeKT, aJie IPH bOMY 301TBIIYETHCS TOKCUIHICTD

»|  Bnaue cmepeoximiunoi 6yoosu

\ 4

JliBooGepraroui i30MepH 4acTo OUIBIT aKTHBHI HI3K TPaBo0OepTarodi

>‘[ Bnaue amomie canozenie ]]

A 4

["anoreHonoxiznHi ByTrJIeBO/IHIB BOJIOIIIOTh O aKTUBHOIO JI€IO0.
Hanpuxnan:
CH,4 < CH;CI < CHCl4

301IbIIEHHS
HApKOTHUYHOT il
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3B’A30K Mixk 0yJ10BOI0 PE4OBHHU
Ta (GapMaKOJIOTIYHOIO AI€I0

P‘[ Bninue 2iopokcunvnoi epynu ]]
v

3amMiHa aToMa riiporeHy Ha riAPOKCHIBHY TPYIly IPUBOIUTH 10 MOCHICHHS
¢bi3ios0Ti4HOI Ai1 Ipemnapary:

R
I

R—H < R—CH5 OH < R_(I:H— OH < R—CI—OH
R R

-
L

301IIbIICHHST HAPKOTHYHOT i1
301IbIICHHS JAOBKUHU JIAHIIOTa CHUPTIB MPUBOJUTH 10 HAPKOTUYHOI il
(Mexka — I’ SITh aTOMiB KapOoHY).
BBeneHHsl TiAPOKCUIBHOI TPy B apOMaTHUHY CUCTEMY MPUBOJAUTH [0
3HIKCHHSI JKapO3HWKYBAIBHOI [ii Ta 30UIBIICHHIO AaHTHUCENTUYHOI Iii.
JIBoxaTomHi (peHOIH BOJOIIIOTH OUIBIIOK AHTUCENTUYHOIO JI€10:

H OH
OH

L.
-

3017bIIEHHS
AHTHUCENTUYHOT i1

> Bnaue kapooninsnoi cpynu

v

Keronwu i anpnerigu izionoriyao OibII aKTHBHI HiX BYTJICBOIHI. SIKIIO
3aMiCTh aTOMa TiJPOTE€HY BBECTH aTOM TraJlOTeHYy, aKTHBHICTh 3POCTa€ IIe
OLIIbIIIE:

20 20
CH;C(H < c013—C(H

> Bnnue kapookcunvnoi epynu

v

KapOokcuipHa rpyma 3HIKY€E OTpYiHI BIaCTHBOCTI apOMaTHYHOTO spa.

AnipatnyHi 1 apOMaTWYHI KHCJIOTH MaJI0 TOKCHYHI Ta IIHPOKO
PO3MOBCIO/KEHI Y TPpUPOAl. ATOM TiApOTeHy KapOOKCWIBHOI TIpynu
00yMOBITIOE TIPUIIIKAIOYY Ta TOIPa3HIOYY Mif0 KUCIOT. L{i BmactuBOCTI
BIICYTHI y coyiel KapOOHOBHX KHUCIOT. BBeneHHS KapOOKCHIBHOI TIpymu
CHpUsiE PO3UUHHOCTI CITOIYKH Y BOJII.

Hassuicte COOH-rpynu y Mojekyii 3HMXKY€ (i310J0Ti4Hy aKTUBHICTb
PEYOBUHH
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Posain 4. 3aAeXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPEnApPATiB Bia CKAGAY Ta 6yAOBU

3B’A30K Mixk O0y10BOI0 PE40OBHHHU
Ta (PAPMAKOJIOTIYHOKO Ti€10

P[[ Bnaue ajniuozpynu ]}

AMiHOTpyma B apoOMaTUYHOMY KUIbI[l TOCHIIOE JKapO3HIKYBaJbHI
BJIACTUBOCTI, aJie 30UIbIIY€ETHCS TOKCUYHICTh

Oonouacna npucymuicmo 6
apoMamuyHoOMy Kiibyi amino- ma
2iopokcuzpynu

v

PeuoBuHM BONOIIOTH aHECTE3YIOUMMHU BIACTUBOCTSAMH, SKi 1€ OUIBII
MTOCHITIOIOTHCS TIPH eTeprdikalii riapoKCHIBHOT IPyIH

’l[ Bnaue nimpozpynu ]]
!

Jlie Ha TIEHTp AUXaHHS

> Bnaue nimpo3zozpynu

v

Hanpagisie peyoBUHY 10 HEPBIB, KI PO3LIMPIOIOTE KPOBOHOCHI CYIUHU

Bnaue kinbkocmi apomamuunux
3AMICHUKIG

v

301IbIICHHS KUTBKOCTI apOMaTUYHHUX Kijielb 30UIbIIye (apMaKoIOTiuHy
J110

~63~



Peunupbimin O.H., PewwHosa C. . OpraxiyHa Ta GIOAOTIHHA XiMist AIKAPCBKMX MPenapaTiB

3ajiexkHicTh (i3ioa0riaHoOl
AKTHUBHOCTI JIKAPCbKHUX 3aC00iB
BiJI cTepeoxiMiuHOl Oy10BH

I'eomempuuna Kongpopmauiina
i30mepia i30mepia

Y

I[ Onmuuna izomepisn ]]

v

I'eomeTpuuHi i30MepH SBISIOTH COOO0 3BHYAHO KOH(OPMAIIIIHO KOPCTKI
MOJIEKYJIM, fKi 4YacTO y 3HAa4YHOMY CTYINEHI pO3PI3HAIOTHCS 3a (Pi3UKO-
XIMIYHAMH BJIACTUBOCTSMH. Y IUX BHUIMAJIKAX KOPEIAIII0 MK MPOCTOPOBOIO
OyZI0BOIO Ta O10JOTIYHOIO AKTHBHICTIO PEUYOBHHH MPOBOAUTU OCTATHHO
ckimagHo. Tak, omuH 3 i30MepiB, NMpH HASBHOCTI Yy CTPYKTYypi IEBHHUX
XapaKTePUCTHYHUX  TpPyN, MoOXe e(eKTHBHINIe HOHI3yBaTUCS  IIPH
¢izionoriyanx 3HaueHHsX pH. A me, B CBOI0O Yepry, MOXXe BIUIMBATH Ha
abcopO11i0 Ta PO3MOJIT PEYOBHMHHM y OpraHi3My, IO MOXE MPHUBECTH [0
3HAYHOI Pi3HHUIII B O10JIOTIYHIN aKTHBHOCTI

A 4

Icaye Oiodi3zmuHa KOHIEMIS OPO ICHYBAaHHS “IpuBLIeiioBaHOI” KOH(pOpMarLii, B
Y y )
SIK1H JIIKapChK1 3aCO0M BCTYMAIOTh y B3aEMOJIIIO 3 PELCTITOPaAMHU.
Hanpuknan, amerwixosiH B3aeMOJI€ 3 HIKOTUHOBUMHM Ta MYCKapUHOBUMH
) y
perenTopaMu roJIOBHUM YMHOM B TpaHcoimHiu (1) Ta “rom” (2) koHpopMarisx

+ + + CI
.
N(CH;); 0y N(CH3); N(CH;); e, (CH)N O
_ _c-CHs
H LS H H 0-Cg
H H

H H H H H H

O—C—CH; H H H H

s 2
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Posain 4. 3aAeXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPEnApPATiB Bia CKAGAY Ta 6yAOBU

3ajiexHicTh (Pi3i0a0rTYHOI
AKTHBHOCTI JIIKAPCbKHUX 32C00IB
BiJ cTepeoxiMiuHOI Oy 10BH

[[ Onmuuna izomepin ]]

\ 4

Pi3H1 eHaHTIOMEpH MOXKYTh BOJIOJIITH PI3HOIO 1, HABITH, MPOTHIICIKHOIO JTIE€I0.

VY BHUNaaKy XipaJbHOi 3aJ€KHOCTI O10aKTUBHOCTI ACUMETPHUYHUI LEHTp Y
MOJIEKyJIaX JIKapChKOI PEYOBHHU MOBHHEH OPIEHTYBATHCS TPhOMa TOYKAMH Ha
XipaJbHil AUISHI Olopenentopa, SKUi 4yTIMBUN 10 acuMeTpii mpenapary. [Ipu
iXHI “HOpMaNBHIN B3aeMOIi”’, TOOTO KOMIJIEMEHTAPHOMY TPHOXTOUYCHHOMY
koHTakTi (W...W! Y...Y!, Z...Z") BusiBnsieThCa KOpUCHUII NiKyBaabHUMA eeKT.
Jlpyruii aHTHIOJ HEKOMIUIEMEHTApHMH aKTHMBHiH Ainsami perentopa (W...W!,
Y...Y', aZ ne B3aemonie 3 Z') i Moske MaT MEHII BUPAKEHU JIIKyBaIbHUHN eeKT
(a0 30BCiM HE BHSBIATH JTIKyBadbHUU e(ekT) abo Moxke OyTH TOKCHYHOIO
PEUOBHHOIO.

R X X

"”I”/{ Y Y\\\\\\\\‘

Puc. TproxkpaTHa B3a€MOIis EHAHTIOMEPIB 3 O10pelEenTOPOM
a — KOMIUIEMEHTapHa, O — aHOMaJIbHa
CrepeocrnieniudiuHiCTh BaXKIMBA HE TUIBKH IS IPOLIECY 3B’ A3yBaHHS, ane il 1uis
MeTa0o0J1i3My PEYOBHHU Ta MIBUAKOCTI HOTO BUIALICHHS
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OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

Peunubkmin O.H., PewiHosa C.O.

Aungpdonw
Auneviuon1p HeIxXOo[] nommy
merxory y -E:a.%gab nHIwy
1 dunondiu
\ morxoyy
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midiroud J AupwonriHaPne \ midroud »|  190n00dDY
innsimnodawa | | Aupddg moxoyy < nnuwwody
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1HQIXOU
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\ 4

mudroud
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3aJ1eKHICTh HAPKOTUYHOI
Ail BYIJIEBOJAHIB BiJ OyJ10BH

a

—pi| 30i1bULIEHHA HADKOMUYHOT OiT ]]

\.

Joeoicuna nanyroza
Hapxotuyna 1is 3pocTae Big METaHy 0 I'€NTaHy

A 4

Hassnicms kxpammnoeo 36 ’sa3Ky
Hapkotnuna i 301IbIIyeThCS MpH  3pPOCTaHHI
KPaTHOCTI 3B’SI3KIB:
R—CH5CH;< R—CH=CH, < R—C=CH
€TaH < €TWICH < alleTHJICH
nponaH < NpornijieH < ajeH

A 4

Hassnicme ecanocenis
Brenenns ninodiibHUX 3aMiCHUKIB (HAITPUKJIIA]], aTOMIB
TaJIOTEHIB) MiABUIIYE aKTUBHICTH

7

—pi| 3MEeHUWIeHHA HADKOMUYHOT Oi ]]

\.

Jlosoicuna nanyro2a
HapkoTtuuHa fist 3HUKY€ETHCS 31 30UTBIIICHHSIM JTOBXUHU
JIQHITIOTA BiJl TENTaHy 1 OLIbIIE Y 3B’S3KYy 31 3MCHIIICHHIM
PO3YMHHOCTI Y BOJI

Hasenicmo 2iopokcunvroi abo kapbokcunbhoi epyn
3amilieHHss ~ aTOMIB  TIAPOTreHY B  HACHUYEHHUX
ByraneBoaHAX Ha OH-rpyny a6o COOH-rpymy 3HIXKYyeE
HapKOTUYHY aKTHUBHICTb

A 4
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3aJ1eKHICTh HAPKOTUYHOI
il rajJJIoreHonoXiTHuX
BYIJIEBOAHIB Bi 0y10BH

R—Hal

|

[[ 30inbuteHHa HapKomMu4Hoi Oii ]]

["anorenyBaHHs HIDKYMX aniaTUYHUX BYTJIEBOAHIB

\ 4

Paoiyc amoma eanozeny
31 30iIBIIEHHSM pajiyca aToMa TrajloTeHy B psay
F <CI<Br< I 3pocTtae HapkOTUYHUH €(HEKT.
HecraGinbHicTs 3B’s13ky C—Hal BuKIIIOUa€ MOXIMBICTH
BUKOPHCTAHHS, HAPUKIIAJ], TOX1THUX WOy

A 4

Kinvxicme amomis canoceny
31 30iIbLIEHHSM  KUIBKOCTI  aTOMIB  XJOpY Y
XJIOPOAJIKaHIB  MIABUIIYEThCS  TOKcHuHiCTh.  Cepen
MOXIAHUX METaHy ONTHUMAaJbHY HAapKOTHYHY aKTHBHICTb
Mae xyiopodopm

v

Tlonosicenns amomis xaiopy
VY HMKYUX MOTHOXJIOPOAJKaHIB 3pOCTA€ aKTUBHICTH IO

pany

v

CH;Cl < CHy CH,Cl < CHyCH~CH,
Cl

Hasenicmo pisnux amomis eanoeenis
KoMOiHallisi pi3HUX TaJIOT€HIB MiABUILYE HAPKOTUYHY
AKTUBHICTh

A 4

Hassnicms kxpammnoeo 38 ’a3Ky
HasiBHICTH KpaTHOTO 3B’sI3Ky 301JIbIITyE€ aKTUBHICTh

v
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

Enexmponna
npupooa
Paoiyc amoma ¢yopoemicrhux
dayopy 3AMICHUKIG

BruiuB 3amileHHsa aroma
riagporeny Ha atom ¢uryopy ado
({J1ryopoBMIicCHI 3aMiCHUKH B
MOJICKYJIAX OPraHIiYHHUX CIOJIYK
Ha iX 0i0JIOTiYHY AKTHBHICTH

7 N
Jikapcoki
npenapamu 3
dayopoemicnumu
3amMiCHUKamu
\\ J
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BnuiuB 3aMilneHHs aroma
rigporeny Ha atom ¢uryopy a6o
(p;1yopoBMICHI 3aMiCHUKU B
MOJIEKYJIAX OPraHiYHUX CHOJIYK
Ha iX 0i0JIOTiYHY AKTUBHICTh

A\

Paoiyc amoma
gyopy

A 4

AtoMm ¢iayopy Boioi€ HAOLIBIT OTU3BKUM 10 aTOMA T1IPOreHy
KOBQJICHTHUM Ta BaH-/I€P-BaalbCOBUM PaJliycaMu

EneMeHT Paniyc, 10 um
KOBAJICHTHUH | BaH-/Iep-
BaaJbLCOBHH
I'igporen 7,2 3,7
Quyop 13,5 12,1

A 4

Ban-nep-BaanscoBuii paniyc 3amicauka —CF3, skuii Ha#O1IbII
YacTO 3YCTPIYAa€ThCS B OpPraHiYHUX CIONyKaxX, TaKOX Majo
BIIPI3HAETHCS BiJ] pajiyca METUILHOI rpynu. ToMy BBEJICHHS aTOMIB
(ryopy He CTBOPIOE MOMITHUX CTEPUYHUX MEPEIIKO, SIKi 3MIHIOIOTh
KOH(oOpMaIlif0o MOJEKyJIHM Ta HE YTPYAHIOE iX B3aEMOJI0 3
aKTUBHMMH IIeHTpaMu O6iocyOcTpaTy

-

3nauna eHepris 3B’s3Kky C—F 00yMOBIIO€ BHKIIIOUHY XE€MO- 1
6iocTiliKicTh (uiyopoBaHuX crionyk. [Ipu mpaBuIIbHOMY BU3HAYEeHHI
MicTa BBEACHHS aToOMiB (QuUIyopy B MOJIEKYJIy, SKa BOJIOJIE
010JI0T1YHOIO aKTUBHICTIO, 1I€ MaJIO BIUIMBAE Ha i1 KHCJIOTHO-OCHOBHI
Ta IHII BJACTHBOCTI, OPraHi3M HE MOXKE BIIPI3HHUTHU CIIOJIYKY, SKa
MicTuTh ¢uryop, Bif ii aHajora i 3acBOIO€ ii
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

BruiuB 3amMileHHsa aroma
riagporeny Ha atom ¢uryopy ado
({J1ryopoBMIicCHI 3aMiCHUKH B
MOJIEKYJIAX OPraHIiYHHUX CIOJIYK
Ha iX 0i0JIOTiYHY AKTHBHICTH

7

Enexmpouna npupooa
¢hryopoemicrhux 3amicHuKie

A 4

Enexmpona npupooa 3amichuxie — OayH 3 BAKIUBUX (PaKTOPIB, AKi
HEOOXiTHO BPaxOBYBaTH NPU CTBOPEHI JIIKAPChKUX MPErapaTiB

BBenennst ¢ayopoBaHMX 3aMICHHMKIB 3BHYailHO TIPHBOAUTH IO
30IBIICHHST 1X PO3YMHHOCTI B JIiMiJax, MO B 0aratb0X BUIAJKaX
nigBuUILye ePeKTUBHICTD JIKAPCHKUX MPEmapaTiB BHACIIOK MOJIETIICHHS
iX TpaHCIOPTY B OpraHi3Mi, MPOHUKHEHHS Yepe3 MeMOpaHH, 3pOCTaHHS
iX KOHIIEHTpAIlil B JIIMIJHUX JUTSTHKAX.

I'pymu —SCF3, ~OCF3 1 —CF3 mysxe ninodineHi

\ 4

BBenenHns gpyopoBMICHHX 3aMICHHKIB TO3BOJISIE JOCSITATH HEOOX1THUX
napaMmeTpiB, SKi BH3HAYAIOTh KHCIOTHO-OCHOBHI BJIACTHBOCTI CIOJYKH.
3amicth HiTporpynu BBoIATH rpynu —SO2CHF2 a6o —SO2CF3, 3amicTh
aToMiB rasoreriB — rpynu —OCF3, OCF2H, —SCF3, —SCHF? a6o
TpUQIyOPOMETUIIBHI TPYTIH

\4

~7 1~
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BnuiuB 3aminieHHsI aToMa
rizporeny Ha atom ¢uyopy a6o
(p1yopoBMIicCHI 3aMiCHUKH B
MOJIEKYJIaX OPraHiYHMX CIOJIYK
HA iX 0i0JIOTIYHY AKTHUBHICTDH

Jlikapcovki npenapamu 3
Ghyopoemicnumu 3amicHuKamu

Ilpenapamu, wio ditoms na
HHC

A\ 4

Iloxioni ¢penomiazuny — BenvKa rpyna rnpenaparis, ki e(peKTUBHO
niroth Ha [{THC. 3amina atoma xjopy Ha TpUQIyOPOMETHIBHY TPYITy
MPUBOUTH 10 30UTBIICHHS PiBHSI aKTHBHOCTI:

sesulice ok

(benotiasun CTancpasut 2-rpudropmeTriheHoTiazuH

!

IHoxioni 2-mpughayopomemungpenomiazuny
[TcuxotpomnHi npenapaTH, NOXiaAHI 2-Tpu(IyopoMeTHiIPeHoTIa3uHy
ITUPOKO BUKOPUCTOBYIOTHCS B MEAUYHIN MPAKTHILL:
R

@E&S:Ocm

2-tpudTopMe THIPEHOTIa3HHA

R= —CH5CH5CHsN N-CH5CH,0OH dnydenasun
R=—-C—CH5CHyN N-CH; ¢ropmerasun

_ 2
R= _CI_CHz_CHz_N N—CH5>CH5>CH,OH  ¢ropnpomasun

R= —CI —CH5sCH>N N-CHs5CH5N(C,Hs), ¢ropauusun
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3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

Bnuiue 3aMileHHs aroma
rigporesy Ha aTtom ¢uryopy ado
(p;1yopoBMICHI 3aMiCHUKH B
MOJICKYJIAX OPraHiYHUX CIOJIYK
HA iX 0i0JIOriYHY AKTUBHICTH

7

GhryopoemicHumu 3amicHuKamu
\

Jlikapcovki npenapamu 3

Y

_" Cmumynamopu nepeoeoi cucmemu ]

\ 4

AMiHOaNKUI3aMillleHI OC€H3€HHM CKIAAaloTh TIPYINy CTUMYJISTOPIB
HEPBOBOI cUCTeMU. PO1OHAYaTEBHUKOM WX TICUXOCTUMYJISITOPIB € (peHaMIH,
KU Yy TENepillHiii 4Yac BHUKOPHCTOBYIOTh TIJIBKM $IK aHOPEKCUI'CHHY
JTKapChbKy pEYOBHHY, $Ka CHpHUSE€ 3HIKCHHIO aleTHTy. AHOPETHK
¢beHduypaMid  BHUKOPHCTOBYIOTH JJISi 3MEHIIEHHS aleTHTy, MPOTH
oxupinns. BcranoBneno, pendnypamin He 30ymxye [IHC, a migBumrye
PiBEHb CIIOKUBAHHA IYKpPY Y M s3aX:

CF,
[:::]\C}{Z'gji'-TJ}{z C&ii‘g&i"?{fl"CbI{S
CH, CH,

(enamin (am¢peramin) bendaypamin

4{ Hecmepoioni npomu3zananvni npenapamu ]

\ 4

I'pynmy 3amMimieHMX  aHTPAHUIOBHX  KHCIOT  CKJIAJAalOTh  OKpeMi
MPEICTABHUKA HECTEPOiMHUX IMPOTH3AMAIbHUX MpenapariB (Tak 3BaHUX
(eHaMiHOBUX KHCIIOT), sIKI y CBOEMY (hapMakoJIOTIYHOMY NMpOo(diji MaroTh
YITKY aHAJIBI€TUUHY KOMIIOHEHTY — (1ypeHaMIHOBY KHUCIIOTY.

BBenennst y cTpykTypy N-aHTpaHUIOBUX KUCJIOT MipUIMHOBOTO aToma
HITPOTEHY JaJI0 MOXKJIUBICTh OJIEPKaTH Cepit0 €hEeKTHBHUX aHAIBI€THUKIB-
AHTUTIEPETUKIB— MOXIJHUX HIKOTUHOBOI KHCJIOTH — HU(IyMOBa KHCIIOTA!

s ~COOH o
e QI
COOH NTNH
diropenaMiHoBa KUcI0Ta HHUGIIYMOBa KHUCIOTA
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Bnuiue 3aMileHHs aroma
rigporeny Ha atom ¢uyopy a6o
(p;1yopoBMICHI 3aMiCHUKU B
MOJIEKYJIAX OPraHiYHUX CHOJIYK
Ha iX 0i0JIOTiYHY AKTUBHICTH

4 N\
Jlikapcovki npenapamu 3

Ghyopoemicnumu 3amicHukamu
\

)

'l Tokcuuna 0ia npomunnazmoioie ]

v

Enmiponia— CcTpyKTypHHI aHaNOr XiHIHY. BUABISE TOKCHYHY 110
MPOTHILIA3MOi1iB— MIKPOOPIraHi3MiB, 0 BUKIMKAIOTh MAJIAPIIO:
| A
HO< 2
O
A
N?~CF;
F5;C
SHITIpOJTiH

4’[ Anmukongynbcanmu ]

®dny3uHaMig — Mae OyI0BY 3aMillIeHOT CEUOBHUHU 3 BKIFOYEHHSM OHOTO
3 11 aTOMIB HITPOTEHY JI0 CKJIaay YOTUPHOXUIICHHOTO KIJIBIIS:

Un
\© N— dC5 —NH—CH;
hay3uHaMi
4’[ Jiypemuxu ]

v

Tpudnyopomerunpai  moximni 1,2,4-0eH30Tia3uaAuHy — TOTYKHI
niyperuku. benapodurymeriazug Mae ay’ke HU3bKY TOKCHYHICTB 1 CHIpHUsiE
HOpMai3alii CoOIp0BOro OanaHcy:

H
|
F3C =z \rCHzPh
N-H
A
H,NO,S o //S\<O
OcHIpodIyMeTIa3u
~7 4~




Posain 4.

3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

BruiuB 3amMileHHs: atomMa
rigporeHy Ha atom ¢ryopy ado
(p;1yopoBMICHI 3aMiCHUKH B
MOJIEKYJIAX OPraHIiYHHUX CIOJIYK
Ha IX 0i0JIOTiYHY AKTHBHICTH

¢hyopoemichumu 3amicHuKamu
\

Jlikapcovki npenapamu 3

)

4{ Anmuanopozenna akmugHicmo ]

v

AHTHAaHJPOT€HHOIO AaKTHUBHICTIO BOJIOJi€ Tpenapar ¢uyTamil, SKAH
BUKOPHCTOBYETHCSI JUIS TIarHOCTHKH Ta JIKYBAaHHS EHIOKPHHOJOTIYHHX

SaXBOpIOBaHLI

CF,
NO,
¢byTamin

4{ Ananveemuuna 0is ]

v

®Onydenican y 4OTHpU pa3H MEPEBUILYE 3a aHTU(IOTICTUYHOIO II€I0
acripuH, Ma€ BUCOK] aHAJIbIeTUYHI MMOKa3HUKH 1 MEHIIIE TIOJIPA3HIOE CIU30BY
00050HKY HUTYHKY. JudiayHicanm BusBIs€ BIACTUBOCTI aHaJbI€THUKAa-
AHTHUIIEPETHKA:

“O-Obeen 1 G-y

COOH COOH
¢ty penican gty denican

Cepen 1BOX 130MEpHUX T€TEPOIMKIIYHIX aHAJIOTIB (QirydeHicana TiTbKH
MOXIJHE TMIKOJIHOBOI KHCIOTH Ma€ NpUONM3HO OJHAKOBUM pPiBEHBb
aKTUBHOCTI 31 CTaHIApTOM, TOJI SK BIAIOBIJHE IMOXiJHE 130HIKOTHHOBOL
KHCJIOTH MTPAKTUIHO HeaKTHBHe:

& —CHj & CH;
N COOH UJCOOH

rnoxigue Moxigue
MMKOJIMHOBOI KUCIOTH 130HUKOTHHOBOI KHCJIOTH
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BnuiuB 3aMinieHHs aTomMa
rigporesy Ha atom (pryopy ado
(J1ryopoBMicCHI 3aMiCHMKH B
MOJIEKYJIAX OPraHIiYHHUX CIOJIYK
Ha IX 0i0JI0TiYHY AKTUBHICTH

Jlikapcovki npenapamu 3
¢ayopoemicnumu 3amicnukamu

4{ Ilpomunyxnunni npenapamu ]

\ 4

5-®nyopoypauun  —  HEpIIAH MPOTUITY XJIMHHUI npenapar
JTIOKCHITIpUMITUHOBOTO psimy. Moaudikamiero cTpykTypu (ropdyparmry
CTBOPEHHUHN aHTUMETAOONIYHUI NPOTUMYXJIUHHUN mpenapaT ¢ropadyp

(teradyp):
0]
0 HNJ\IF
F I
HN)j O%\N

N 0|
I
o LI]
¢ropyparmi ¢ropadyp

4{ Ilpomugipycna akmuenicmeo ]

\ 4

3amMiHa aTOMIB TiporeHy Ha aToM (DIIyopy B METHIIBHIN rpymi TUMiHY 200
onHiil-nBox CHs-rpynax pubodaBiHy npuBena A0 CTBOPEHHS Npenaparis,
SIK1 BOJIOMIOTH IPOTHBIPYCHOIO aKTHBHICTIO:

0]

HN)KICR
|

HOH,C O°N

-
OH

HYKJIE03HU]T
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BruiuB 3amMileHHss atoma
rigporeHy Ha atom (ryopy ado
(p;1yopoBMICHI 3aMiCHUKH B
MOJIEKYJIAX OPraHiYHHUX CIOJIYK
HAa iX 0i0JI0riYHY aKTHUBHICTD

4 N\

Jlikapcoki npenapamu 3
Ghryopoemichumu 3amicHukamu
\

V)

\ 4

[ baxkmepuyuona oia ]

v

3aMilIeHHsIM OJIHI€T 3 METWIBHHX TPyl B MOJIEKYyJI puOodiaBiHy Ha
Tpu(IyOopOMeTUIIbHY, OJEp>KaHU aHTAaroHICT BiTaMiHy B2, sikuil iHribye
PICT MOJIOYHOKHUCITMX OaKTEpiid:
?Hz— (CHOH)s-CH,OH

F5C N
KW
H3C A Nz NH

O

AHTAroHICT BiTaMuHy B,

CuHTe30BaHa BeNHMKa KUTHKICTh aHAJIOTIB JICBOMIIIETHHY, IO BOJIOMIIOThH
O1IIbIII BUCOKOIO OAKTEPULIMIHOIO /Ii€10, B IKUX HITpOTrpyTa B napa-
[OJIOKEHHI A0  OOKOBOrO  JIaHIIOra  3aMillleHa  Ha  CHJIbHI
€JIEKTPOHOAKIIETITOPHI 3aMicHUKH, Hanpukial, SO2CF3-rpymy:

HO—CH—CH—NH—Cli —CHCl, HO—CH—CH-NH-C-CHCI,

Lh,0H SH,0H
}“)2 SC&C&%
JICBOMII[CTUH aHAJIOT JICBOMIIICTHHY
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BniuB 3aMminieHHs aToMa
rizporeny Ha atoM ¢uyopy a6o
(p1ryopoBMIicCHI 3aMiCHUKH B
MOJIEKYJIaX OPraHiYHUX CIOJIYK
Ha iX 0i0JI0riYHV aKTHUBHICTD

|

7 N\
Jlikapcoki npenapamu 3

¢hryopoemicnumu 3amicHukamu
\

)

4’[ Hpomu3anaﬂbna ma anmunpomuasna aKmueHicmao ]

\ 4

Cunre3oBaHa Ta JOCHIPKEHAa TPOTH3alalbHa Ta AHTUIPOTHA3HA
AKTUBHICTb MOXiAHUX N-(heH1IaHTpaH1I0BOI KUCIOTH:

~ R
noximHi N-(heHiTaHTpaHiI0BOT KUCIOTH
R = -CF;, -OCF,H, -SCHF,, -OCF3, -SO,CFj;
VY pi3Hi nonoxxeHHs1 OeH3eHOBOroO Kublli (A) BBeneHi 3amicHuku —CF3, —
OCF:H, -SCHF2, —OCF3, —SO2CF3.
[ToxigHi N-(peHITaHTPaHIIOBOI KUCIOTH 3 BKa3aHUMM 3aMICHHKaMH IO

npoTu3anaidbHiA 1ii TocTynarThess MedeHaMiHOBIM Ta QurydenamiHOBIN
KUCJIOTaM, aJie 110 aHTUIPOTHA3HINA aKTUBHOCTI MEPEBUIIYIOTH 1X

4{ Tpanukeinizyoua oisn ]

\ 4

Cepen Benukoi rpynu 0araTolyiaHOBO JIIOYMX —TPaHKBLII3aTOPIB
[1,4]-6eH301a3€MiHOBOTO Psily HAWOUIBII YacTO BUKOPUCTOBYIOTBHCS SIK
MIOTOHOJIK Jiazenam — 3aci6 npotu 6oui ta cyaom. Cepen hiyopoBMiCHUX
aHasoriB Tpeba BiAMITUTH (rieTazemnam:

(I:H3 CF3CIJH2
N\io N\io

Cl O N a O N
o U
Jia3ernam (hnerazemnam
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

BruiuB 3amMileHHss atomMa
rigporeHy Ha atom ¢ryopy ado
(p;1yopoBMICHI 3aMiCHUKH B
MOJICKYJIAX OPraHIiYHHUX CIOJIYK
Ha IX 010JIOTIYHY AKTHUBHICTD

4 N\
Jlikapcoki npenapamu 3
Ghryopoemichumu 3amicHukamu
\

V)

\ 4

[ Heiiponenmuuni npenapamu ]

v

[Ipuennannas 3anumky OyTUpodEHOHY 0 HITPOTEHY MMNEPUIMHOBOTO KUIbIA a00
CHOPIAHEHUX TETEPOLUKIIIB (3aMilllEHUX pI3HUMH 3aMICHHKaMHU) Ta BBEJICHHS B
napa-nojoKeHHs. (EHITLHOTO KUTblg OyTHpodeHOHYy aToma (Iiyopy NpHUBENIH 0
OJIep’KaHHS PSAAY BUCOAKTUBHUX HEHPOJICNITUYHUX TIPETapaTiB, sIKi OJepKalu TPyHOBY
Ha3By “OyTupodeHOHH” — raJonepu a0, TPUGIyIepu 101, METOPHH:

(? Cl) Cl
@—é—CHTCHTCH3 F—@—é—CHTCHZ—CHfN OH

OyTupodeHoH TaJIOTIEPHIOI

|
—CH>CH5;CH5> N
-yt OH CF,

TpUQITyTIepUI0T

|
—CHyCHy-CHy-N D -HCl
METOpHH CH,4

Moudikamiero MOJEKYJ IUX CIOJIYK 3 3aMiHOIO OyTHpO(eHOHYy Ha OyTHIBHHIMA
JIAQHITIOT, 3aMilIeHy ABoMa (DEHUIBHHUMH 3aMICHHUKaMH 3 aToMamu (Iayopy oJepskaHi
aKTUBHI HEHPOJIEITUKY MPOJIOHTOBaHOI Aii ((urycnupuieH, MUMO3UN):

0
CH-CHxy CHZ—CHZ-N:><Hf é iH

TTUMO3H]T

2 Q

=
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BnuiuB 3aMinieHHs aTomMa
rigporeny Ha atom ¢uryopy a6o
(J1yopoBMicCHI 3aMiCHMKH B
MOJIEKYJIAX OPraHiYHUX CIOJIYK
Ha iX 0i0J10TIYHY AKTHBHICThH

Jlikapcoki npenapamu 3
¢hryopoemichumu 3amicHukamu

\ 4

[ Ilpenapamu, uio ditomo Ha cepueso-cyOuHHy cucmemy ]

\ 4

[Moximai 1,4-mUrigpomipuauHIB CKJIAA0Th BEIUKUA (papManeBTHIHHI OJIOK
BA30/IMJIaTATOPIB Ta aHTHUTINEpTEeH3WBHUX 3aco0iB. I[lepmmmM mnpenapaTtom, sKuii
BUKOPUCTOBYETHCS y MEIMYHIN MPAKTHII, OyB HiDEIUITIH.

[Ipu BBemeHHI y opmo-nONOXKEHHS (EHUIbHOro Kibls 1,4-TuriapomnipuanHiB
(bayopoBaHUX 3aMICHHKIB OJIepKaHl MpenapaTH, siKki CHJIBHO BIUIMBAIOTh HA CEPIICBO-
CYJIMHHY CUCTEMY 1 € aHTaroHicTaM¥ HOHIB KaJbllit0. 4-Apui-1,4-1uriiponipuInHu 3 —
OCF:2H-rpynoto B opmo-nonoxeHH1 (eHUIbHOTO KUIbISl — TMOTEH3UBHUM Mpenapar
¢GopioH — 3HAYHO MEHII TOKCHUYHUH, HDK HiQeIumiH, 1 He Jae MOOIYHUX e(eKTiB.
3HalIM  BUKOPUCTaHHS y MEIWYHIA mpakTuii (TtopuH Ta 1mepedpokacrt.
[lepoOpokacT — HEHPOPOTEKTOPHUH Mpernapar:

0, CHF, F;
H;COOC B OOCH; H;COO0C ) OOCH; H;COOC B OOCH;
H3C I}I CH3 H3C I\lI CH3 H3C I\|I CH3
H H H
Hipenunin ¢bopinon (dTopHH
CHF, F;
R: R H;C,00C B OO0C,H;
H,C CH H;C CH
3 I\lf 3 3 I}T 3
H CHz—CHz—]\j (0]
O pepe6pokact . N
R= -8OCH2CHZOC3H7-n ayopaumin
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3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3aJ1eKHICTh 010J0rYHOI

AKTUBHOCTI CIIMPTIB BiJ R—OH

XiMiuHOI Oy10BH

30invuiennsa 01010214HOT aKmMUEHOCMI ]]

A 4

Hassnicmo 2iopoxcunvhoi epynu
BBeneHHs TiAPOKCUIIBHOI TPYNH y MOJIEKYJY BYTJIEBOJIHIO 3HAYHO
miaBuIye ¢i310J0TIYHY aKTUBHICTh

A 4

Jlosotcuna nanyroca
di310J10T1YHA i Ta TOKCHYHICTh HOPMATBHUX TIEPBUHHUX CIUPTIB
3poctae 31 3OUIBIICHHSAM JOBXHHHU KapOOHOBOTO JAHITIOTA [0
6-8 aTomiB KapOOHY

A 4

Pozeanyscenns nanyroza
@i3ioJ0TiYHA AKTUBHICTh CIUPTIB 30UIBIIYETHCSA 3 PO3TAILY>KEHHSIM
KapOOHOBOTO JIAHITIOTA

A 4

Tlonoocenns ciopoxcunvroi epynu
BTopunHi ciupTy BOJIOAIIOTH OUTBII CHILHOK HAPKOTUYHOIO JIIE€I0,
HIK IEPBUHHI CIIUPTH, @ TPETUHHI — HI’)K BTOPHHHI

R
I

R—H < R—CH5 OH < R—?H— OH < R—(Ii—OH
R R

L.
Y

301IBIICHAS HAPKOTHYHOT il

A 4

Hasenicms canozenie
KowmOinarist pi3HUX TaJOTeHIB MABUIIY€E€ HAPKOTUIHY aKTUBHICTD

y

Hasenicme kpammozo 36 3Ky
3011blIye HAPKOTUYHI BIACTUBOCTI 1 TOKCUYHICTh CIIUPTIB

3ImeHnmenna 010102I4HOT AaKMUEGHOCMI ]’

\ 4

Hoedxcuna nanyioea
di3zionoriyHa Aisi Ta TOKCUYHICTh HOPMaJIbHUX MEPBUHHHUX CHHUPTIB
3MEHIITY€EThCS 31 30LIBIICHHSAM JOBXHHH JIAHIFOTa OUTbIEe 8 aToMiB
kapOoHy. CupTH, SIKi MICTATbH 015151 16 aTromiB kKapOOHY, 30BCIM 1HEPTHI
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Peunubkmin O.H., PewiHosa C.O.

OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

conupriB Ha IIHC (3okpema,

3aJIeKHICTDh

NMPUTHIYYBAJbHOI Ail

riMHOTHYHOI) Bil Oy10BH

30inbmena aKkmueHocmi

R}

|
R-C—-0OH

2
R',R?=H, Alk
R=R'=R?> R=R'#£R?
R#R'=R% R#R'#R?

\ 4

Jlosoicuna nanyioca
Y amidaTthyHUX COHUPTIB HOPMAIBHOI OyIOBH 31
3pOCTaHHIM PO3Mipy aJIKIIBHOTO 3aMiCHHKA BiJl €TaHOIY J10
OKTaHOJTy 3pOCTA€E TIIMHOTUYHA aKTUBHICTH

\ 4

Tlonoocenns 2iopoxcunvroi epynu
[Tpu mepexoai Bii MEPBUHHHUX CHHUPTIB JO TPETUHHUX
TIMTHOTHUYHA JTisl 3pOCTaE

A 4

Hasenicme eanoeenis
3amileHHs1 aTOMIB TiAPOreHy B aJIKUTBHUX 3aMICHHUKaX
Ha aTOMU TaJIOTEHIB MiBUIIY€E TIMHOTHYHY aKTHUBHICTh

\ 4

Hassnicms kxpammuoeo 38 3Ky
BBeneHHs B CTPYKTypy CHOHUPTIB MOJBIHHUX abo
MOTPIMHUX 3B’S3KIB 30UIBIIY€E iX aKTHBHICTH. JlomaTkoBe
3aMiIlleHHsI aTOMIB TiIPOTE€HYy B aNKIIbHUX 3aMiCHMKaX Ha
aTOMH TaJIOTCHIB 1€ B OUIBIIOMY CTYIICHI ITiJIBUIIYE
AKTUBHICTh

A 4

brokysanua OH-epynu

brnoxyBannss OH-rpynu  mepeTBOpeHHsM 1i  Ha
KapOamaTHy BeJle 10 MiABHUILIEHHS CeJaTHBHO-TIMTHOTUYHO1
nii. Kapbamat — mMoOXigHI TNEPBUHHHUX CHHUPTIB [IIOTh
CEeaTUBHO, KapbaMaTy — MOXiHI BTOPUHHUX Ta TPETUHHUX
CIIUPTIB MAIOTh TIMMTHOTUYHY JIIFO.

briokyBaHHS TiApPOKCUIBHOI TPYIU MEPETBOPECHHSM Ha
ecTep oprodocdarHoi KHUCJIOTH HE 3MIHIOE
(apmakostoriyHui Ipodisib

v

3amiwenHs 6 0-noa0HCeHHI
Brenennss B a-mosnoxkenHs g0 OH-rpymm 3amimieHoi
amiHOTpymu 36epirae npodiss papMakosoriqHol il
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3ajexHicTh 0ioJIOTiYHOT
AKTHBHOCTI eTepiB Bijx
OynoBu

30invuwenna akmueHocmi ]]

Hoeocuna nanyroea
I3 3pocrannsm nomxkuau ankimy (Ci-C3) 3poctae
e(eKTUBHICTh, TabMYETHCS MOMEHT IIOYAaTKy [ii Ta
30UIBIIY€THCS] HOTO TPUBAJIICTD

A 4

Hasenicms kxpamnozo 38 ’s13Ky
HasiBHICTh TTOBIMHMX 3B’S3KiB MiABUIIYE €PEKTUBHICTH
Ta peakIliiiHy 3JaTHICTb

\ 4

Hasesnicms 2anocenis
lanorenyBanns ankineHux 3amicHukiB (F, Cl, Br) Hanae
eTepaM  HETOpIOYICTh Ta  BHOYXOOE3MEUYHICTh  TpH
30epeskeHH1 010JI0T1YHOT aKTUBHOCTI

\ 4

~83~
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3ajexxHicTL 0i0JI0TiYHOL
AKTHBHOCTI aJbAerigiB BiJg
OyaoBH

=>[[ 3oinvmenna akmueHocmi ]]

Hasenicms xapboninvhoi epynu
BBeneHnHs kapOOHIIBHOI TPYNH MiJBUIINY€E CHOIIAHUI
edexT

A 4

JHoeoicuna nanyroca
®izionoriuHa Jisi anbJerifiB 3pocTa€e 31 30UIBIICHHSIM
JIOB)KMHA KapOOHOBOTO JIAHIIIOTA Ta OJIHOYACHO 3pPOCTAE
TOKCHYHICTh

A 4

Hasenicms noositinozo 36 ’sa3Ky
30u1b1IyeThest (i310JIOTIYHA AKTUBHICTH 1 OJHOYACHO
TOKCHYHICTb

A\ 4

Hasesnicmo canoeenis
[TigBuIIy€THCS HAPKOTUYHA JTist

A 4

=>[[ 3IMeHmenHa aKmuéHocmi ]]

l'iopamna ¢popma
i 3HUKYETHCSI TOKCUYHICTD

Kemonu
®di3lo0TiYHAa aKTUBHICTH KETOHIB 3HA4YHO ciabmia 3a
aJIbIET1IiB

v
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3ajiexkHicTh 0i0JIOTiYHOL
AKTHBHOCTI KAPOOHOBUX
KHCJIOT Bi Oya10BU

= o 30inbmenna aKkmueHocmi ]]

- Hassnicms xapboxcunvroi epynu
30UTBIIYETHCS  PO3YMHHICTE  PEYOBHH Y  BOJII.
Po3unHHICTH coneit KapOOHOBHX KHUCIIOT I11€ O1IbIIe

Poseanyscenns nanyroca
@i3ionoriyHa AaKTHBHICTH BHIA HDK Y KHUCIOT 3
HOPMAJTbHUM JIQHITFOTOM

— 3MeHueHHA aKmueHocmi ]]

Hassnicmw xapboxcunvroi epynu
Sk npaBuIo 3HWKYETHCS (H1310JI0TIYHA AKTHBHICTD

Hoexcuna nanyioea
KupHi kapOOHOBI KUCIIOTH MaJIO TOKCHYHI1
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3aj1e:KHICTH

AHTHKOHBYJILCHUBHOI il
AHAJIOTIB BOJIBIIPOBOI

KHUCJIOTH BiJ 0y10BH

RIL
R CH= (CH,);~COOH

Anxinoni 3amichuxu
Y cepii AianKUIaJKaHOBUX  KHUCIOT  HAHOLIbIIy
AaKTHBHICTh Ma€ JUMPOIMIJIONTOBA KUCIIOTA. i romomoru —
TUMETHIT-, TieTHI- a00 TUOYTHUIOUTOBI KUCIOTH — MEHII
aKTHBHI

A 4

Hoeoicuna 3’ €0HysanvbHo20 1anyroea
AKTUBHICTb 30€piraeThCs, a B ISTIKUX BUIIAJKaX 3pOCTAE,
SKIIO 3’€IHYBAJIBHUMA JIAHIIOT MK JIQJIKIIMETHIOM 1
KapOOKCHIIOM MOJIOBKUTH Ha 1-2 aTOMU KapOOHY

v

3amina kapbookcunbHoi epynu Ha 2i0POKCUTLHY AOO
AMIOHY
®apmakonoriyHuii  npodisib 1 piBeHb AKTUBHOCTI
30epiraloThbCsi, SIKIIO BIJHOBUTH KapOOKCHIIBHY TPYITy
JTUTIPONUIONTOBOI KHCIOTH 10 BIAMOBIIHOTO CHHPTY abo
repeBecTH KapOOKCHIIbHY TPYIy B aMigHY

v
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3amiwennsa 06ox amomis 2iopoeeny
NH2-epynu na C:Hs-3amicnuxu
di3i0J10T14HA Jis1 aMiJliB 30€piraeThes

A

/ N
7 N )
i
R-C—-C—NH,
2
:5 .5 \ amin )
= o /M
= s
= =5
) =
S o 3
E - v
= g = g Jist aMziB Ta ypeiniB kapOOHOBUX
A /@ ; = KHCIIOT ~ XapakTepHi Ti  cami
ot E ™ g 3aJIC)KHOCTI, IO W JUISI CIIUPTIB
-2 = 9 7}
= = =
* S Q9
g i= ']
8%
ap) = N
re 9
R—C—-C—-NH-C—-NH,
2
einn
"’ Y

3amiwenns amoma 2iopozeHy
NH>-epynu (—C(O)—NH:z) na
ayunvry epyny (—C(O)—CHj3)
[Ipodine  dapmakonoriunoi  mii
ypeiniB 30epiraeTbcs
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3aseskHicTh 0i0J10TTYHOL
Ail riapa3suHiB
BiJ Oy10BH

=3 R—NH-NH-R!

=>[[ 30inbutennsn abo 30eperHceHHs aKmueHoCmi ]]

Hasenicme anxinornozo 3amicuuxa
MOHOANKIATIAPa3uHU 3 KUIBKICTIO aTOMIB KapOOHY B 3aMiCHUKY 1-6 €
AKTUBHUMH, TIPUUOMY JIAHIIOT MOXe OyTH SK HEpPO3TalTy>KEHHUM Tak 1
po3ranyXeHum

A 4

Hassnicmov apunvroco 3amicHuka
AKTHBHICTb CIIOJIYK 3pOCTa€

A 4

- Ayunysanusn noxionumu 8i0n0G8IOHUX KUCIOM
Cripusie miJIBUIIEHHIO aKTUBHOCTI

N,N-oianxineiopazunu
AKTHUBHICTb 30epiraerscs

v

=P[[ 3IMeHmenHA a00 3MIHA AKMUEHOCMI ]]

\ 4

N,N'-oianxinziopazunu
HeaxTuBHi
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3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3aJ1eskHicTh 0i0J10riYHOI
il mMoXiTHUX
Y-aMiHOMACJISTHOI KUCJIOTH

v

N\

-

N\
H,N-CHy CHyCHy COOH N
KooK KoK
R\ O R\ CH- 0
R2>ITI/ CH\CIH/ CH\C/< o R2>ITI/ CH CH6\/CH_C \(O
R® R R’
BUTSTHYTa KOH(opMaris 3ropHyTa KOH(pOpMAIis

J

Hasenicms ginvHux amino- ma kapOOKCUIbHUX 2pyn
Crpusie iposiBienHio HeirporHoi TAMK-nonionoi aktuBHOCTI. Le
OB’ 513aHO 3 HEOOX1/IHICTIO CTBOPEHHS aHIOHHOTO Ta KaTIOHHOTO 3apsi/IiB
(y Burmsgi OeraiHy) muisi B3aemonii 3 peuentopom. Jlesiki 3amMiCHUKH

MOXYTh PI3KO 3MIHIOBaTH MPOCTOPOBY OpPIEHTAIlIO JKAPCHKOI
Monekynu BigHocHO ['AMK-penenropa. OnTuManbHa JOBXHHA il
JaHLIIOTa IOCATA€ThCS IPU YOTUPHOX aToMax KapOoHy 3 BijcTaHHo 0,5-
0,6 HM MiX 3apsIaMH JIJTsE MAKCUMaJTBHOT 1HT10yr0401 1ii Ta 0,37-0,45 aHmM
JUIst 30yIKyBaJIbHOTO eeKTy

Hosorcuna kapbornoeozo nanyroza
Cepen aMIHOKHCIIOT 13 CKOPOYECHHM (f-aMiHOTPOITIOHOBA KHCIIOTA)

a0 BHIOBXEHUM (y-aMiHOBaJep sSHOBa KHCJIOTa) METHJICHOBUM
naHmorom akTuBHUME BigHOCHO ITHC € mume TAMK

Ayunysanus 3a amomom nimpoeeny I'AMK

Bene no miaBumieHHs J1inmodiIbHOCTI

Ipupoonuii memabonim — 3-ciopokcu-I' AMK

A 4

y

[Toxi6Ha mist no TAMK

Memabonim I'OMK (y-oxcumacnana kucioma) y uensioi Hampieoi
coni

Ha Bigminy Big I'”AMK no6pe npoHukae kpizb rematoeHuehamiyHuii
Oap’ep 1 BUKITMKAE TIOBHY aHECTE3110
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3ajie:kHIiCTh 0i010TiYHOI
il mMoXiTHUX
Y-aMiHOMACJISTHOI KUCJIOTH
Bix OynoBu

v

/7 N
4 H,N-CHy CHyCHy COOH N
R* R® R4 R’
CHopyr Ol 20 RIS CH—CH gy O
2\N/ \CH/ \C ~O" Rz/I\II/ CH C\\O
BOR R’
BUTSTHYTa KOH(opMaris 3ropHyTa KOH(pOpMAIis

L J

Beeoenns 0o memunenosozo nanyioeca I'AMK inwiux 3amicHukis
> YTBOPIOIOTHCS AaKTHBHI CIONYKH, TpOTe 3 1HIMHUM mpodinem
bapmakosoriyaoi aii

Toxioni 'AMK (nipayemam ma okcupayemam,)
[Tipatieram — 3amimennii naktam [AMK, sk 1 okcupaneram
BOJIOJIIFOTH HOOTPOITHOIO JTI€10

RQ= .

|
CHyC—NH, R = H miparneram
R = OH oxkcupaneram

A\ 4

Beedennsa pisnux samicnuxie (R'-R%)
[IpuBOANTH 10 3HAYHUX 3MIH AKTUBHOCTI MTOX1THUX

A 4

Bamicnuku ¢ nonocenni npu C2 (R)

AToM xyopy abo rizpokcuibHa rpyna npu C2 Hajnae celeTHBHI Ta
AQHTUKOHBYJIbCIMHI BIACTHBOCTI.
> VY BuUmaAKy aMiHOTPYNH MNOMAIOHAa AaKTUBHICTh 3MEHUIYETbCA (IIpH
[IbOMY BUHHUKAE IMEBHA TOKCUYHICTH).

Metunbaa rpyna npu C2 3menmrye "AMK-edext cuHanTHuHOTrO
omokyBanHs. lleii edexT 30BciM 3HHMKae mnpu HasBHOCTI mpu C2
(beHTbHOTO 3aMiCHUKA

Bamicruxu 6 nonoscenni npu C3 (R°)
linpokcunbHa rpyna npu C3 mpUBOIUTH 10 TIOSBYU MPOTHCYIOMHOTO
edexrty, ¢peninbHa rpyna (CeHs) — cematuBHOi nii, n-xnopodeHiipHa
rpyna (CéH4Cl-n) — anTHCENTUYHOT aKTUBHOCTI

\ 4
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Posain 4.

3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3ajie:kHIiCTh 0i010TiYHOI
il mMoXiTHUX

Y-aMiHOMACJISTHOI KUCJIOTH

Bix OynoBu

v

N\

/7 N
4 H,N-CHy CHyCHy COOH N
KooK KoK
N O R\ CH- 0
R2>ITI/ CH\CIH/ CH\C/< o R2>ITI/ CH CH6\/CH_C \(O
R® R R’
BUTSTHYTa KOH(opMaris 3ropHyTa KOH(pOpMAIis

J

A 4

Ecmepudbikayis kapookcunvroi epynu
['anbMye MOTOpHY aKTHUBHOCTb, ajié MPH LbOMY 30UIBLIYETHCS
TOKCUYHICTh

v

Beeodenns ininbHoi 2pynu y-nonoxicenHs
[Tocwttoe MPOTUENICITUYHI BIIACTUBOCTI

Beeoenns yuxnoankanogozo gppazmenma 6 -nonodxcenus
Cnpusie TPOHMKHEHHIO TIpenapary uepe3 remaToeHIehamiaHui
Oap’ep

v

3amichuxu npu aminoepyni
Metunysanns  aminorpymu  (R! Tta R? = CH3)) 3Menmye
I'’AMK-edexT cunantuanoro 010kyBaHHA. Lleit eekT 30BCiM 3HUKAE Y
amigHid popmu ['’”AMK — y-OyTuponakrama

\ 4

Cmepeoximiuna 6yoosa
XipanbHICTh MOJIEKYJIM MO>KE TPaTH BUPILIYBAJIbHY POJIb, TaK K y 3-
¢denin-I'’AMK aktuBHa Tinbku (S)-(+)-hopma

~Q1~




Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

3aJ1esKHICTh NMHOTUYHOIL
ail cyJab(oHiB Big 0y10BH

R
|

C,H5 SO C=SO7 C,H;
Rl

T'eminanvro ma 6iyinanibHO 3aMiLjeHi

—> HaiiBummii piBeHb aKTUBHOCTI MAalwTh T€MiHAJIBHO
3aMilIeHi TUCYIb(QOHH, BIMUHAILHO 3aMilleH] IUCYIb(OHU
HEaKTHBHI

Beeoenns ankinbnux epyn
OnTuManbHUN piBEHb aKTUBHOCTI CIIOCTEPIraeThCs MPU
R =R! = Met, Et. YV tux Bunagkax ko R = R! = H, a6o
R = H, R! = Met, Et — ¢hapmakonoriuHo iHepTHI CyabPOHH

v

Beeoenns aniyuxniunux abo apomamuyHux 3aMiCHUKi8

Bamina R Ta R' na aminukmiubi a6o apoMaTH4HI
3aMICHUKH CYyIPOBOJIKYETHCS 3pOCTaHHSIM TOKCHYHOCTI
3HIDKEHHSIM TIITHOTUYHOT aKTUBHOCTI

\ 4
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3aj1e:KHICTh aHAJILIeTHYHOI
AKTHBHOCTI EeNTH/IIB
(enkedaiiniB) Big OyaoBH

N

) Tyr-Gly-Gly-Phe-Met

Met-enkedanin

36invwennn abo 30eperceHun
aKmueHocmi Tyr-Gly-Gly-Phe-Leu

/

Leu-enkedainin
K

J

N-Monomemunysanus mupo3unogoco abo
heHinananino08020 3aMiCHUKIG
AKTHBHICTB 3pOCTa€e

A\ 4

CkopoueHHs noninenmuoHo20 Janytoea 00 po3mipie Ounenmuody
30epiracTbCsi TEBHA aHAJbIC€THYHA AaKTUBHOCTh. (OOB’SI3KOBO
MEPUIOI0 aMIHOKUCIIOTOIO IOBUHEH OyTH L-TUPO3UH

A 4

3amina ¢ppaemenmy eniyuny (Opyeuti) na D-aranin
Bene no 3poctanHst akTHBHOCTI y CiM pa3iB. 3aMiHa I[bOTO K TIIIUHY
Ha [D-METIOHIH MiJBUIIYE METa0ONiyHy CTaOUTBHICTE TpH A0Opiit
CHOPITHEHOCTI A0 perentopa. byap-sKi 3MiHH 3 MOJIEKYJIOIO TIIILIUHY B
MOJIO’KEHHI 3 HE BEYTh J0 MiBUIIICHHS aKTHBHOCTI

A\ 4

3amina memioniny na nponin i a301i0uHy ab6o Memioniny Ha

cynb@io
CynpoBOKY€ThCS 3pOCTAHHIM aHATbICTUYHOT AKTHBHOCTI

\4

Ilepexio 6i0 kemouHoi (ab0 6MOPUHHOI CHUPMOB0T) 2pynU 00 AMIOHOT

epynu
[linBuiye aHanbreTHUHUN e(PEeKT

~Q3~



Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

3aJ1esKHICTh aHAJIbIeTHYHOIL
AKTHBHOCTI MEeNTH/IIB
(enkedaJtiniB) Big 0OynoBu

7 )
\ Tyr-Gly-Gly-Phe-Met

[[ 3IMeHmenHA ano 3MIiHAa AKMUBHOCMI Met-enkedanin
Tyr-Gly-Gly-Phe-Leu

Leu-enkedaiin
\L

J

3pocmanns 006#CUHU NONINENMUOHO20
aanyroz2a 3 N-xinys
Bene no 3HUIICHHS aKTUBHOCTI

A 4

Ayunrosanms 8inbHoi aminoepynu (Mupo3uHosoi)
Beze no 3HWKEHHST aKTHBHOCTI

\ 4

Buoanenns 3i cmpykmypu 8inbHoi aminocpynu (mupo3uHosoi)
Bene no BTpatu papmakosiorivHOi akTHBHOCTI

\ 4

3pocmanns 0osxcunu noainenmuonozo aanyioea 3 O-Kinys
Bene no 3MeHIIeHHST aKTHBHOCTI (32 BUKIIFOUCHHM f-eHA0p(diHY)

A 4

Ilepesedenns kapOOKcUnbHOI 2pynu y KapOOMOiIbHy
Bene 10 3MeHIIEHHS! aKTHBHOCTI

A 4

3minu 6 ¢heninoromy 3amicnuxy L-gpeninanraninosozo ppacmenmy
BenyTe 1m0 3MeHIIIEHHS aKTUBHOCTI, a 3amiHa L-(eHuranaHiHy Ha
D-(eninananin — 10 3HWKEHHS aKTUBHOCTI

A 4

O-Anxinyeanns gheninbHo2o 2i0poKcuny mipo3uy
Bukinukae 3MEHIIEHHST aKTUBHOCTI

A 4

~Ql~



Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3ajiexkHiCTh 0i0JI0TiYHOL v

AKTHMBHOCTI apOMATUYHHUX B
o o \X

CIOJIYK BiJ cKiIaay i 0yanosu Z

30inbmenna aKkmueHocmi ]]

Hassnicmob ankinoHux 3amMicHuKis
BBeneHHs B OeH3€HOBE KUIBIE AJKUIBHUX 3aMICHHKIB
nocuitoe  (Gi3ioNOriyHy  [iI0  CIONYK, MPUYOMY, YHUM
JOBIIMH JIAHITIOT, THM JIis1 CHJIbHIIIA

Hassnicmo canocenie
BBenenHs aroma XJIOpY TOCHIIOE  TOKCHUYHICTH
BHACIIIJIOK TT1JIBUILIEHHS PO3YMHHOCTI pEUOBHUHU

Hasenicms 2iopokcunvuoi epynu
Bukiinkae mosiBy aHTUCENITUYHHUX BJIIACTUBOCTEN

Hasenicmw anvoezionoi epynu
[Tocunroe (i3i0n0TiuYHYy aKTHBHICTD

A 4

Hassnicmv aminoepynu
30u1bl1y€e OTpYHHI BIACTUBOCTI

A 4

~Q5~



Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

3aJie:kHicTh 0ioJ10riYHOI Y

AKTHMBHOCTI aPOMATHYHHUX &
L3 L3 \X

CIIOJIYK BiJ cKJIaay i 0ynoBu Z

[[ 3Menuienna aKkmugenocmi ]]

Hasenicms 060X ankinbHux 3aMiCHUKIG
[Ipu BBeneHHI B MOJICKYJly OCH3EHY IBOX AaJIKUIBHUX
3aMICHHUKIB aKTHUBHICTh 3MEHIIYETHCS, OCOOIMBO SKIIO
3aMiCHHUKH 3HaXOISTHCS B Opmo-TIOJIOKEHH1

A 4

Hasaenicmo canocenie
["anoreHomnoxisHi apOMaTHYHUX CIIOJYK HE MaloTh Hi
aHeCTe3yIUnX, Hi HAPKOTHYHUX BJIACTUBOCTEH. BBeneHHs
B MOJICKYJy O€H3EeHYy OJHOYacCHO JCKIJTbKOX aTOMIB
rajoreHy MpUBOAUTH N0 3MEHIIEHHS (i310J10T14HOT
aKTUBHOCTI Ta TOKCHYHOCTI BHACIIZOK 3MEHIICHHS
PO3YMHHOCTI

A 4

Beeoenns xapbokcunvroi epynu
Pi3K0 3HMKY€E OTpYIiHI BIaCTUBOCTI

y

Beeoenns kapboxkcunvroi i aminoepynu

—> IIpu opHouacHiil mpucyTHOCTI B OEH3EHOBOMY KUIbLII
aMIHOTPYIH Ta KapOOKCHIJIBHOI TPYNHU TOKCHYHICTH PI3KO
3MEHIIY€ThCS

Ayuntoganus aminozpynu
3HUKY€E TOKCUYHICTD

v

~Q6~



Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3aJIeKHICTDh 010JJ0TYHOI

AKTUBHOCTI (DEHOJIiB BiJ OH
CKJIaay i 0ynoBu | }X

= o 30inbmenna aKkmueHocmi ]]

Beeoenns ankinonux epyn
361u1bIIyEe OaKTEPHUINIHY aKTHBHICTD

Beeoenns ankoxcunvHux epyn
3061u1bIIye OAKTEPHUIUIHY aKTHBHICTh

Beseoenns amomis canozenis
30u1pI1y€e OaKTEPULIUAHY aKTHBHICTh

Jlosoicuna nanyro2a ankilbHUX 3aMICHUKIG
301IbIIIy€ AHTUCENTUYHY aKTHBHICTh

A 4

36inbuenns Kitbkocmi 2iOpOKCUNbHUX 2PV
3011b1Iy€ TOKCUYHICTh

A 4

—P 3MeHueHHA aKMmugHocmi ]]

Po3zeanyscenns ankinonux 3amicHuxie
3HMKye (Hi310JI0TTYHY aKTHBHICTD

~Q7~



Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

3aJIeKHICTh AHAJIBIeTHYHOI (1(?:
il HOXiTHMX cATIIUI0OBOT R2/:> :%1
KHCJIOTH BiJ 0y10BH ©

=>[[ 30invuenna akmueHocmi ]

Bseoenns ankinbHux epyn
AnkityBaHHS (PEHOJBHOTO TIAPOKCHIY TaJOiTHUMU
asikimamMu 3 KipkicTio atoMiB C2-Cs 30epirae BHCOKHI
PIBEHb aHAIBI€TUYHOI AKTUBHOCTI

A\ 4

Ayuntosanus ghenonvnozo 2iopoxcuny
[TigBuIye aHATBTeTUYHY aKTUBHICTb

A 4

Monoecmep opmoghocpammoi kuciomu
Crpusie MiIBUIIICHHIO PIBHS aKTHBHOCTI

A\ 4

Amiou caniyunosoi xuciomu
Y aMigiB Ta MOHO3AMII[EHUX aMimiB CalilUI0BOI
KHUCJIOTH aHaJIbreTUYHa fJis Jominyroda. [{pomy cripusie i
OJTHOYACHE aJIKITyBaHHS ()EHOIBHOTO T'1IPOKCUITY

3amina gpernonvrozo 2iopokcudy Ha mionvHy pyny
He 3MmiHI0€ piBHS aKTMBHOCTI

=>[[ 3IMeHumenHa aKmuéHoCcmi ]

Beeoenns 6 benzenose Kinvye 3amicHUKi8
CymnpoBO/KYETBCSI  HE3HAUYHUM  3HWKCHHSIM  PIBHSA
AKTHBHOCTI

A 4

bensoinosanns genonvruoco ciopoxcuny
He mae oco0nmBHX mepeBar mepej aluIrOBaHHIM. Y
0araTb0OX BUIIQJIKaX aKTUBHICTb 3HUKY€EThCS

A 4

Ecmepudghixayia caniyunosoi kucromu
3HIKEHHS  aHAJIBIeTMYHOI MAii Tpu  30epeKeHHI
AHTUMIPETUYHOI Ai1

\ 4

Deninosi ecmepu caniyuio8oi KUciomu
BrpauaioTh aHanmpreTMuHi BIACTUBOCTI 1 Yy HHX
3’BJISIETHCS AHTUCENITUYHA AKTUBHICTD

A 4

~0Q8~



Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

. . . . . NH,
3anexuicts dizioaoriunoi

AKTHBHOCTI MOXITHUX
aHLIIHY Big Oy10BH

O
Il

ONH— —CH,
( R RO

=il 30inbuienna ado 30epercenHs aKmueHoCmi R = H napateramon

Besedenns ankinbHux epyn ma 2iopoKCUibHUX epyn
AIHUTIH, TOJYIIUHY Ta TXHI COJIl BUABJISAIOTH CHIIbHY QaHTHUITIPETUYHY Ta
MOMIPHY aHAJIBIETUYHY JIi10. napa-AMiIHO(EHOT MEHIII TOKCHYHUN

v

Ayunto8anus 3a amomom Himpozceny
AKTHUBHICTb MTOX1THUX aH1JIIHY 30€pIra€ThCs, TOKCHYHICT 3HUKYEThCS

A 4

Oonouacne memunio8ants i AYemuIiO8aH s
[TingBUIIy€e TOKCHYHICTh MMOX1THUX aHUTIHY

A 4

Deninypeman
MeHII TOKCUYHUI 3a aHITIH 1 Ma€ BUCOKHI pPIBEHb aHAIBIE€THUYHOL
AKTUBHOCTI

A 4

Beeoenns ciopoxcunvhoi epynu
CynpoBOIKy€eTbCS 3pOCTAHHAM aHATBI€TUYHOT aKTUBHOCTI

y

O-Anxinysauns
Beme 1o MiABUINEHHS aHAJIBICTHYHOI AKTHBHOCTI IaparieToMOITy.
HaiiGinpm axktuBHUM 3 pany O-ankinmmoxigHux € O-MeTHINOoXigHa

7

—P 3IMeHumeHHA aKmUueHoCmi ]]

\.

Beeodenns cynvgho- abo kapboxcunibHux epyn
Brenenns B Mosiekyiy anetaniiiny cyiabho- abo KapOOKCHIbHUX TPYT
(B napa- abo mema-TIONOKEHHI) BeAe N0 3HUKCHHS aHAIBIC€THYHOL
aKTUBHOCTI

A 4

O-Anxinysanns
[Iponokcu- Ta i30MPONOKCH- aHAJIOTH MapaleTamMoily MaloTh claOKy
aKTUBHICTb, @ MOJAJbLI€ TOJOBXKEHHA  JOBXKHUHM  3aMICHHMKA
CYIIPOBOJIKYETHCS BTPATOI0 aKTUBHOCTI

A 4

O-Ayuniosanms
Bene no 3uMXeHHS piBHS aHAJIIETUYHOI aKTUBHOCTI

~Q0~
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Peunubkmin O.H., PewiHosa C.O.

OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

Himeopon (X = O)
Bussise aHTUTICTaMIHHI
BJIACTUBOCTI

e

1. CH—-X —(CH,),;—N(CHy),

s

M

Luxnizayis 6iunoco kapboH08020
JIGHYI02A HA OCHOBHULL AMOM HIMPO2eH)y
3yMOBIIOE Y TaKUX CIHOIYK TOSIBY
CeaTUBHOT Ta TPaHKBLTI3yI0UO1
aKTHBHOCTI

3amina amoma oxcuzeny na
amom cyredypy (X =S)
[Mincumtoe CelaTUBHY
KOMITOHEHTY hapmakoJio-
riuHomy npodisi

y

1310JI0TTYHO1

A1l MOX1ITHHUX

3ajexHicTb ¢
audeHiJIMeTany Bix Oya10BH

Ilepenecenns kapboHo8020 aHy02A 3
OCHOBHUM aMOMOM HIMPO2EHY HA
a-amom kapoouy eionocno OH-epynu (2)
Bene 10 edexkTHBHHX CHNa3MOIITHKIB,
AQHTUCMETHKIB a00 M’ SI30BUX PEJIaKCAHTIB

r )
Qo |
3. C/ - Ecmepu 6enzunoeoi kucnomu (3)
\C-0- CH> CH- N-R! BUSIBISIIOT  XONIHOMITUYHY IO,
@ 8 R 1'{2 aJie ceJaTUBHUI e(eKT TOMiHYE
\. J
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3ajiexkHicTs (i3ioa0riyHol
Ail y-aMiHOCIIUPTIB Bij
OynoBM

'

4 N
Lo
@C\(CHZLTN%

\ Y

Kapbonosuii nanyroe
besnocepennbo 3B’ A3aHuM 3 OEH3T1APOILHUM KapOOHOM

A 4

Binvua ciopoxcunvua epyna

\ 4

Aminoepyna
> BuzHauae OCHOBHI BIACTUBOCTI CIIOJYKH, 3aBXIH
TPETHHHA

y-Aminocnupmu
Bci xapakTepHi TpOIaHOBHUM alIKajoijaM 3aJieKHOCTI
> cTpykTypa-misi  30epiraroTbcss 1 IS TOXigHHX
y-aMIHOCIIMPTIB

~101~
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OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

3aJieskHiCcTh 0i0J10riYHOI
AKTHBHOCTI MOXiTHUX

eTepiB OEH3riAPOJIiB Bij

OyaoBu

=’| 30inbumenna aKkmueHocmi

A 4

Hoeoicuna nanyroca
R = Me, R' = R?> = H — HaiiMeHm aKTUBHHII
AHTUTIAPKIHCOHIK, aJIe aKTUBHICTh 3pPOCTA€ MPHU BBEIACHHI
MeTHiy, a mie Ouibimie o00’eMHOro mpem-OyTHIy B
O-TIOJIOKEHHS OIHOTO 3 OEH3E€HOBUX K1IEIb

\ 4

Beeoenns memunvnoi epynu
BBenenHs MeTtunpHOI TpynmM B O-MIOJIOKEHHS 110
€TepHOr0 aToMa OKCUTEHY MiJABHUILY€e (i310JI0TIYHY
AKTUBHICTh

\ 4

Beeoenns mponanosozco 3amicrnuxa
BBenenns tponaHoBoi ckmamoBoi 3amicte —C2HsNRR
Tpynu TiABUILYE TNOPUIBHICTE Ta 3AaTHICTH JIETKO
nponukaru o [THC

~102~
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3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3aJ1eKHICTh MPOTUKALILIECBOI
AKTHBHOCTI MOXiTHUX
(eHlTaNKIIAMIHIB BijJ
OynoBu

N

H- CHy I\II—CH3
R? CH
P

Hosoicuna kapborosozo nanyroca
IlenTpanbHUil YETBEPTUHHUN aTOM KapOOHY TIOBHHEH OyTH
BIJITaJICHUM BiJl OCHOBHOI aMIHOTPYIIH HE OlbIle, HK Ha JBa aToMa.
301KeHHS Ha OJTUH aToM KapOOHY He BeJe 10 BTpaTH aKTUBHOCTI

Ilonoowcenns memunvHoi epynu
o- un f-TlonoxeHHsT METUIBHOI TPYNU B  ETUICHOBOMY
3’€JHYBaJILHOMY JIAHIIIOTY TIOMITHO HE BIUIMBA€E HA aKTUBHICTh

\4

Hassnicmo 3amicnuxis npu uemsepmunHomy amomi KapooHy
[TosiBa 000X apoMaTHYHHUX KUICb MPU YETBEPTUHHOMY aTOMIi
kapOOHy OakaHa, NMPOTE OJHE 3 HUX MOXKHA 3aMIHUTH aJIKUJIOM.
MosxrBa HasIBHICTH JIBOX QJIKUTBHUX TPYII

v

Hasenicme noaspnux epyn npu uemeepmuHHOMY amomi Kapoouy
[TomstpHOIO TPYIIOIO MPH YETBEPTUHHOMY aTOMi KapOOHY MOXe OyTH
aluiIbHa, COMPTOBA, HITPUIIbHA, CYIb(OHIIBHA

\4

Cmepeoximiuna 6yoosa
[TpoTHKanuieBy akTUBHICTb 3B S3yIOTh 3 L-cTepeoizoMepami, TOJi
SK aHAIBT€TUUHY — 3 D-KOH(}ITYpalli€lo

~103~
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3ajieKHICThL aHAJILIeTHYHOIL
Aii MOXiAHMX METAJ0HY Bij
OynoBu

Ve N
- K O \
36invuwennn ado 30eperceHun Q C'—R
aKmuenocmi c
\
@ CHy CH-N—R'
Tlonoowcenus ocnosnoi hynkyii CH; 1|{2
> Po3MimenHss  oCHOBHOI HKITIT
> HICT . by o y R=C,Hs, R'=R*=CH,
Y-TIOJIOKCHH1 BITHOCHO Kap6OH1J'IBHOl rpynu € MeTanoH
OIITUMAJIBHUM & j

IIpocmoposi nepewikoou 6insi amomy Himpo2eHy
Cripusie 3pOCTaHHIO aHAJIBI'€TUYHOT aKTUBHOCTI

A 4

Cmepeoximiuna 6yoosea
JliBooOepTarounii MeTaJloH Ma€ aHAJIBIeTUYHY aKTHUBHICTb Maibke
3M, toni sik mpaBooGepTatrounii — uuie 0,04 M

A 4

Hassnicmv cemepoyuxniunoi cucmemu
AMiHOrpyna y psay METaJoHy MOXe BXOOUTH JO CKJIany
HNiNepUAMHOBOIO MOP(OIIHOBOIO UM MipOJIJOHOBOIO IMKIIB, 0e3
ICTOTHUX BTpAT IepeBar

Y

Hassnicms ayemammnoi epynu
Aneratu a- Ta /-MeTajoJ1iB MalOTh BUCOKUH PIBEHb aHAJIbIETUIHOL
aKTUBHOCTI

Ilepexio 6i0 kemoHnHoI (b0 6MOPUHHOT CNUPMOBOIL) epynu 00 AMIOHOT

epynu
[TigBuIy€e aHATBreTHYHUN eeKT

=>| 3MeHUWEeHHA b0 3MIHA AKMUBHOCMI ]]

Byov-sxuit mun 3amiwenns 8 peHinbHUX 3aMICHUKAX
e [Tpu3BoauTh 10 3MiHM (PapMaAKOIOTTIHOTO MPOGLTIO it

Buoanenus C-memunvnyoi epyn
[Tpu3BOAUTH 70 3pOCTAHHS MPOTUKAIILIECBOI Jil

\ 4

Bionoenenns kemoepynu 00 6mopunHoi cnupmosoi epynu
[Ipu3BomuTh 70 BTpaTH piBHA aKTHBHOCTI (YTBOPEHHS a- Ta
[-MeTanoiiB)

\ 4
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Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

F
Q R
F
F
Hot= -N—7R -N—7 7"
L——N-R

3aj1eKHICTh HEHPOJIENNTHYHOI
aii 0yrupo(eHoHiB Ta
augeHlI0yTuIaMiHIB

BiJ Oy10BHM

a

30invuiennn abo 30epercenns aKmueHoCmi ]’

\.

Hassnicms mpumemuneH08020 HepaA32aIyHCeHO20 NaHYI02A
Crnpusie BUCOKIH (h1310JIOT19HIN aKTUBHOCTI

A 4

3amiwenna amomamu ¢nyopy napa-nonoxcenns 6en30inbHOi epynu
boymupogheronia
Cripusie BUCOKIN aKTUBHOCTI Ipenaparis

v

3amiwenns QeHinbHo20 3aMiCHUKA 6 CMPYKmMypi 0iapuidymuiaminie
Cripusie BUCOKIN aKTUBHOCTI Ipenaparis

A\ 4

Ilepexio 6i0 kemoHis 00 amidie 6 OYMupogheHoHo8UX NPenapamax
[Ipodine dhapmakonoriuyHoi aii 30epira€Tbest 1 aKTUBHICTh HE 3MIHIOETHCS

3amiwenns y heHinbHoOMY 3aMICHUKY OCHOBHOT aMiHOSpYNU
> MoIHMBO BBEACHHS B Napa-TIONOXKEHHS aTOMIB XJopy, Opomy abo
METHJIbHO1 TPyTTH. AKTUBHICTD T BUIIY €THCS

3amiwenns y y-nonodicenti
y-I'iqpoKcUiIbHA rpyna y MiNepuInHOBOMY KiJIbIll MOXKe OyTH 3aMillleHa Ha
aMiJIHy- Ta aMiHorpyty. [Ipu 1iboMy Ipyruid 3aMiCHUK y p-TIOJIOKEHHI MOXKE
OyTH BiACYTHIH ab0 OyTH €JIEKTPOHEraTMBHOIO TPYIOr0. AMIHOTpymna y j-
TOJIOXKEHHI TINEPUIMHOBOTO ITUKIY MOXE OyTH CKIIaJIOBOI0 YaCTUHOIO
reTepPOLMKIIYHOI cucTeMH. y-I1o0KeHHs MinepuInHOBOT CUCTEMHU MOKE Oy TH
LEHTPAJIbHUM aTOMOM CIIIPAaHOBOi CUCTEMHU

A\ 4
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F
Q R
O C—(CH,)5Het CH—(CHz)n—N,ﬁ\
F
F
R R
e =7 T T

3aj1eKHICTh HEHPOJIENITUYHOI
ail Oyrupo@deHoHiB Ta
audeHLIOyTHIAMIHIB

BiJ OynoBM

2\

;b[[ 36invuwennn ado 306eperceHHs AKMUGHOCMI

V)

A 4

3amiwenns ninepuourHo8020 Kinbys
VY OyTtupoeHOHOBUX HEMpoOJeNTUKaxX MINEPUIMHOBE KUIbLE MOXe OyTH
3aMiHCHE Ha HEMINepUIMHOBHIA ITUKI 0€3 BTpaT IepeBar

S
:;[[ 3MeHuIeHHA a00 3MIHA AKMUGHOCMI

3amina kemozpynu
VY 6ytupodeHOHOBUX Ipenaparax 3MiHa K€TOHHOI IpyIU Ha Oyb-AKYy 1HIIY
Bel€ 10 3HW)KEHHS piBHA akTUBHOCTI. EdekT 3MeHmyeTscss mpu 3amiHi
KETOTPYIIH Ha €TepHUIN OKCUTEH a00 ABIYM3B’ sI3aHUN CyIbPyp
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3aJ1eskHIiCTh 0i0J10TIYHOI
il mMoXiaHuX
am@eraminy BiJa OynoBu

O/CHQ- CH- I\II—RI
=P R’ R

R=H,R'=H R’=CH,
amdeTaMiH

a

30invuiennn abo 30eperncenns aKmMmueHoOCmi ]’

\.

Hassnicmos memunvroi epynu
MeTunbHa rpyna B -TIOJIOKEHHI  3’€IHYBAJIBHOTO  JIAHITFOTA
(dbeHUTeTHIaMIHOBOTO ()parMeHTa Ma€ TPHUHIMIOBE 3HAYCHHS A
BUSIBIICHHS TICUXOCTUMYJISIIIHOT Ai1

A 4

Ymeopenna yuxniunoi cucmemu
MoXIJIMBO 3’€HAHHS O-TIOJIOKEHHS ETUIaMIHOBOrO (parMeHTa 3
OpmMoO-TIOJIOKEHHSAM (PEHITPHOTO 3aMICHUKA JIAHIIOTOM 3 YTBOPEHHSIM
IUKTIYHOI CHUCTeMHU iHAaHy abo TeTpamiHy npu 30epekeHHl pIiBHA
aKTHUBHOCTI

A 4

Beeodenns opyzoi memunvHoi 2pynu y 0-noaoxiceHHs
He BrinBae Ha piBeHb MCHXOCTUMYJISIIIITHOT aKTUBHOCTI

v

3amina memunvroi epynu OisL amoma HIMpPo2eHy Ha AJKIIbHI YU apUibHi

epynu
30epirae, a 1HKOJNH MiJIBUIY€E€ aKTHBHICTh Ha BIAMIHY BiJ MOXiTHUX

MopdiHy

Hasenicms 3amicnuxis 6 -nonoscemnns
Ha piBeHb axkTUBHOCTI TIOMITHO HE€ BIUIMBAE  AIMJIIOBAHHSA
T1JIPOKCUIIBHOI IpynH y S-nonoxeHHi. OKHCHEHHS [-METHIICHOBOI TPpyIH
B KETOHHY Jemo 30UIbllye aHOpeKTHuHy mAito. CroiydeHHS B
S-nonoxeHHi GpeHIbHOT Ta TAPOKCHIBHOI TPyl CIIPHUs€ BUCOKOMY PIBHIO
aKTUBHOCTI. AKTHBHICTb 30€piraeTbcsi 1 MpH BBEICHHI B [-TIOJ0KECHHS
KapOOMETOKCUTPYITH

A 4

3amichuxku y amoma HimpozeHny
[lepeBenenHs MEpBUHHOI aMIHOTPYITH Y BTOPUHHY, TPETUHHY, aMiJIHY1
BKIIOYEHHS 11 [0 CKJIagy TeTepoluKiIy 30epiraiote  mpogiib
(dbapmakoaorivyHo1 mii

A 4

Cmepioximiuna 6yoosa
bimbmr  akTUBHUM  TICUXOCTUMYJISITOPOM €  TpaBooOepTaroua
KoHiryparis amdperaminy

v
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3aJIeKHICTDh 010JIOMTYHOL
il MOXiaHUX
am@peraminy Bia Oya10Bu

O CHy CH- I\II—RI
=P R? R

R=H,R'=H, R*=CH,
amperamin

[[ 3menuenna aoo 3mMina AKmueHocmi ]]

Hassnicmv memunvnoi epynu
3amiHa METUIILHOI TPYIIU B (-TIOJIOKEHHI HA aTOM T1APOTeHY Yd Ha THIITY
AKy-HeOyIb TPYILy, TAKOXK SIK 1 IEpeHEeCeHHsI Ha f-KapOOHOBHI LIEHTD, BEJle
710 3HUKEHHS] aKTUBHOCTI

\ 4

Hasenicms 3amicnuxis 6 -nonosicenni
BBeneHHss MeTWJIBHOI Tpynu a0o0 BHIIMX QIKUIB y f-TIOJIOKEHHS
amberaminy 3MmiHIOe mnpodins (apmakonoriunoi ngii. BBenenus
T1IPOKCUIIBHOI TPYTH y 1€ MOJIOKEHHS MOMIPHO 3HIKY€E aKTUBHICTH. Ha
piBEHb aKTUBHOCTI TMOMITHO HE BIUTMBA€ AalMUIIOBAHHA T1IPOKCHIBHOT
rpymu. OKUCHEHHSI [-METWJICHOBOI TPYNU y KETOHHY JeII0 30ibIIye
aHOPEKTUYHY 110

A\ 4

3amiwennsn benzenoso2o a0pa
3amimieHHss OCH3€HOBOTO fapa aTOMaMH XJIOPY, METHJIBHUMU abo
TpU(DIYOpPOMETHIILHUMH TpynamMu y (peHamiHOBOMY Ta (PEeHTEPMiHOBOMY
psnax Beae A0 3MEHIIeHHs ctuMysisiiiiHoro epekty Ha [THC. Ognepxani
TaKUM YMHOM TIperapaTH BUKOPUCTOBYIOTh MIEPEBAKHO SIK aHOPETHKHU
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3ajiexkHicTh 0i0JIOTIYHOL
AKTHUBHOCTI CyJb(aMiTHUX
npenaparis BiJl CKJIaay Ta

OynoBM

*‘[ 30invuienna abo 30eperceHHs aKmueHoCmi \_

Hasenicmo cynvghaninernoco 3amicnuka

H2N—©—SO§

By np-ski
IMOJIO’KEHH]

BHUIAJKy, SKIIO B OpraHi3Mi MOXX€ 3HOBY YTBOPUTHUCS BUIbHA

aMiHOTpyIIa

Hassnicmu ginbnoi aminocpynu 6 nonosscenni 4
MoXimHI cynbdaMiny 3 3aMilIEHOI0 aMIHOTPYIIOK B
4 MoxyTh OyTH (i310JOTIYHO AKTUBHHUMHU TUIBKU B TOMY

A 4

B 3anexxHocti Bif xapakTepy 3aMmiCHUKa (i310JI0TIYHA aKTHUBHICTb
MOXe 3MiHIOBaTHCS a00 y 01k 301IbIICHHS], 800 3MEHIIICHHS

3amicnuku 6 cynoghamioniii epyni

Hasen

OCHs-I'pyna Bu3Hauae OUIbII BHCOKHUH BIJICOTOK 3B’S3YBaHHSA
npemnaparty 3 OUTKaMu TUIa3MH, 10 i 00YMOBIIIOE TPUBATICTb Jii

icmb memoxcunvrux epyn (—OCH3) y cemepoyukaiunomy
samicnuxy (R = Het)

*‘ 3MeHuweH A a00 3MIHA AKMUGHOCMI ]’

A 4

Iepemiwennsn aminozpynu 3 noa0ACeHHs 4 6 IHUT NONOIICEHHS

[ToBHa BTpara (Hi310I0T1YHOT AKTUBHOCTI

apomamuino2o 10pa

A 4

Beeoenns ¢ apomamuune 10po 000amroux 3aMiCHUKI8

3HUKYE,

a60 3HuIIyE (i31070TTUHY aKTUBHICTh
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3aj1e:KHICTDH
AHTUKOHBYJILCUBHOI il
OKCa30JIiIuH-2,4-1i0Hy
BiJ Oy10BH

Hasgnicmo 3amicnuxie 6 nonodxcenusax 3 i 5
Jls BUSIBIIGHHSI aKTUBHOCTI HEOOXiHA HASBHICTH X04a
0 NBOX 3aMiCHHKIB y moioxeHHi 3 1 5 (abo 5 1 5).
Jln3aMileHHs B MOJIOXKEHH] 5 BeJie 0 MOX1AHUX 3 BUCOKOIO
TIMTHOTUYHOIO Ta BIIHOCHO HU3HKOIO aHTHKOHBYJIHCUBHOIO
akTuBHIcTIO. [Ipu mepeBefeHHI OAHOTO 3 5-3aMICHHKIB y
MOJIOKEHHS 3 TIMHOTHYHA AaKTHUBHICTh 3HWKYETbCA 1
BUSIBIISIETHCS CHJIbHA aHTUKOHBYJILCUBHA aKTUBHICTh

v

Hoeorcuna nanyroea 3aMIiCHUKIB
Buicoky akTUBHICTH BUSIBIISIIOTH JIMIIIE TOX1HI, 3aMiIlEeH]
KOPOTKMMH aJIKUTaMH. 3aMIlIeHHS BHIIMMH aJKiJaMu
MPUBOAUTS /10 3MiHH (hapMaKOIOT1YHOTO Ipodisito Aii

A 4

3amina amoma OKCUZCEHY 6 nonoocenni 1 na amom

cynoypy
3HMKY€ aHTUKOHBYJILCUBHY aKTHBHICTh

v
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3ajie:KHICTDH
AHTUKOHBYJILCUBHOI JIil
MOXiTHUX MiPOJIiaIuH-2,5-
AIOHY BiJx Oy10BH

2
3R 1
R
4 2
0% I\lI1 0]
R
Heszamiwenuii niponioun-2,5-0ion
> HeaktuBHunit

Samiwenns 6 nonoscennsx 1 abo 3
Jlns TosBM aKTHBHOCTI HEOOXigHE 3aMilllcHHS B
noJioxkeHHax 3,3 abo mosnoxenHi 1 (aTtom HiTporeHy) ta 3
abo TpuzamillieHHs B mojoxkeHHsx 1,3,3

A 4

Hasenicmo ankinbHux 3aMICHUKIE 6 NOJIONHCEHHI 3
YV 3,3-guzaMilieHnX MOXIOJHMX HAWaKTHUBHIIINMH €
CIIOJTYKH, 3aMiIlIeHI METaIbHUM 200 €THIILHUM 3aMiCHUKOM

A 4

Hasgenicms eninbHux 3amicHuKi6 8 nonodiceHHi 3
Y  1,3-au3aMmilieHux  CHOOJMYyK BHCOKOMY  PIBHIO
aKTHUBHOCTI BiINOBIa€ HasIBHICTh (DEHUIBHOTO 3aMiCHUKA B
MOJIOKEHHI 3 Ta HEBEIUKOIO aJKUILHOIO 3aMICHHKA B
MOJIOKEeHH] 1

v

Beeoernns 000amko8020 anKiibHO20 3aMICHUKA 8
nonosicenns 3
He 3MmiHIO€ aKTUBHICTH

A 4
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3aJj1eKHICTD
aHAJbI€eTHYHOI
AKTHUBHOCTI
MiNnepUuIAHOBHX MOXIiTHUX

COOC,H;

ﬂ T

30inbutennsa abo 30eperceHns
aKmueHocmi

7

R = CHj; - netuaun

IIpasuno bexkema-Keuizi
CrpyKTypa MOBUHHA BKJIIOYATH:
1. YeTBepTHHHMUI aTOM KapOOHY .
2. ApoMaTHU4HE KIJbIIE TIPH [ILOMY aTOMI.
3. TpeTuHHU#l aToM HITPOTEHY Ha BIJICTaHi, IO €KBIBAJECHTHO JIBOM
aromMaM KapOOHy B sp’-TiOpuau3anii, NMOYMHAIOUM BiJ BKa3aHOTO
YeTBEPTUHHOTO aToMa KapOOHY

v

3amina memunvHoi epynu npu amomi HIMpPoO2eHy Ha amom
2iopoceHy abo iHwi 00 emHi epynu
AKTHUBHICTb 30€piraeTbcs B IUPOKUX MEXKax

v

3bepeoicenns gheninvroi ma kapbemoxcuepynu y y-noio0HceHHi
8i0HOCHO N-memunvHoOI epynu
[Ipu mepexoi Big MNEPUANHOBUX 10 N-METHIIEPTiAPOa3eTiHOBUX
MOX1/IHUX 3a0e31eyuye akTUBHICTD Ha PiBHI METUAUHY

A 4

36epesicenns 6 ninepudurosomy Kinvyi 4-gheninvroi epynu
[Tpu boMy MOXKITHBA 3aMiHa €CTEPHOI TPYIH Ha KETOTPYITY, @ TAKOXK
MOJKJIMBA 3aMiHa €CTEpHOI TpyNU Ha alWIbOBaHy CIUPTOBY TPYILY,
“o0epHEHy” €CTEpHY B MOJICKYJI METHIUHY

A\ 4

Bseoenns 6 a- i f-nonosicenns ninepuouiornponionamis
MEMUIbHUX AOO0 eMUTbHUX 2pYN
Habmmwkae nani cnoiayku 10 Mop(diHy ¥ NpUBOIUTH 0 3POCTaHHS
aHAJIBI€TUYHOI aKTUBHOCTI

v

Tonooicenusn gpenin- ma nponioHinokcuepynu
Bucokuii piBeHb aKTHBHOCTI 30epiraerbcs sK Yy Tpenapary
npoauiiny ((heHUI- Ta PO OHUIOKCUTPYTIH TTepeOyBarOTh Y p-
MOJIOKEHHI MIPOJIIAMHOBOTO IIUKITY ), TaK 1y IpOorenTa3suHy (I 3K Tpynu
PO3MIIIIEH] B y-TIOJIOKEHHI MEPTiAp0a3emiHOBOTO MUKITY)

v
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3aJj1eKHICTD
aHAJbI€THYHOI
AKTHUBHOCTI
MinepuIAHOBHUX MOXiTHUX

COOC,H;

' N

7

36invuwennn avo 30eperceHun

aKmueHocmi R = CHj - netuun

3amina gpeninvroi ma ecmepHoi epynu y y-nonoxHceHHi

A\ 4

NINepuOUH0B8020 YUKILY HA 3AMIWEHY AMIHOSPYNY
[TpuBOIUTE 10 3pOCTaHHS aHAJIBIETUYHOI AKTUBHOCTI

Beeodenns ninepuourno6o2o yuxiy

A 4

3yMOBIIIOE MOSIBY aHAJTBI€TUYHHUX BJIACTUBOCTEN

Cmepeoximiuna 6yoosea
Y Moiekyli NeTUANHY METHIIbHA TpyTia nepe0yBa€e roIOBHUM YHHOM
B ekBaTopiasibHOMY TooxkeHH1. [llomo ¢eninpHOoT Ta KapOETOKCHUITBHOT

v

Ipym, TO iXHS OpIi€HTAllisl BU3HAYAETHCA MPABUIIOM, 3TITHO 3 SKUM
peami3yeTbcsi Ta KOHGOpMAaIlis, 3a SKOI HAWOUTBIIUK 3a PO3MIpOM
3aMiCHUK TiepeOyBa€e B €KBAaTOPIaJIbHOMY IOJIOKEHHI — (PEHITbHUN B
€KBaTOPIAJIbHOMY TIOJIO’KEHH] (TTIETU]INH)

3amina ecmepHoi epynu Ha ayuILO8AHY CRUPMOBY 2PYNY,
“obeprneny” ecmepry 6 MONEKYi NEMUOUHY

v

[Ipu 306epexeHHI B MNEPUIAHOBOMY KUIBI 4-(eHITbHOT TpyNH
AKTUBHICTB 30epiraeThCs

Poswupenns wecmuyunennoz2o ninepuouHo8o20 Kinvbysa 0o

v

cemiunieHH020 abo 38YHCEeHHs 2emepoYUKLy 00 NIPUMiOUHOB020
He 3Hmkye aHabreTHUHY aKTUBHICTD

3amina ankoxcuxkapooHinornoeo 3amichuxa npu C-4 cemepoyuxiy Ha
2IOPOKCUNIbHY, AMIHHY MA AJIKIIbHY 2PYNY

v

He 3umkye aHalbreTHUHY aKTUBHICTb
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3aJ1eKHICTD
aHAJbI€THYHOI
AKTHUBHOCTI
MiNnepuIMHOBHUX MOXITHUX

COOC,H;

7 RN

3oinvuiennn abo 30eperceHns
’ aKkmueHocmi R = CHj; - netuanu

Hasgnocmi memunwbHoi epynu 6 -nonodicenti 2emepoyuxiy
Bucokwuii piBeHb aHAJIBI€TUYHOT AKTUBHOCTI

v

3anexcuicme piens bioaxmusHocmi 8i0 abconomuoi Kongizypayii
CUMEMPUYHUX YEHMPIE 8 MOLEKYI AHANbeeMUKA
o-1lpoauH, skuit Mae 3-MeTUIbHUNA Ta 4-QEHUIBHUNA 3aMICHUKHU Y
mpanc-AieKBaTOplaJIbHOMY  TIOJIOKEHHI,  BOJIOJIE€  HaWOLIBIIOI0
AKTUBHICTIO

A 4

=>| 3MeHmeHHA AKMUBHOCMI ]’

3minu 3 gheninonum 3amicnukom

a) CIOJIYKH, y SIKUX B MOJIEKYJIl NETUIUHY 3aMiCTh (PEHLITY MICTATHCS
AJNKIJTBHI TPYIH JOBUTHHUX PO3MIpiB, HEAKTUBHI,

0) 3amiHa ¢eHUTy y MOJIEKyJi METUAMHY Ha o- abo S-mipuauibHi
3aMICHUKH, 2-QypWIbHY YW 2-TIEHUTBHY TPyHu abo0 a-TIKOIUTBHHUI
3aMICHUK MPHUBOAMUTH JIO CHOIYK 3 QyXKE€ CIa0KUMH aHAJIbI€TUYHUMHU
MOKAa3HUKAMH;

B) BBEJICHHS T'IPOKCUIIBHOT TPYNHU B Mema-1o0KeHHs (PeHIITbHOTO
3aMICHUKA MOJIEKYJM TIETUIWHY ICTOTHO HE 3MIHIOE pIBEHb
aHaJIBIeTUYHOI AKTUBHOCTI

A 4

Oonouache nepeneceHHs: peHinbHOI ma KapOoemoKCUIbHOL 2pynu y
MOJIeKYli nemuouHy 6 o- i -no0HCeHHs NINEPUOUHOBO20 YUKTY
[TocnabneHHs: aHAIBreTUYHOT AKTUBHOCTI

A 4

Ilepexio 6i0 emuno8020 ecmepy 00 ecmepie SUWUX CHUPMIB
3HMKY€ piBeHb aKTHBHOCTI

A 4

3amina nponioHinbHO20 3aMUWIKY HA IHWI (ayemunbHy abo
OeH30inbHY epynu)
3HIKY€E aKTUBHICTh a00 3MIHIOE (papMaKOJIOTTIYHUN podiTh il

v
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3aj1eKHICTh CUXOTPOIHOL
il KOHJEHCOBAHMX MOXIAHUX
iHI0J1y Bif Oym0BH

7

b1l B
gR0!

1.R=
2.R=

N

N
kF/N\Rl

CHy,R'=H,X=C
OCH;, R'=CH;, X=N

J

Poskpumms kinoys I’
Bene 10 moBHOT BTpaTH 010J0TIYHOT aKTUBHOCTI

Pozwupenns abo 36yacenns xinoys B
CynpoBOIKYy€eThCSl MOCHA0ICHHAM TCUXOTPOMHOI JIii, PO3KPUTTS
Kutblisi B mpu 306epexenH] KUTbI [ CyNpOBOMIKYETHCS MPAKTUIHO
MIOBHOIO BTPATOIO IICUXOTPOIHOI aKTUBHOCTI

\4

Beedenuns amomie eanoeenis
3amina MeTmibHOI TpynH Tipu C8 (cronmyku 1) Ha aTomMu Xj0py abo
OpoMmy, 1 BBEJICHHSI ITUX aTOMIB B 1HIII MOJOXKEHHS KUTbIS A BUKIHKAE
3HIDKEHHS aKTHBHOCTI

A 4

Besedennsa memunenogozo nanyroea
[Tpu MetunyBanHi atoma N2 (crosyka 1) BigOyBaeThCsi 3HUKEHHS
AKTUBHOCTI

v

3amina memokcuepynu
3amMiHa METOKCHUTPYINHU (CIOyKa 2) Ha aToM TiAPOTEHy, 3aMiHa
N-METHIIbHOT TPYINH Ha JOBIIWH 3aMiCHUK MPUBOAUTH JIO MOCIA0TICHHS
MICUXOTPOMHOT Tii
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3ajexKHIiCTh
(i3i0/10TI9YHOI AKTUBHOCTI
MOXiTHUX
1-meTnin-4-genin-1,2,3,6-
TeTPariiponipuanHy
BiJ Oy10BH

CH,

7

J

3amina npu amomi Himpozeny MemuibHOI epynu Ha THWLI
[IpuBOIUTE 1O BTpaTH HEHPOTOKCHYHOCTI

A\ 4

Beeoenns y ninepuounose xinvye 0esaxux 3amMiCHUKIG
[IpuBOAUTH 10 BTpATH HEHPOTOKCUYHOCTI

A\ 4

Beedenns 3amicnukie y beH3eHose Kinbye
HesnauyHo 3MiHIOE€ HEUPOTOKCUYHICTH

A 4

Hassnicmw noosiiinozo 36 ’sa3xy npu C4-C5
OcHoBHUI (haKTOp 1Sl BUSBICHHS HEUPOTOKCUIHOCTI

\ 4
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3ajie:KHICTH 0i010TriYHOIL
AKTHBHOCTI MOXiTHUX

1,4-qurigponipuauny Bix

CKJany i 0ynosu

N

7 A
3anexcnicmp 610 XiMIUHOT 3anexcuicmo 6i0

0yooeu cmepeoximiunoi 6yoosu )
\

\

J

Hassnicmo 1,4-0ucioponipuounosozo saopa

A 4

3amichuxu 6 nonodcenni 1
Jis MakcuMalibHOI aKTUBHOCTI B MOJIOKEHHI 1, TOOTO y aroma
HITPOTEHY, HE IIOBUHHO OyTH 3aMICHHUKIB

A 4

3amicruxu 6 nonoorcenni 2 i 6

> 3aMiCHUKY MOBUHHI OyTH HU3BKOMOJICKYJIIPHUMH AJIKIJIaMH, aje
JIOTTYCKAa€eThCs ¥ 3aMiHa ankiibHOI rpynu Ha NH»2-, CN- a6o CHO-
rpymnu

3amicnuku 6 nonodcenni 3 i 5
OnTuMarTbHUMH 3aMICHUKAMHU € €CTePHI TPYIIH, aJie MOXKYTh OyTH
¥t i1 enexTpoHoakientoHi 3aMmicHuku: NO2-, CN-, CH3C(O)-

3amicnuxu 6 nonoxcenti 4
Jlnst onTUManbHOT AKTUBHOCTI TOBUHHUHM 3HAXOIUTUCS apHIIbHHAM
3aMicHUK. [Ipu IbOMy BeJHMKe 3HAYCHHS MA€ MOJIOKEHHS 3aMiCHUKA
B apOMaTUYHOMY KuTbIll. /lapa-3aMiCHUKH 3HMKYIOTh aKTHBHICTD,
aopmo- Ta Mema-3aMiCHUKU MiABUIYIOTh aKTUBHICTb

A 4
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3ajie:kHICTH 0ioJ10riYHOL
AKTHBHOCTI

1,4-qurigponipuny Bix

CTepeoXiMivHOI 0y10BH

4 N

X
H- H
4 _C)/\J paBuii Oik
R*0,C" R’
R’0,CY WRY O
niBui Oik
J

~

Kounghopmayisl,4-oucioponipuournosozo xinvys
1,4-JluriaponipuInHA MalOTh KOH(OpMAIlilo BaHHU

Samichurku 6 nonosxcenni 31 5
K110 B MOIOXKEHHAX 3 Ta 5 pi3HI 3aMICHUKH — TIOJIOKEHHS 4 CTae
XipaJlbHUM, 1 €HAHTIOMEpPH BOJOIIOTH pI3HOIO, a I1HOAI W
MPOTHIIEIKHOIO O10JI0TTYHOIO JTIEX0

A\ 4

Bamicnuk 6 nonosicenni 4
ApuibHUN 3aMICHUK 3HAXOJUTHCS B aKClaJIbHOMY TOJIOKCHHI Ta
OpPTOTOHAILHUHN o BIIHOIIIEHHIO 110 ILIOIUHU
JTUT1APOTIPUANHOBOTO KIJIBIIS

\ 4

Ionoorcenns zamicnuxa X

3amicHUK X MTOBUHHHI 3HAXOAUTHCS 110 TOH ke 01k 3B’ 513Ky C(4)—
Ar, mo # arom ligporeny Oinms atoma C(4), TOOTO mepeBaxae
CHUHIEPUIIaHAPHUNA POTOMED.

Opmo-3aMiCHUKM B OCH3€HOBOMY  KUJbLl  CHpPHUSIOTH
CHUHIEPUIIJITAHAPHOMY  Ta  OPTOTOHAJBLHOMY  PO3TAlllyBaHHIO
apUJIBHOTO 3aJIMILKY, & TAKOX yuc/yuc-KoHpopmarlii eCTepHUX TPpyIl
B MIOJIO’KEHHA 3 Ta 5

A 4

Samicnurku 6 nonoxcenni 31 5

EctepHi rpynu 3HaX0sThCS B €KBATOP1AJIBHOMY MOJI0KEHHI. J[J1s
MaKCHUMaJbHOI aKTUBHOCTI HEOOXiMHO, MO0 KapOOHIIM ECTEPHUX
rpyNn 3HAXOAWIHCS B yuc-KoHQopMalii 10 BIJHOIICHHIO J10
3aMiCHUKIB B TIOJIOKEHHSAX 2 Ta 6 JUTiAPONIPUANHOBOTO KiIbLIS.

K110 3aMICHUKH B MOJOXKEHHSIX 3 Ta 5 pi3Hi, Iy 010JI0TTYHOL
AKTUBHOCTI HEOOXimHO, 100 B yuc-koH(opmMmalii Oyma iiBa 1o
BIJIHOIICHHIO JI0 TUT1APOIIPUIMHOBOTO KIJIBIISA €CTepHa Tpyna

v
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3aj1e:KHICTDH
AHTUMAJIA PUITHOI

AKTHBHOCTI MOXiTHUX

XiHOJIiHY Bix Oy10BH

7~

7~

~

4
3¢y CH=CH,
2 6

*Z N
HO—-CH,
5' 4
CH;30; N
T o)
8' 1
XiHIH /
4
Po3zwennennsn XiHyKniouno8oeo Kinbys
L

3HMKye a00 3HAYHO 3HIDKY€E aHTUMAIAPIHY aKTHBHICTh

3amina 6mopuHHOi CRUPMOBOI 2pYnu HA THW XAPaKmepucmudti epynu
[IpuBOANTH 10 yTBOPEHHSI HEAKTUBHUX CIIOJIYK

\4

Tlepemiwenns XiHyKniiouHo08020 Yuxy
[lepemimienHss  XIHYKJIIAMHOBOTO LUKy 3  TIOJIOKEHHS 4
XIHOJIIHOBOTO fAJpa B IOJIOKEHHS 8 3HMXKY€E aKTHUBHICTH CIIONYKH, a
nepeMiIeHHS 1i B MOJIOYKEHHS 2 TABUIIY€E TOKCUYHICTh

v

Bseoenns memunenosozo nanyroza
[Ipu mMetunyBanHi aroma N2 (cronyka 1) BimOyBa€eThCs 3HUKEHHS
AKTHBHOCTI

A 4

Hasenicms memunvhoi abo memokcunvHoi epynu
MertuibHa rpymna He € CyTTEBUM (PaKTOPOM, XOY 1 CIIPUSTIUBO JIi€ Ha
M1IBUIIIEHHS aHTUMAJIIPUIHHOT aKTUBHOCTI; IIMHXOHIH, IKUH HE MICTHTh
METOKCHJIBHOT IPYIIH, BOJIOJII€ AaHTUMAJISIPIHHOIO AKTUBHICTIO
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3ajie:KHICTH
AHAJBIeTHYIHOIL il

NOXiTHMX OeH30MOop(aHy

BiJ Oy10BH

7

6enzoMopban ‘//
J

Hasesnicms anxinonux epyn y nonodcennax 6 ma 11
HeoOximnHa 1151 BUSBIICHHSI aKTUBHOCTI CUCTEMHU OeH30MOpdaHy

\ 4

Luc, mpanc-izomepis
Hna  6,11-mu3aMilieHux IOXIJHUX MOJKIMBI JBa BIJHOCHHX
PO3MIIIICHHSI 3aMICHUKIB: yuc- 1 mpauc-. SIk mpaBmio, y OUIBIIOCTI
AQHAJIBIETHKIB IILOTO TUITY CHiOCcTepiraeThes yuc-popma. IlpoTe icHYIOTh
BUKJTFOUCHHS, BUSIBJICHO, 1110 JICSK1 mparc-PopMu MarOTh BUIITUI PiBEHb
AKTUBHOCTI

A 4

Hassnicms 2iopoxcunvroi epynu npu amomi xapoony C(8)
VY noxingaux 6eH3oMopdaHy HasBHHIA BUCOKHH pPiBEHb aKTHBHOCTI.
[lepenecenns OH-rpynu B Oynb-sKe IHIIE TOJOXKEHHS abo X

v

METWJIYBaHHS BeJle JO 3MCHIICHHS, a IMOACKYIW W JO 3HHIICHHS
AKTHUBHOCTI

Pisnomanimui eapiayii samicnuxie npu amomi Himpozery N(3)
[Ipodinb hapmakonoriyHoi Ail TAKUX CHOJIYK HE 3MIHIOETHCS

A 4

Bucokwuii piBeHb aKTUBHOCTI MOX1AHUX OeH30MOp(aHy OB’ I3aHUM 3
HasBHICTIO apoMaTU4HOro Kinbls. Ilpu HOro BiACYyTHOCTI aKTHBHICTh
3HUKAE

A 4

Beeoenns kxapooninvnoi epynu 0o amoma C(1)
30epiraeTbcs BUCOKUH PIBEHDb aHAJIBI€TUYO0T aKTUBHOCTI

A 4

Beeoenns memoxcunvnoi epynu npu amomi C(11)
3amicTh MeTHIIBHOI a00 eTwibHOI Tpynu npu atomi C(11) cuctemu
oensomopdany moxke OyTtu (6e3 BTpaTH aKTUBHOCTI) i METOKCHIIbHA

rpyna

A 4
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3anexHicTh
aHAJbIeTHYHOI il
NoXiTHUX MOp(iny
BiJ Oyn0BM

6 B
N\CH3 N\CH3

TPHU €IEMEHTH

"Mop(hiHOBOTO

npasuna” : a, 0, B

A 4 A

a 0 B
HasBuicTs Bensenose kiibIe TperuHHMIT aTOM
OEH3EHOBOIO 3B’SI3aHO 3 HITpOTeHy BiJIaJeHui
KUTBIIS YOTUPU3aAMIIIEHUM BiJ1 aTomMa KapOoHy (0)
aTOMOM KapOoHY Ha BIJICTaHb 3 JIBOX
aTOMIB KapOOHY
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3ajieKHICTD
AaHAJBIeTHYIHOIL il
eTepiB Ta ecTepin

Mop@iHy Big OynoBH

[[ 30inbutennsn abo 30eperHceHHs aKmueHoCmi ]]

Anxinysanus cnupmogoeo 2iopokcuny npu C6
[TixBuIIy€e aKTUBHICTH

A 4

Ayunrosanus cnupmogoeo eiopokcuny npu C6
[lizBuIly€ aKTUBHICTD

Ayuniosanis ik Cnupmoeo2o, max i (heHonIbHo20
2I0poKcuUni6
Jleto miIBHIIy€ aKTUBHICTh

v

Tiopysanns noogitinozo 36°a3xy mioxc amomamu C7—C8
Bene no miaBuIieHHsT aKTUBHOCTI

Tiopysanns noosiunozo 36°a3xy misc amomamu C7-C8 ma
Memuny8anHs cnupmogozo 2iopokcuny npu C5
[TigBuIIy€e aKTUBHICTh

A 4

l'iopyeanns noosiiinozo 36 ’sa3xy misxe amomamu C7-C8 ma
nogHe 3HAMMs Cnupmoeoi ciopokcunvhoi epynu npu C6
Bene no niBUIIeHHS aKTUBHOCTI]

\ 4

Cmepeoximiuna 6yoosea
Ha Bigminy Big mopodiny kineie C Mae KoH(pOpMAaLio
“kpicna”

T'iopysanns noosiiinozo 38°sa3xy misxe amomamu C7-C8 ma
OKUCHEHHS BMOPUHHOI CNUPMOBOI 2pynu 00 Kemocpynu
Bene 1o ninBUIEHHS aKTUBHOCTI

A 4

Beeoenns memunvnoi epynu 0o amoma kapoony C5 6

cmpykmypi 2i0pomopghony
[TimBuIITy€e aKTUBHICTH

A 4
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3ajieKHICTD
aHAJbLIeTHYHOI Ail
eTepiB Ta ecTepis

Mop@diny Bix 0ynoBu

a

\.

30inbutennsa abo 30eperceHHs aKmueHoCmi ]

Tiopysanns noogitinozo 36°a3xy mixnc amomamu C7-C8,
OKUCHEHHS BMOPUHHOI CRUPMOBOT 2pynu 00 Kemozpynu i
66edenns 2iopoxcunvroi epynu 0o C14

Bene no miaBuIieHHST aKTUBHOCTI

\ 4

3amina memunvroi epynu npu N17 6 monexyni
OKCUMOPDOHY HA MEMUNYUKIOOYMUTBHY MaA 0OHOYACHE
8iOHO6IeH s KapOoninbHoi epynu npu C6
[TixBuIy€e aHATI€TUYHY aKTUBHICTb

A 4

3amina N-memunvHoi 2pynu Ha MEMUIYUKIONPONiIbHUU
3aMICHUK 8 MONIEKYli OKCUMOPDOHY ma 66e0eHHs 3AMICMb
kapboHinenoi epynu npu C6 memunioenogoi
Bene 1o pi3koro 3pocTaHHs aHAIBIE€TUYHOT aKTUBHOCTI

A\ 4

Beeoenns mpanc-6ininosoi epynu misxe amomamu Kapoouy
C6 ma C14 3 6i0no6iono 3amiwjenumu 00 EMHUMU
samichuxamu npu C7

Bene o pizkoro 3pocTaHHsI aKTHBHOCTI

A 4

Hasenicms pypanosoeo yuxny E
HasBaicTs dypanoBoro nukiy E B cTpykTypi Mmopdiny
He € 000B’13K0BOI0. AHAIOT MOP(]iHy, T030aBICHUI UKITY
E, HanexuTh 10 TOXIOAHUX cuUcTeMH Mop(diHy 1 Mae
Onu3bKUi 10 MOp(iHY piBEHb aHATBIETHYHOI AKTUBHOCTI1

A 4
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3ajiexKHICTD
aHAJbIeTHYHOI il
eTepiB Ta ecTepis

Mopdiny Bix OynoBu

[[ 3IMeHueH A AaKmueHocmi ]]

Anxinyeanus gpenonvrozo ciopoxcuny npu C3
—> 3HIKY€e aHAJIBICTUYHY AaKTHBHICTh 1  MiJABHIILYE
MPOTHKAILICBY JIi0

Ayunrosanns gpenonvroco ciopokcuny npu C3
Jlemio 3HMKY€ aKTUBHICTh

\ 4

Beeoenmns 6yov-axux 3amichuxie y nonoscenns 1 abo 2
apomamuunoeo Kinoys A
Buknukae abo 3HUIIY€E aKTHBHICTD

\ 4

Memunyeanns ¢penonvroeo 2iopoxcuny npu C3 6

cmpykmypi 2i0pomopghony
3HIKY€E aKTUBHICTh

v

Memunyeanns ¢penonvroeo ziopoxcuny npu C3 6

CMPKYMypi OKCUMOPPOHY
3HIKY€ aKTUBHICTh

\ 4

3amina memunvroi epynu npu amomi vimpoceny N17
OKCUMOPOHY HA BUWULL ANKLT
3HIKYE, a B ICIKUX BUTAKAX 3HUIIYE aKTHBHICTh

A 4

3amina memunvnoi epynu npu N17 na nenacuuenuu aikin
abo MemuIyuKkIonponiieHy epyny
[IpuBOANTH 10 aHTAroHiCcTiB MOPQiHY
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3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3ajieKHICTD
AHAJIBIeTHYHOI Jil

NOXiTHMX MOp(iHany

BiJ OynoBu

a

\.

30inbutennsn abo 30eperceHns aKmueHoCmi ]’

N-Memuniosannsimopghinamny
HaiinpocTima crosryka — mopdinan — HeakTuBHa. Moro
N-MeTUIIbHUI aHaJIor Ma€ akTUBHICTH 0,2 M

A\ 4

Beeoenns ciopoxcunvroi epynu 6 nonosxcenns 3 kinoys A
monexynu N-memunmopghinany
[TigBuIIy€e aKTUBHICTH

A\ 4

Cmepeoximiuna 6yoosa
[Togibno npo mnpupoaHoro MopdiHy, aKTHBHUM €
aiBooOepTaroui  IUIOMIMHY — HoJdsipu3anii  MopgiHaHH,
nmpaBooOepTaroul MopdiHaHU 1030aBJIeHI aHAIBI€TUYHOT
AKTUBHOCTI

A 4

3amina memunvHoi epynu 6ins amoma HIMPO2EHy HA
QIKITbHI YU apUibHI 2pYnu
30epirae, a IHKOJIM ITiJIBUIIY€ aKTUBHICTh Ha BIAMIHY BiJl
HOX1THUX MOp(iHY

v

Beeoenns ciopokcunvroi epynu 0o amoma kapoony C14
Bene mo migBuIIEHHS aKTUBHOCTI SIK 1 'y MOp(iHOBHUX
MOX1THUX

A 4

Bnaue xinoys C
VY cTpykTypi MOpdiHAHIB Ha pIiBEHb AaHaJIbIE€THYHOI
aKTUBHOCTI HE3HAYHHI

\ 4
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3ajie:KHICTDH
AHAJIBIeTHYHOI Jil

NOXiAHUX MOp(iHany

BiJ Oy10BH

[[ 3MeHmenHA a00 3MIHA AKMUEHOCHI ]]

Memunosanns 6 nonoowcenns 2 ma 4
Bene 10 HEaKTUBHUX CIIOIYK

\ 4

3amina ciopoxcunvHoi epynu 6 nonrodxcenns 3 Kinvys A
monexkyau N-memunmopghinamny
3MiHIO€  (apmakonoriyHui  mpo¢ias  IpenapariB
(TpOTHKAIILIIEBHIA )

A 4

Memuniosannsa 2iopoxcunvroi epynu npu C3
3MEHIIIy€ aKTUBHICTb

A 4

Beeoenns zamicmo memuny 6insi amoma HimpoceHy
AANIbHO20 YU MEMUNYUKAONPONINTbHO20 3AMICHUKIE
3MiHIO€ (hapMaKOJIOTiYHUM MPOdib aHAIBIETUKY — Y
IIUX CTHOJIYK 3’ SIBJISIETHCSl aHTAarOHICTHYHA JIis JIO OIaTiB

v
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3ajexxkHicTh 0ioJ10oriuHOI il
OCH3MIPAHOBUX JIIKAPCHKUX
PEYOBHH BijJ Oy10BH

)
N —’l Mexanizm 3HUIMHCEHHA MUCKY KPOBL ]
NC OH
CH,
O"~CH; ¥ —
(-)-3S, 4R-eHanTiomep 3HMKCHHST THUCKY KpOBI BiJOYBa€ThCS 3aBISKH
(-)-KpoMakaiiu / peakuii KIITUHU TJIaJeHBKUX M’SI31B CYyJAHH, IO
A\ 2 JOCSITAE€ThCs 30UTBIIEHHSAM BUXOIY MOHIB Kaiio dyepes
MeMOpaHHI KaHaIu [UX KIITHH
o Hassnicms enekmponoaxkyenmopHoi epynu 8 6eH3eH080MY Kilbyi
CyTT€eBO IS IPOSIBJIICHHS BUCOKOT aHTUTINEPTEH3UBHOI aKTUBHOCTI
| Haasnicmov cemoumemunvhoi epynu 6 nipanosomy gpaemenmi (npu C2)

. BBenenns anidarnyHux aMiHiB 3HHKY€E O10aKTUBHICTb.

CyTT€eBO A POSIBICHHS BUCOKOI aHTUTINMEPTEH3UBHOT aKTHBHOCTI

Bapiosanns samicnuxie npu C4

HasiBHicTh mipuitiguHy, 0COOMMBO 2-0OKCOMIPUIIANHY, TPUBOIUTH 10
caMoi aKTUBHOI palieMiuHOi peUOBHHHU

Cmepeoximiuna 6yoosea

BioakTHBHICTD KpOMakalliHy 3a0e3Me4yyeThCsl TOJOBHHUM YHHOM
(-)-3S,4R-enanTioMmepom
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a N
3aj1e:KHICTH 0i010TiYHOI 3I|<1
[ [ 4
AKTHBHOCTI NOXiHHUX o =2<N s R
0apOiTYpOBOi KHCJIOTH BiJ N—
CKJIaay Ta 0y10BH R
R=R'=H
R?=R’ = C,H;
(denobapbiTan
\L J

P 30invwennsn abo 30eperceHHs aKmueHoOCmi

ANKinbHI 3aMICHUKU Y NOJIONHCEHHT 5
30UIbIIEHHS KUIBKOCTI aToMiB KapOoHy 10 5-6 B KapOOHOBOMY
JAHLIOTY 3aMICHHUKIB B TIOJIOKEHHI 5 TPUBOIUTH 1O TOCHIICHHS
¢izionoriyHoi Aii.
3aMiHa 3aMICHHKIB 3 HEPO3TaTyKCHUM JIAHITIOTOM Ha PO3Talry>KeHi
3aMICHUKH IOCHIIIOE JIi10 IIperapary, ajieé OJJHOYACHO CKOPOUYe Jac Aii

3amina 00Ho020 emunbHO20 3aMICHUKA HA (DEHITbHULL Y NOIONCEHHT 5
[IpuBOANTHL MO MOCWJICHHS CHOMIMHOTO €(eKTy 1 OJHOYACHO HaJ/a€e
npemnapaTy NpoTUCTIA3UYHY IO

Hasenicmos Henacuuenux 3amMiCHUKI8, 66€0CHH AMOMIE 2al02eHIE8
Y NONOJICEHHI 5
[ocumrooTh papmMakosIoriuHy aKTUBHICTb

»I 3MeHnuwenna ado 3mina AKMueHoOCmI ]]

ANKinbHi 3aMICHUKU Y NOJIOHCEHHT 5
30UIbIIEHHS aTOMIB KapOOHY JaHIfora Oubiie 5 aToMiB KapOOHY
3MEHIIY€ aKTUBHICTh PEUOBHUHU Ta CTUMYIIIOE CyIOMHU

A 4

3amicnuxu y nonodxcennax 1 ma 3
BBeeHHs ankibHUX 3aMiCHUKIB 3aMICTh aTOMIB TiIPOTeHY 1MiIHIX
rpy1 (1monoxkeHHs 1 Ta 3) 3MEHITy€e TPUBATICTH i1 IpenaparTy Ta CIpusie
1osiB1 30y IKy104Oi Aii.
[Ipu omHOYacHOMY 3aMillIeHHI aTOMIB TIIPOTEHY y 000X aTOMiB
HITPOTEHY 3 SBISETHCS BIACTUBICTh BUKIUKATU CYJIOMHU

A 4

Tiobapbimypamu
Ti06ap0OiTypatu, B IKUX aTOM OKCUTEHY B IOJOKEHHI 2 3aMIIICHUN
Ha aToM Cyib(]ypy, MEHII CTiiKi, HI)X OKCUT'€HOBMICHI aHAJIOTH, TOMY
JIOTh KOPOTKOYACHO

A 4
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3ajiexKHICTD
HEHPOJIeNITUYHOL Ail
NMOXiAHMX (peHOTIa3uHy BiJ

A 4

Hoeoicuna ma poseanyrcents KapOOH08020 NAHYI02A
HasiBHicTh KapOOHOBOTrO JIAHIIOTa 3 TPHOX aTOMIB KapOOHY, KUK
3’€IHy€ aTOM HITPOTe€HYy CHCTeMH (EHOTIa3WuHy 1 aTOM HITPOTEHY
3aMilIeHOT  aMIHOTPYIH (R"). Poszrany:xeHHs ~ OCHOBHOI'O
TPUKApOOHOBOT'O JIAHIIOTA BENE N0 MOSBH B Jii aHTUTICTaMiHHOT
KOMIIOHEHTH

A 4

Hasgnicms enekmpoHoakyenmopHozo 3amicHUKa

AKTUBHICTh TIABUIIYETHCS TIPH 3aMilllCHHI B TOJOXKEHHI 2
(eHOTia3uHOBOT CUCTEMH aTOMa TiJJPOreHy Ha eJIeKTPOHOAKIENTOPHUI
3aMICHUK.

[Topsinok 3poctanns aktuBHOCcTI H <Cl< MeO < Ac < CFs.

EdexTuBHUME HEHPOJIENITUKAMU € TAKOX 1 MOX1/IHI, K1 3aMIIIeH] B
poMy mnosioxkenHi rpynamu —CN, —SMe a6o —SO2NMe;. 3amimieHHs
BCIX IHIIUX TOJOXXKEHb CHUCTEeMH (EHOTIa3MHY 3HIKYE, a B 0aratbox
BUIAJIKAX 3HUIIYE aKTUBHICTh

A 4

3’eonysanvruii KapOOHOBUU NAHYIO2 | AMOM HIMPO2EHy 3amMiueHol
aminozpynu
MoxyTb OyTH CKJIaJOBUMH YaCTUHAMHU T'€TEPOLIMKITY

v

ANKinbHi 3aMiCHUKU aMiHOSpYnU
3amicTh 3aMIlIeHOT MeTHUIaMu a00 €THJIaMH aMIHOTPYIH MOXYTh
OyTM BUKOPUCTAaHI 3aMICHUKM N-METWIINIpa3HuHy 1 OCOOJIUBO
N-(2-rigpokcuernin)minepasud. MoaudikoBani npenapaTad BOJOMIIOThH
M BUILEHOIO AHTUIICUXOTUYHOIO aKTUBHICTIO. Hassnicts
MIMEPUINHOBUX 3aMICHUKIB 3MEHIIYE aHTUIICUXOTUYHY Ta CEIaTHBHY
aKTUBHICTH 1 BEZIe /10 MOSBU aHTHICTIPECUBHOTO e(heKTy

A\ 4

S-oxcuou 6ionogionux npenapamis
Heiiponentnuna akTHBHICTb 30€pIracThCst
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3ajiexKHICTD
HEHPOJIeTITUYHOL Ail

NOXiAHMX (PeHOTIa3uHy BiJ

OynoBM

4 )

6
GND!
3
9
10 ll\lI 2 R
(CH)yN—7
L~—N-R

\ J

Beeoenns amomis canozenie
BBenenns aroma xyiopy B TOJOXKEHHS 3 Bele 10 3pOCTaHHS piBHS

y

aKTHBHOCTI, BBEJICHHS y TeX came mnojokeHHs CFs-rpynu me B
OLTBIIIOMY CTYTICHI MiJICHIIOE €PEeKT

Beeodenns 0o 6iunozo nanyroca 000amKo8020 amoma HimpozeHy
BBenenHs 10 OiYHOro JIaHIOra HEHPONENTUYHO  JIIFOYUX
—| ¢deHOTIa3uHIB JOJAaTKOBOTO aToOMa HITPOTEHY O0COOJIMBO TOJ1, KOJIH BiH
€ CKIIQJIOBOI0 YaCTHHOK N-METWIMINEPa3HHOBOTO LHUKITY, MiIBUIILYE
PIBEHb aKTUBHOCTI

Ayemuntosanns xinyesoi f-ziopoxcuemunvnoi epynu (>N-R', oe
R! = CH:CH:>0H)
[TpuBOIUTH 10 3HAYHOTO 3MEHIIICHHSI IIBUKOCTI BCMOKTYBAHHS, 1110
3a0e3mnevye CTaIICTh IpernapaTy B opraHizMi XBOPOro
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3aj1e:KHICTH
HEHPOJIEeNTHYIHOI il

MOXiITHUX TIOKCAHTEHY Bij

OynoBu

)

5

; 6 & 6 X

s /ZR
9 1 2 N—0o—7
R N /

(CHy)eN<RI L—N—CH

\ I

Jlanyroe 3 mpemuHHOW0 AMiHOSPYNOK
HeoOxigawuii U1t TOSIBU HEHPOJIENTUYHOT aKTUBHOCTI, IPUETHYETHCS
JI0 TIOJIO’KEHHS 9 CUCTEMH TIOKCAaHTEHY 3a JOMOMOTOI0 IMPOCTOro abo
MOJIBITHOTO 3B’SI3KY

y

n-/{iacmepeoizomepis
> 3 JIBOX MOKJIMBHUX 7-J[1aCT€pPEOi3oMepiB caMe Z-i30Mep OuIbII
AKTUBHUM

T'iopysanns noosiiinozo 368 3Ky
3HWKYE, a psiJil BUMAAKIB 3HUILY€E HEHPOJENITUYHY aKTUBHICTD

Beeoenns enexmponecamuHux 3amMiCHUKIG
[lifBUIIEHHIO AKTHUBHOCTI CIIPHUS€ 3aMINICHHS B IIOJOXKEHHI 2
cuctemu enekrtopHeratuBuumu 3amicaukamu  (—Cl, -F, —CF3,
—S0O2NMez, —OMe)

Hoedxcuna kapbonosozo ranyroca
Bucokiil akTUBHOCTI CHIpUsi€ HASBHICTH 3’ €IHYBAJILHOTO JIAHLIIOTA 3
TPHOX aTOMIB KapOOHY

v

3amiwenns aminoepynu
SIK OCHOBHa aMmiHOTpyIla MOXXE BHUKOPHUCTOBYBATHUCS HE TUIBKH

IUMMEeTWIaMiHOTpyna, a W N-merwiminepasus, N-(S-TiZpoKCHUeTH)-
mirnepasuH abo y-MinepuaInHOBUN 3aMICHUK
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3ajiesKHICTD
(dizio0riyHOI AKTUBHOCTI
HEeHPOJICNITUKIB IPynu
6-7-6-TpUUMKJIIB Bia 0y10BH

r N
6 %{ 4 R Hasenicms cemepoyuxiny
7@( =\ 3 IlepcniekTMBHUMU I NOUIYKY HEUPOJIENITHUKIB €
8 X 2R! ||—»| mubemsomoximmi  Tieminy, asemiHy, OKcemiHy,
X=g lg Ny ! [1,4])mazeniny, [l,4]riazeniny Ta [l,4]okcaserniny.
Y=é N AHemoBaHHA O€H3€HOBUX KUIEL 0 3a3HAYECHUX
\_ Y CHCTEM Haifyacrimie Bi0yBaeThcs rpaHsmu b ta

Beoenns amomis xnopy
BBenenns aTromiB XJ10py B MOJIOKEeHHS 2 cucteM nubeHs3[b,f]rieminy
Ta B monoxeHHI § cucremu nuOens[b,e][1,4]aiazeniny mnigBuUIIye
AKTHUBHICTh

A\ 4

Hasenicms ppacmenmyN-memunnipasuny
OCHOBHOIO  CKJIQJIOBOIO UYAaCTHHOIO CTPYKTYpU HEHpOJENTHUKIB
HOBOTO THMY € (parMeHT N-METWINipa3uHy, 3B’SI3aHHM 3 aTOMOM
KapOOHYy CEeMUYICHHOTr0 IMKIy. 3aMiHa N-METWINipa3uHy Ha
N-(y-T1ApOKCHUTIPOTILI )TINepa3uH BeIe A0 30epeKeHHS HEUPOICTTHIHOT
it abo mo 11 miABUILIEHHS

\4

3amiwenns NH-epynuna amomu cyie@ypy abo okcuzeHy
dapmakonoriyHuil  podink mpenapariB He 3MiHIOEThC. Cepen
CTPYKTYPHO HEOOXIJHMX TNpenapaTiB HEHpOJeNTUYHA AaKTUBHICTh
3poctae 1o psay CH2< O <S <NH

A 4

Cmepeoximiuna 6yoosa
vy N-MeTunminepa3uHOBUX HOX1IHUX 10,11-gurigpores-
Oenzo[b,f|Tieniny  HeWpoJeNnTUYHY  aKTUBHICTb  IOB’SI3yIOTH 3
S-xoupirypariero 3amicHuKiB ipu C10

\4

3amina 00Ho20 ben3en08020 Kinbys 6-7-6-mpuyuxnie Ha miogernoge
AKTHUBHICTb 30€pIraeThecs

y

~132~



Posain 4.

3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3aj1e:KHICTH
TPAHKBLII3YI040i Ail

[1,4]-0eH30aia3emiHiB Bij

OynoBH

N
R' =H, R? =Br, Ar = C¢H,CI-2
R! (anazenam
g 11 50 R'=CH;, R?=Cl, Ar=CgHy

3 nmiazenam
—N> R'=H, R?=NO,, Ar = C4H;

6 Ar 4  muirpasemam

/

A 4

Anxinysanus amoma nimpozenyNI
3amMiHa aroma TifporeHy Ours atoma HiTporeHy N1 Ha METHIbHY
Tpyny BeAe [0 TiJBUINEHHA AaKTUBHOCTI. BBemeHHS 00’ eMHHX
QIKUTFHUX 3aMICHHKIB B II€ MTOJIOKEHHSI CYTPOBOIKYETHCS 3HUKEHHSIM
piBHs akTuBHOCTI. [Iprpoaa 3amicHuKIB y atoma HiTporeny N1 BIinBae
Ha MBUJIKICTh MeTa00I113My OeH3/Tia3eiHiIB Ta X TinoduIbHICTE. 3aMiHa
CH3s-rpynu Ha CH2CF3-rpynu BIUIMBa€e Ha TPUBANICTh Jii

A\ 4

3amichuku y nonosscenti 2
3amiHna KapOOHIJIBLHOT TPYIH Y TIOJIOKEHH] 2 Ha TiakapOOHIIBHY a00
METHJICHOBY MPU3BOAMUTH IO HE3HAYHOTO MOCTA0ICHHS aKTHBHOCTI

A\ 4

3amichuxu y nonoscenni 3
dapmaxkosoriyauil mpodias 3-3amimenux 1,2-gurigporen-3H-[1,4]-
OcH30/11a3eMiHIB-2-0HIB SKICHO MOJIOHUI 10 HE3aMIIllEHUX Y IbOMY
nosioxkeHHl. Crionykun 3 OH-rpymoro y mojokeHHI 3 TOKa3yloTh
HEOJIHO3HAYHY AKTHUBHICTh. BBeIeHHs  alKiUIbHOI, AaIMJIOKCH-,
apWIIICHOBOI YW TETEPUJIIZICHOBOI TPyN Yy IOJOKEHHI 3 Beme 10
3MEHIICHHS aKTUBHOCTI MTOPIBHSAHO 3 HE3aMIILIEHOIO CIIOTYKOIO

\4

3amichuku y nonoscenHi 5
Jns mposiBy BUCOKOTO piBHS akTUBHOCTI [1,4]-0eH30/ia3emniHiB
HeoOXiHa HasBHICTH mpu atoMi C5 OEH3EHOBOTO sipa 3 aTOMOM
raJIorTeHy B Opmo-NOJOXKEHHl. Mema- Ta napa-nojoXKEHHS MEHII
AKTHBHI.
BBeneHHss B 11e MOJIOKEHHSI 3aMICHHMKIB TETEPOIMKIIB (2-Ti€H1,
3-inponin, 2-nipuaui) 3MiHIO€ poditb hapMaKoIoTiyHOI Aii

~133~




Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

3aj1exxHICTD
TPAHKBLII3YI040i Jil

[1,4]-0en30aia3emnmiHiB Bij

OynoBu

V4 N
4 R'=H, R*=Br, Ar = C{H,CI-2 )
R! (anasenam
| 5,0 R'=CHj;, R>= Cl, Ar = C4H;
3 miazemam
—N/ R'=H,R*=NO,, Ar=C¢H;
4 HiTpasenam

\ J

3amicHuku y nonodxcenHi 7
EnexTpoHoakuenTopHi 3aMiCHUKHU (aTOM rajoreny abo HIiTporpyra)
y TOJNOXEHHI 7 BeAyTh /O TMiJIBUIICHHS AaKTHUBHOCTI, a
€JIEKTPOHOJIOHOPHI — JI0 3HM)KEHHS. BBEIEHHs IMX K€ 3aMICHUKIB B
1HIIII TIOJIOKEHHS 3HUKY€E aKTUBHICTh

1
AN

OKucheHHs y non0dcenHi 4
Oxucuenns 1,2-gurigporen-3H-[1,4]-06en3oaia3eniHiB-2-0HiB 10
N-4-oxcuniB HeOakaHe. AKTHUBHICTb, SIK IPABHUIIO, 3HUKYETHCS

Aneniosanns eemepoyuKIivHUX cucmem

AHeNIOBaHHS TeTePOIMKIIUHUX cucTeM J0 [1,4]-6eH3o/ia3emniniB 3a
3B’ s13k0M N 1-C2 migBuiye aktuBHICTB. [ToXimHi, ogepkani 700y 0BOIO
kB 3a 38 sa3kamu C2-C3 ta C3-N4 HeakTHUBHI.

MoxuBe — aHemoBaHHS 32 3B’s3koM  N4-C5  cucremnu
HINepUAMHOBOIO IMKIIy 3 BKJIIOYEHHSM Y LMKIIYHY CHUCTEMY IpaHi
¢dbenuTpHOTO 3amicHuKa mpu CS.

OnTuMalbHUM ~ BapiaHTOM IS BUSBICHHS  aKTUBHOCTI €

v

opmo-beHUTbHUI 3aMiCHUK, TIPUETHAHMNA 10 TpaHi y [ 1,4]-mia3eniny

Tloositinuii 36 ’a30x npu N4-C5
OcHoBHHUI (paKTOp 7151 BUSBJICHHS] TPAHKBLII3YI0U01 aKTUBHOCTI
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3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

3aj1esKHICTD
(}i3i0/10TiYHOI AKTHUBHOCTI
TUMOJIENITUKIBIPYITH
6-7-6-TpuMKJIiB BiJ 0y10BH

/7 N\
4 R N
Y-
985
7 X@Rl
X=C,S, 0,NR
Y=CN
\ U

A 4

Beeoenns ecemepoyuxniunoi cucmemu
BBenenns y neHTpagbHe CEMIWICHHE KUTbIE TPUIMKIIYHOI CUCTEMH
rerepoaToma, sIK MpaBHJIO, JEIIO IiJIBUIILYE AaKTHUBHICTH CIONYK 0e3
3MIHU OCHOBHOTO MPOQLITIO il

v

3amina cemudieHH020 Kibys
3aMiHa CEeMIWIEHHOTO KUTbLA Y LEHTPaJIbHIN YacTUHI reTepOLUKITY
Ha IIEeCTH- a00 I'ITUYICHHE BEJE, SIK IPABUIIO, 10 IESIKOTO 3HM)KEHHS
AKTUBHOCTI

v

Hassnicmv aminoepynu
Ha xiHII TPUMETUJICHOBOTO JIAHIIOTA, SKUW TPHETHAHUH 10
LEHTPAJIBHOI'O CEMIWIEHHOIO LIUKITY, MOX€E 3HaXOAUTUCS TPETUHHA a00
BTOPUHHA aMIiHOTPyNH. AKTHBHICTh MpenapariB MHpU  LbOMY
3MIHIOETHCS

Joeorcuna anxinenoi epynu
Sk npaBuiI0, GBI AKTUBHI CIIONTYKH 3 JIHIHHUM aMiHOAJIKUTBHUM
JAHIFOTOM, y SIKUX aMIHOTPYIa CIIOJIy4YeHa 3 CEMIWICHHUM LUKIOM
TphOMa METHJICHOBUMH TPyIIaMU, CTIOIYKH 3 IBOMA 1 OUTBIII HIXK TphOMa
METWJICHOBUMHU TPYIIaMU, MEHIII aKTHUBHI

v

Hasenicms no0sitino2o 36 3Ky
[TIpodine  dapmakosnoriyHoi  1ii  HE 3MIHIOETBCS, SKIIO B
TPUMETHJICHOBIN JIAHIFOT BBECTH JIMIIEC TOJBIMHUM YU CYKYITHICTh
HOJBIHOTO 3B’53Ky 3 KapOOHIJIBHOIO TPYIIO0

A\ 4

3amina aminoepynu Ha ninepasuHoBUticemepoOYuK.
3aMiHa OCHOBHOI aMiHOTPYNH Ha 3aJIMIIOKN-METHIIINEpa3uHy abo
N-f-oxcuetuniinepasuHy BeAe A0 3aMiHM  (apMaKoJIOTIYHOTO
npOodITIO: 3HUIYE€THCS TUMOJENTHYHA Jisl, 3pOCTa€ HEHPOIeITUIHA
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3ajiesKHiCTD
(}i3ioI0TiYHOI AKTHBHOCTI
TUMOJICNITUKIB IPyNH
6-7-6-TpULIUKJIIB BiJ O0y10BH

W/ N
4 0 )
405
7 X@Rl
X=C,S,0,NR
Y=CN
\ J

Oxucnenns aminozpynu
> [lepexin Big TPETUHHOI aMiHOTPYIH 10 BiAMOBIAHUX N-OKCUIIB HE

3MiHIO€ PiBHS aKTUBHOCTI

36’30k C10-C11
Moxe OyTtu monBiiiHMM abo OyTH CKJIaJ0BOI0 YacCTHHOIO

v

aHEIIbOBAHOTO TPUWICHHOTO ITUKITy 0e3 BTpaTh mpodito

3amina benzeno6020 Kinbys
3aMiHa OAHOTO 3 OCH3CHOBUX KiJiellb TPUIMKIIYHOI CHCTEMH Ha

TETEPOIMKII BEJIe JI0 TMOCIa0JIeHHS TUMOJENTHYHOI 1ii a00 710 3MIHU
dapmakosoriyaoro npodinto. Skmo 3amMiHUTH 00uABa OEH3EHOBUX
KUIBIISI HA TETEPOIMKIIN aKTUBHICTh BTPAYA€THCS

A\ 4

Beeoenns memunenosoco JaHyrozca

A 4

BxitoueHHs METWJIEHOBOTO JIaHLIOra J0 CKJIaay aHeJIbOBaHOTO
[UKJTY BeJle 10 TIEBHOTO 3HIKEHHS TUMOJIENTHYHOT aKTUBHOCTI

Cmepeoximiuna 6yoosea
HasBHICTb THUMOJENTUYHOI AaKTUBHOCTI Yy 6-7-6-TpULUKIIB —
pE3yJIbTaT MOSIBY MIEBHOTO KyTa CKJIAAYaCcTOCTI MK IUTOLITMHAMH, B IKHUX
po3TamioBaHi 0€H3eHOBI KibIls. SKII0 11e# KyT HabmmkyeThest 10 180°,

v

o0uBa OEH3EHOBHMX KUIbLIA PO3TAIIOBAaHI B OJHIN IUIOMIMHI, TO Yy
dapmakosorivHoMy Tpodisli TepeBakae HEHPOJICNTHYHUHA e(eKT.
3MEHIICHHS BEIWYMHU IIbOTO KyTa, TMPHU3BOAWUTH JIO TIOSBH
TUMOJIETITUYHOTO e(heKTy

~136~



Posain 4. 3aAEXHICTb BIOAOTIYHOT Ail AIKOPCbKMX MPENApPATIB Bia CKAQAY TQ 6YAOBU

IMoxinui OINUKIIYHUX
TePIEHOIAIB

Kamgopa ]]
A\ 4
Br
0 N
CH; CHj

kamdopa Opomkamdopa
BBenenns atoma OpoMy B o-TIOJIOKEHHS [0 KETOTPYHH PIi3KO 3MIHIOE
(bapMakoIOTiYHy KapTHHY.

3aj1e:KHICTh AKTHBHOCTI
aHTHOIOTHKIB

TETPANMKJIIHOBOTO PAIY

Bi OVI0BH

a-Cmepeoopienmayis oumemunaminoepynu y C4
OO6ymoBiroe  aHTHOAKTEpialibHI BIAacTUBOCTI. 4-Emiterparnukiiin,
SKHI YTBOPIOETHCS B pe3yJIbTaTi emiMepH3allii 3a paxyHOK MEpexoay B
€HOJIbHY (hOpPMY Y KUCIIOMY CEepPEOBHII, HEAKTUBHUM

Heciopamayiss OH-epynu 'y C6
Terpauukninosi noxiaxi, mo mictars OH-rpyny y C6 atoma, jerko
JET1APaTyIOThCA Y CIAa00KHCIOMY CEPEIOBHUII, MEPETBOPIOIOYUCH Y
HEaKTHBHI aHTUT1IponoxiaHi. L{pomy cnpusie mpawc-
aHTUTIEPUIUIAHAPHA OPIEHTAIIIS CYCIIHBOTO aTOMa T1APOTeHY
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IpoTuBipycHi 3acodu

3anexcHicms AKMUGHOCHI NPOMUBIPYCHUX 3AC00i6
(nykneo3uoie) (aumu-BI9 npenapamu) 6io cknady i

oyooeu
v
v
H. icmo H, N3, F
Hasenicmo 5-OH-epynu ZZ?ZZZ;CHZZHZ- 3';60 ¢
NOOBIUHO20 36 A3K) &
v 0e30KCUpubO3HOMY
Beeoenns amoma ¢pacmenmi
@nyopy y nypunoguti abo
NIPUMIOUHOBULL v :
@pazmenm, 6 moii dice Hasenicme
uac, Has6HICMb Yb0O20 cemepoamoma,
3amMicHuKa npueodUms 20108HUM YUHOM AMoMa
00 3POCMaHHs cynodypy, ¢
MOKCUYHOCMI pypanosomy Kinvyi
v v v v
O
H3C N NH,
| A Q
HO N0 [ i
KO?II HO N0
o
X
X=H,N;,F | i|/_\4 }
I\de NH,
Y <§f§
HO N0 HO o N
O
S
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bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

npenapamu
(mpu3HayaTh
IIpH ceplieBiit

HEJIOCTAaTHOCTI)

/Kap()iomouilmi\

JIKAPCHKI 3ac00uU
ma iHuii

A

Biogoriuna aig Ta MexaHi3zMm ail
JIKApChKUX 3aC00IB, AKI
BILIMBAKOTH HA (PYHKIiI0

CcepIeBO-CVIMHHOI CHCTEMH

/Aﬂmuaﬁeilmﬂbﬂi
JIKapcyKi 3acodu
(mpu3HaYarOTh
IUISL JTIKYBaHHS
1meMivyHo1
XBOPOOU cepiist)

A

-

Ilpomuapummiu
HI IKApCHKi
3acobu
(HOpMai3yIOTh
PUTM CepIIs)

)

/

Ilpenapamu, aki eniusaroms Ha
cepueso-cyOuHHy cucmemy

A 4

A\ 4

-

L'inoninioemiuni
JIKapcyKi 3acodu
(3HIKYIOTH BMICT

aTepOTeHHUIX
JIONPOTETHIB)

o

~

(4
JIKapcyKi 3acodu
(TpU3HAYAIOTH IS
JKyBaHHS
apTepiaibHOT

/

rinepTensii)

o

HMuUcIinepmeH3uBHI

]

Jlikapcoki 3acoou, uio pezyniowms
Kp08000i2 2011061020 MO3KY
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KapaioToniuHi jikapcbki
3aco0m

7
Jlikapcoki 3acobu TMACUITIOITh CKOPOTJIMBY aKTHUBHICTh MiOKapna i

YCYBaIOTh SIBUIIIA CEPIIEBOT HEJIOCTATHOCTI
\.

. : = CrepoinHi (cepueBi MNIKO3UIH

> Jlikapcoki 3acobu poii (cepu )
npamoi oii _
Hectepoinni (nodamin, 1o0yTamin)

- Jlikapcoxi 3acobu _ [aribitopu  AIl®  (xamrompu,

Henpamoi il €HAJIONPUJI, JTI3UHONPUIL, TEPUHOTIPUIL,

paminpui, GO3UHONPHII, KBIHATIPHIT)
Hiypetuku (rigpoxyopTiazui,

A 4

dbypoceMi, CrlipOHOJIAKTOH))

S-Annpenobnokaropu  (METOIPOJIOITY
CYKIIMHAT, O1COTPOII0J1, HEO1BOJION)

\ 4

0, f-AHnpeHobaokaTopu (KapBeIUI0I)

> [Tepudepuuni BazoaunaTaTopu > AptepianbHi
(anpecun)
A 4 A 4
Beno3ni AprtepianbHi Ta BEHO3HI
(opraniyHi HITpaTH) (HaTpirO HITPONPYCHT)

> bnokxaTopu perenTopinB
aHrioTeH3uny-I1 (;to3apTaH,
BajicapTaH, KaH/1eCapTaH)

AHTarosictu KaJIBLIIO
(amyonutiH, eIOAUITIH)
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AHTHAHTIHAJbHI
JIKAPCHKi 3ac00H

Jlikapcoki 3aco6u TOMIMIIYIOTh TOCTa4aHHS MiOoKap/ia KpoB'I0 Ta
KHCHEM, 3MEHIIYIOTh MOTPedy HOT0 B KHCHI, a TAKOXK PEryIIOITh 00MiH
DEYOBHH V KapaioMioLUTax

Opraniuni HiTpaTu (HITPOTJIIIEPHH,

Jlikapcoki 3acodu, uwjo CyCTak, HITPOHT, 130copOiny AUHITpaT,

3HUICYIOMb NOMpeoy 130cop0iTy MOHOHITpAT Ta 1H.)
MioKapoa y KUCHI Ul
ROJINULYIOMb U020
KPOBONOCMAYAHHSA

A\ 4

A 4

A\ 4

[Ipenapatu pi3HUX XIMIYHHUX TPYII
(amioapoH, MOJICHIOMIH Ta iH.)

A 4

brokaTopu KanbIlieBHX KaHaJIiB a00 aHTArOHICTH KaJIbIIIIO
(uidenumnin, Bepamnamis, alejJoUMIiH Ta iH.)

Jikapcoxi 3acobdu, wo p-Anpenobnoxarops  (aHAmpuUIIiH,
3HUIICYIOMb nompe6y ATCHOJIOJI, MCTOIIPOJIOI, TAIIHIION Ta

MioKapoa 8 KUCHI 1H.)

A\ 4

A 4

A 4

bpanukapautuyni 3acobu (iBabpauH)

BinueBopo3muproBaibHi 3acoou
Jlikapcoki 3acobu, saKi MioTponHOi 1ii (mamaBepuHy TiApo-
nIOBUWYIOMb »| XJI0puU I, JpoTaBeprH (HO-IIIMA) Ta iH.)
»  nocmauanna mioxapoa
KUCHeM

AnTHarperantd (KHUCJIOTa AalleTHII-
CaIIIIIOBA, TUITIPHUIAMOJT Ta 1H.)

A 4

A 4

3aco0u peduekTopHOi i, 110 YCyBarOTh CIa3M BIHLIEBUX
aprepiit (Basiomn)
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AHTHAHTIHAJIBHI
JIKapchKi 3aco0un

EneprozabesneuyBasibHi 3aco0u (TpUMETa3uIMH, HEOTOH,
MUJIIPOHAT, KUCJIOTA TII0TaMIHOBA Ta 1H.)
A

Enexrponakuenropu (pubogrnasi,
KHCJIOTa TJyTaMiHOBA Ta iH.)

A\ 4

3acobu, wo
RIOBUWYIOMb CMIUKICIb
Miokapoa 00 2inokcii
ma iwemii

A 4

AHTHOKCHJIAHTH (TioTpmazoiH,
TOKOEepoTy  ameraT,  KBEpIETHH,
ecceHIriaje Ta iH.)

A\ 4

A 4

AHabomiyai 3acobm: crepoigHi (peraboiiin, HepoOo);
HECTepOiiHi (KaJito opoTar, puOOKCHUH Ta iH.)
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Jlikapcbki 3aco0u, ki
3HUKYHOTH OTPe0y MioKapaa B
KHUCHI ¥ MOJINIIYKTH HOTO0
KPOBONOCTAYAHHA

[ Opzaniuni nimpamu ]

Y

Ilpenapamu Himpoeniyepun Himpamu mpusanoi
HImMpo2niyepury (eniyepuny nimpam,) oii’
no0081ceHol Oil (EHz—ClH— (I:HZ (I)N02

HITPOIJILEPUH ONO, CI:HZ ONO,
ONO,
CpUHIT

A 4

Mexanizm 0ii Himposazoounamamopie

Hitporninepun mBUAKO 1 TOBHICTIO aACOPOYEThCS 3 TMOBEPXHI CIM30BUX
000JIOHOK 1 Yepe3 MIKipy.

Mexanizm nii 3yMOBJIEHMI B3a€MOZIE€I0 13 CYIbQTiAPWIBHUMU TpPyHaMH
SHJIOTEHHHUX HITPAaTHUX PEIENTOpiB, YTBOPEHHSIM HITPO30TIONIB, 1[0 BUBUIBHIIOTH
cnnoyatky NOz, skuii nepetBoproeTbest Ha NO. OcTaHHIM aKTUBY€E I'yaHUIATIHKIIA3Y,
nakonuuye UIM®, 3menmye Bwmict Ca’', MoxmuBuil (epMEHTATHBHHN IIUIAX
yrBopeHHs: NO. BHacmi1ok 11bOro CTUMYJIIOEThCS T'yaHIIaT3aleKHAIPOTEIHKIHA3A,
mo Beae A0 3MiH (QochOoprtoBaHHS NPOTEIHIB Y KIITHHAX TIAJICHBKUX M SI3iB,
nepochopuiitoBaHHsT  JIETKMX ~ JIAHIIOXKKIB ~ MIO3MHY ~ Ta  TOHWKCHHS
KOHTPaKTHJIBHOCTI. Hitporninepun TaK0X CTUMYJIIOE YTBOPEHHS
CYJIMHOPO3IIMPIOBAILHUX ~MPOCTALMKIIIHIB Yy CTiHII cyAauH. HiTpormiuepun
PehICKTOPHO CTUMYITIOE BUAUICHHS KaTEXOJIAMIiHIB, SIKi MiJABHUINYIOTh aKTUBHICTH
IMHC, mo cnpusie 301IbIIEHHIO TOTOKY FaJIbMIBHUX IMITYJIBCIB 1O CYAMHOPYXOBOI'O
neHTpy (xnodeninonoaioHmit MexaHizM). HiTpormineprH 3HMKY€E TOHYC MEPEBAXKHO
BEHO3HUX CyJHMH MiOKap/ia, MO3KY, BHYTPIIIHIX OpraHiB, CITKiBKH, OPOHXIB, TOIIO, &
TaKOX TOHYC CUCTeMHUX apTepiil. [Ipemapar 3HIKy€ apTepiaibHII THCK, PO3IIUPIOE
BIHLIEBI Cy/JMHH, @ TAKOXX 3MEHILY€ Micisd- 1 MepeJHaBaHTa)XeHHs Ha cepue. [Ipu
IOMY 3MEHIIYEThCS 00’ €M mupKymorodoi kposi (OLIK), kiHleBHiA miacTONIYHUI
TUCK, TOJIMIIYEThCA KPOBOMOCTAYaHHS CYOCHIOKapAiHAIbHUX IIapiB MioKap.a,
3MEHIIY€ThCs po0O0Ta cepIls 1 MoTpeda Horo B KMUCHI, HOPMAJI3yeThCst OOMiH PEUOBUH
(ocoOnuBO eHepreTWuHMii) y Miokapai Ta cyauHax. llpemapar poscnabumroe
IJIICHBKI M’ SI3U BHYTPIITHIX OpraHiB Ta OpOHXIB
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JlikapcbKi 3aco0u, AKi
3HUKYHTH OTPe0y MiOKapaa B
KHUCHI ¥ MOJIINIIYKTh HOTO0
KPOBONOCTAYAHHSA

Opzaniuni nimpamu

Y

Mexanizm 0ii Himpoeazodinamamopie

Y \

Mouncunomin I30copOiny nuHiTpar
[30copbimy MoHOHITpAT
R-NO,
SIN-1 2G-SH G-SS-G
SIN-1A > NO—<= H-NO,
BiFleTHi({TB TOH.epaHTHOCTi, PO3BHUTOK TOJIEPAHTHOCTI
OCKUIbKH 14 HE Blﬂ6yBa€TbCﬂ BHaCJ‘ILHOK He(bIHHTy
gepe3 SH-rpynu uucreiiy
I'yaninatiuknasa
I'T® ul'TO

Y

e . + . .
3HIKEHHS KOHIIEHTpaIlii HOHIB Ca’ y LIUTOTJIa3Mi M'SI30BUX KITITUH

Y

Po3cnabneHns rinaieHbKUX M'SI31B CYIUH, 3HIKEHSI apTepPiabHOTO TUCKY,
3MEHIIIEHHS 000

A 4

HitpoecTtepu — mposiku, JIETKO TIEPETBOPIOIOTHCS B OPTaHi3Mi B HITpAT-10HH, SKi
BiJTHOBJIIOIOTHCS B OpraHi3Mi reMorsio0iHoM KpoBi Ta (epyMBMICHUMHU (epMEHTaMU
B HiTporeH(I) okcua (NO):

HiTporminepus — NO;

NO;+3Fe*" +4H" —> NO + 3Fe*" + 2H,0

NO BHUKOHYE JIIKYBaJIBHY 1110, PO3CIA0JIAI0UH TTIaeHBKI M 31 CYA1H, 3HIKYIOUN
KPOB’sSIHUI TUCK Ta 3HIMAIOYH ilIeMiuHi 0011 ceprs.

NO BuUKOHy€ B OprasizMi poJib HEMpoMeIiaTopy, PO3BHMBAE IMYHHI peakilii Ta
pUiMae y4acTb y CUCTEMI JOBrOTPUBAJIOL aM ATl

~144~



Posain 5.
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Tloxioni
Geninanxkinaminy
(6epanamin)

A

Knacudikaunis
AHTATOHICTIB HOHIB KAJLIiIO0

Tloxioni
oueioponipuouny(AI'TI)

(Higheounin, amnoouniu)

A

Knacughikayin
3a XIMIYHOI0 0V006010

A 4

\ 4

Geninankinaminy)

BIOKPUMUX KANbYIEBUX
Kananie cepyst (NOXioui

Tloxioni Tloxioni
benzmiazeniny ougheHinanKinaminy
(Ounmiaszem) (yunapuszum)
broxamopu broxamopu

IHAKIMUBHUX KATbUIEBUX
KaHanie 2nadeHbKux
Mm’a3ie (moxioni J{I'TI)

A

A

7

\.

Knacugpikayia
3A71€HCHO 610 NEPeBaANCHOZ0 GNIIUBY
AHMA2OHICMIB KAIbUIIO HA KAbUIEBL
Kananu cepys ma 2n1a0eHbKux m’a3ie
apmepiii

\

J

A

y

broxamopu kanvyiesux
Kananie

0box noxanizayii
(noxioui benzomiazeniny)
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-

-

Bucoxocneyugiuni
AaHmMa2oHiCMU Kaabyito,
WO NPUSHIYYIOMDb

MPAHCMEMOPAHHUTI NOMIK

Kanvyito (8epanamii,
HigheOuniun, ounmiazem)

A

/

Kaacudikauis
AHTArOHICTIB MOHIB KAJLIIIO

-

Menw cneyughiuni
aHMA2oHICMU KAbYII0, SAKI
O10KYIOMb HAMpiesi ma
Kanvyiesi Kanaau i 0esKoio
MipoI0 — HAOXO0O0JCEHHS MACHIIO
K yepesz MemMopanu (YuHapu3uu)

\

/

4

A

Knacughikauia
3a cneyugiunicmio 0ii (cmynenem
NPUZHIYEHHS NOBITbHO2Z0 NOMOKY

uonie Ca

2+)

\

y

Hecneyughiuni anmazconicmu kanvyiio
— AHMA20HI3M I3 KAIbYIEM € NOOTYHUM
eghexkmom (amiodapon)

Ilepwiozo nokoninus
(6epanamin, Higheounin,
ounmiaszem)

/Jlpy2020 nokoninna — npenapamu 3 NOSIIbHUM
BUBLIbHEHHAM OTI0Y0I peuoBUHU 3 TIKAPCHKOL

@opmu (Bepanamin-Sgr,

Hipeaumnin de-perapy Ta iH.)

A

Knacughikauia
3a/1eMHCHO 6I0 emany 6npPoBaAOHCEHHA
6 MeOUYHY NPAKMUKY

A

y

Tpemvoco nokoninHA —

npenapamu HOBOI XiMIUHOI
CmMpyKmypu (amMnioOuniH,
Genoounin)
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bJjokaropu KaJbHi€BUX KaHAJIB
(AaHTAroOHiCTH MOHIB KAJIbIIiI0)

‘[ Mexanizm 0ii

A 4

brokyroTh  KanbIlleBUA ~ TpaHCMEMOpaHHMW ~ WOHHUHA  TOTIK Y
MOTEHIIaN3aJIe)KHUX  TOBUIBHUX  KalbI[I€EBUX KaHamax L-Tumy, TOOTO
3MEHIIYIOTh HAJIXOJPKEHHS JO KIITHHH HWOHIB Ca?'. TloreHmian3anexHi
KaJbI1€BI KaHAIHM BIJKPUBAIOTHCS MPHU JEMNONSpHU3aIlii KIITHHHOI MEeMOpaHH,
BOHM pO3TAIlIOBaHI B KapAIOMIIMTaX, aHTiOMinUTaxX (KIITHHAX TIaAeHbKUX
M’5131B) PE3UCTHBHHUX CYIUH. BOHUW CKiIamgaroThes 3 ai, a2, f 1 y-CyOOIUHUIIb.
Came a/ € TOTEHL1aTYyTIMBUM CEHCOPOM, SIKHM OJIOKYIOTH JIiKapCchki 3aco0u

A 4

Mexani3m [iii OB’ s3aHMI B MepIIy 4epry 3 OJI0Kaaor0 mpanc-MeMOpaHHOTO
MOTOKY TMOBUIPHUX KaJlbLi€BUX KaHATIB L-TUMy (3MIHIOIOTH MiKpPOB’SI3KICTh
JmimigHOrO Imapy MemOpaHu Ta 11 KoHQoOpMmaliio, a TakoX TajlbMyHOTh
BUBUIBHEHHS KaJBI[II0 3 CHIOIUIa3MAaTUYHOI CITKM MiokapmionuTiB). [loximHi
(eninankinaminy Ta Gensoriaseniny 6J0KyOTh HamxomkenHs Ca’' B KIiThHY
neiicMelikepa, akTUBHICTD €KTOMIYHUX BOTHHMII Y MIOKapAi Ta 3BOPOTHIN BUXiJ
Ca’" yepe3 MOBiNbHI KaHAIU. 3aBIAAKHM 1IbOMY BOHM IIPHTHIYYIOTH 3[aTHiCTb
KaJIbIII0 3MEHIITYBATH aKTUBHICTh BHYTPUIIHBOKIITUHHUX AT®-a3; npu imemii,
HEKpo3i Miokapia 3amobiraloTh HeGaxkaHomy HakomuueHHo Ca’’ y
MITOXOHAPISX, PO3BUTKY apTepiasibHOTO KAIBLIHWHO3Y (aTepOCKIepO3y) i BTpaTh
Makpoepriunux ¢ocdaris

\ 4

Jliama3oH A1l aHTaroHICTIB KaJbI[il0 3HAYHO IIUPIINH, HIXK TUTBKA OJI0Kaaa
KaJbIiEBUX KaHATIB: Oe3rocepenHiil BIUIMB Ha KaJlbMOYJIH, MPUTHIYCHHS
akTUBHOCTI ochoaiecTepasu, BUBLIIbHEHHS KaJbIIiI0 3 BHY TPIITHHOKIITHHHUX
nerno Ta arperanii TpomOommtiB. [Ipemapatu 3HWKYIOTH TOHYC TJIaJI€HBKUX
M’S31B  CTIHKM CYJIWH, Y TOMY 4YHCIi BIHIIEBUX, YyCYBalOTh CIIOHTaHHI
CKOpOUYEHHsSI Ta Cla3M CyAWH 1 MalTh NPOTHATEPOCKICPOTHUHY IifO.
[IpemapaTy 3MEHIIYIOTh 30Y/DKEHHS 1 CKOPOTIMBICTh MioKap/a 1 moTpedy Horo
B KHCHI, TPHUTHIYYIOTh aBTOMATHU3M CHHYCOBOIIEPEICEPIICBOrO By3jIa Ta
nepeICepeIHbOIITYHOYKOBE TPOBEACHHS. BOHM CHIPHAIOTH OIIAAIHMBOMY
PO3MOMITY KHUCHIO Ta KapIiONPOTEKTOPHIM aii y BHMagkax CTEHOKapil 3
BUPQXEHUM CHACTHYHHM KOMIIOHEHTOM, 3alo0iraroTb PO3BUTKOBI HEKPO3Y
MioKapa
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1,4-AirixponipuavuHu

Mexanizm oii ]]
v

Mexanism Oioxii JI'TI rpyHTyeThCcs Ha TEpeKpUMBaHHI KaHAIIB KIITUHHOI
MeMOpaHH, 4epe3 sKi 3 CepeIoBHUINa, 10 OTOUY€E KIITUHY (JIe KOHIEHTpallis HOHIB
Ca®" 3-107 monp), BcepeuHy KIiTHHHU (f1e KoHIeHTpalis ionis Ca*" 1-107 monb)
NOCTYNAIOTh HOHM KalbIilo, sKI BHKJIMKAIOTH Pi3HI Olopeakiii, y TOMy 4YuCIi
CKOPOUYCHHS TJIAJICHBKUX M’si31B ccyauH. HopmanbHuii 3BOpPOTHHN CTIK (BIATIK)
BIZIMpaIbOBAaHUX HMOHIB KaJbllil0 MPOTHU TpaJi€HTa KOHIEHTpaulild 3a0e3nedyeTbes
dbepmenTom kanbiii-ATdaz30ii (KaabIli€eBUM HACOCOM, SIKUH BUKOPHCTOBYE €HEPIitO
ATO®, mo oxepxkyeThcs 3a peakmiero Enz + AT® —Enz-® + AJI® + E). Ilpu
NOPYIICHHSAX iXHBOTO 3BOPOTHOTO TPAHCHOPTY 3 KIITHHH ab0 TpU JyXKe
IHTGHCUBHOMY 1X TOTpAIUIAHHI BCEpEAMHY KIITHHM BUHHKA€ TilEPTOHI,
30UTBITY€E€ThCSI HABAHTAXKEHHS HA CEPLIEBHI M3, 1[0 MOXKE MPUBECTH 10 1H(APKTY
miokapaa. JI'TI B3aemomitors 31 cBoiMu penentopamu ([AI'TI-penentopn), ski
po3TamioBaHi OIS KaJbI[l€EBUX KaHAIIB 1 OJIOKylOTh ocTaHHi. lle mpuBOauTH 10
pi3KOro 3MeHINEHHs NoTpamisHHs ionis Ca?’ y KImiTMHy, i TaKdM YHHOM, [0
po3ciabiieHHs M’ s131B KPOBOHOCHUX CYIMH, 3HIKCHHSI TUCKY Ta TIOJICTIIICHHIO pOOOTH
cepls MpH imeMiuHoi XBopoOi Ta iHpapKTax

v
JIP II'TI
AT TI- penenrop
KniTirma
Membpana
Ca(II) 2l > Kmimima

Ca(ll) == zamycy Kackana pearwist, A
EMEIIHMEAIOTE CHOPOYEHHS TIaTeHBENY
M 23E CYIMH

Ca-ATdaza
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Ipenapatu pizHUX
XiMIYHHMX TPyl

Moncuoomin
(cuonogpapm)

4 M N
(\O
ﬁ/N\)
H3C/C\Ho2/ \N—L/:)ﬁ
MOJICUIOMIH

\_ %

A 4

Mexanizm 06io0ii

MorncuioMiH BUSIBISIE aHTHAHTIHAIBHUN e(eKT, MeXaHi3M SKOTO
MoAiOHWI 10 MexaHI3My il HITPOTJILEpUHY, aje I0 MOJICHIOMIHY HE
PO3BHBAETHCS TOJIEPAHTHICTD, OCKUJIBKU JUIS peaji3allii aHTHAHT1HAJIBLHOTO
edexty He morpiOHa B3aemois 3 SH-rpymamm OinkiB. B opranismi BiH
MOCTYMOBO MEpPeTBOPIOEThCS HAa NO, 10 1 3yMOBIIOE aHTHAHTIHAIBHUN
edexT. 3MeHIIye HaBaHTAKEHHS Ha ceplie nepudepiiHOro BEHO3HOTO Ta
apTepiaJbHOTO OIMOPY CYAWH, MIACTOJIYHOTO THUCKY Yy JIIBOMY IUIYHOUKY,
HaBaHT)KCHHS Ha CTIHKH MioKapza. BHACTIOK IIbOTO 3HIKYETHCS MOTpeda
y kucHi. [lapanenbHO MOJICHIOMIH MiJIBUIY€ BIHIIEBHH KOJIaTepaTbHUN
KpOBOOOII, YWHUTh AaHTUAHTIHAJLHUWA BIUIMB, 3MCHIIYE arperarito
TPOMOOIMTIB 1 MiABUIIYE TOJIEPAHTHICTH O (PI3UYHUX HABAHTAKEHB
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JlikapcbKi 3aco0u, 110
3HUKYIOTH MOTPe0y
MiOKapaa B KHCHI

f-Adpenoonokamopu

A 4

AHTHaHTIHANIbHA [ [-aJpeHOOJIOKATOPIB JIOCSATAETHCS  3aBASKU
YCYHEHHIO CHMITaTO-aH/IPEHAJIOBUX BIUIMBIB HA MiOKapl, II0 3yMOBIIIOE
3MEHILEHHS! po0OTH ceplsl (3HMKEHHS CHJIM M 4acCTOTH CKOPOYEHB). [3-
AnpeHoOIIOKaTOpH 3aBISKM HEraTUBHIM IHOTPOIHIN 1ii CHpUAIOTH
3MEHILICHHIO MOTpeOn Miokapaa B KHCHI. [lo3uTHBHE 3HAueHHS Mae
OpaauKkapis, SIKy BUKJIMKAIOTh JIESKI MIpernapaTy i€l Tpymnu

A 4

[-Anopenobroxamopu

BrokyoTh f-anpeHoperontopu

S

VY CcyBarOTh TileppeaKTHBHICTH [TonepemxaroTh
CHMIITOHIB aJpeHEPriYHOl CHCTEMH  BHHUKHEHHS CTPECY

3HIKYIOTh 3anobirarTh
CynuHu — TmicisiHaBaHTaXKEHHS, TaxXikapAll, -e—— Cepie
3aTPUMKY PiJHHH PEMO/ICTIOBaHHIO
Honinuryrots VYcyBaroth AHTHaHTiHATEHA 3HUXKYIOTb
MeTaboIi3M nuchYHKIL0 - st B MiCJITHABAHTAKEHHS,
€HJIOTEIII0 3aTPUMKY PiJJMHU
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JlikapcbKi 3aco0u, AKi
MiABUMIIYKOTHh TPAHCHOPT
KHCHIO 10 MioKapaa

Binuesopo3wuprowui 3acoou
MiomponHoi 0ii

\ 4

H3CO =z I
H;CO
H3CO:C® HCI ’
CH, H;CO

CH,
H;CO
H;CO
OCH, H;CO
) HO-LIITIa
ManaBepuHy TiIpOXIOPHU (mapoTtaBepuH)

Ilanasepuny 2iopoxniopud (cnazmonimux)

Bukiukae moMmipHe pO3MIMPEHHS BIHIEBUX CYAWH, TPUTHIYYE
dochoniectepasy, migBuiye piBeHb TAM®D, 3HHKYE BMICT KaJlbLil0 Y
Kapaiomionutax. HesHauHOIO MipO0 MPUTHIYYE 3BOPOTHE 3aXOIICHHS
aZieHo3uHy.  Po3mMpeHHs  BIHIEBUX  CyJIUWH  CYNPOBOKY€ETHCS
HECTIPUATIUBUM €(EKTOM — MIABUIICHHSIM MMOTpPeOn MioKapaa B KHUCHI,
3HIWKYE TOHYC BEJIMKUX CYJIMH Ta apTepiofl, y TOMY YHCHi CyIUH MO3KY.

Ho-wna (opomasepun)

PosmmproBanbHa il BIJHOCHO BIHLEBUX CYAMH BHpaKeHIIa i
TpUBAJIIIIIA

N
3acoou pepnexkmopnoi 0ii, ujo
ycyearomsy cnasm 8iHyesux
V)
CH3
CH, H;C
BaJ'Il,HOJ'I

Bamimon (25-30 % po3uMH MEHTONy B METHJIOBOMY eTepi
130BaJIepiaHOBOT KUCIIOTH)

Hie 3acnokiiinuBo Ha IIHC. [loapasHioroum XOJIOAOBI pelenTopu
CIM30BOT  OOOJIOHKM TOPOKHUHU POTa, PEPICKTOPHO BHUKIIUKAE
PO3IIMPEHHS BIHIIEBUX CYAHH
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AHTHArperanTu

v

Auemuncaniuunosa Kucioma ]]

A 4

MexaHi3M [Iii TPyHTY€ETBCS HA TOMY, IO AlleTHJICATIIIIOBA KUCIOTA MMPUTHIYYE
Iit0  (epMEeHTIB I[HMKJIOOKCUTEHAa3, sKI MNPUHAMAIOTh y4acTb Yy  CHUHTE31
NpOCTarJiaHANHIB (SKi KOHTPOIIOIOTh YTBOPEHHS TPOMOIB) Ta TOPMOHY TiCTaMiHy
(SIKUM PO3MIMPIOE CYAWHU Ta BHUKJIMKAE MPUIJIMB IMyHHUX KIITHH 10 MicCs
3amajeHHs, KpiM TOT0 MOXKE MEPEIIKOKATH TPH 3allaIbHUX Tporecax 0i10CHHTE3y
o6onpoBux peuyoBuH). llpoctarmanmuuu (III') — OiosOriyHO aKTHBHI >KUPOBI
PEYOBHMHH, IO MICTATHCA Y BCIX OpTraHax i TKAaHWHAX OpraHi3My. BoHH yTBOPIOIOTBCS
3 HEHACHYECHMX >KMUPHUX KHCIOT IiJ BIUIMBOM OCOOJIMBHUX OLKiB-)EPMEHTIB — TaK
3BaHMX IUKJIOOKCHT€HA3 1 BOJIO/IIOTH 0araTorpanHo0 (i3ioIOTiYHOI0 aKTHBHICTIO,
y TOMY YHCIi € aKTUBHHUMH YYaCHUKaMH 3allaJIbHUX MPOLECiB. ACHIpUH IPUTHIYYy€E
JI0 IUKIOOKCUTEHAa3, B Pe3yJIbTaTi YOTO 3HIKYETHCS CHHTE3 MPOCTATJaHIUHIB i,
BIJIMOBIIHO — 3MEHIIYETHCS iXHI YMCIICHHI 1 PI3HOMaHITHI €eKTH, B TOMY YHUCII
3MEHIIYIOTHCS 3aMajibHi MPOIECH B TKAHHHAX.

XKapo3amxkyroua Ta 3He00IIOBaNIbHA JIisl ACIIPUHY OB’ s3aHa 3 HOTo BIUIMBOM Ha
HEHTPH TepMOpETyJilii 1 00JIbOBOI UYTIMBOCTI, SIKI 3HAXOIATHCS B TOJIOBHOMY
MO3KY.

AcHipyH TaKoXX 3HWXKY€ TPOMOOYTBOPEHHS, BIUIMBAIOUM HA MPOIECH arperarii
(cxyeroBaHHS) TPOMOOIUTIB, TOMY BIH 3HAMIIIOB 3aCTOCYBAaHHSA B JIIKYBaHHI Ta
npodiIakTUIi TPOMOO03iB

TpomboruT Enporeniit
zzgain[OHOBa KHCJIOTa ApaxiZioHOBa KHCJIOTa o
AcnipuH Q» nor —— ¢ ¢ 4& LOI' <= Acnipun
Ennonepokcumu Enponepokennu
Tpomboxcan- O] » 4—_@ [pocranukmin-
CHHTETa3a CHHTETa3a
TpomOokcan )Hp/ocmunmin
ITigBumnieHHs 3ByxeHHs  [IpTUrHHYEHHS Posmupenns
arperarii CyIVH arperarii CyIVH
TpOMOOIUTIB TpOMOOLUTIB
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ANeTIWICATIINIOBA KHCJIOTA

/ Kucnora aneruncanminuiioBa B HHU3BKHUX J103aX MOJIYJIOE CI/IHTGL’»\
NPOCTAHOINIB NUIIXOM  iHTiIOyBaHHS nukiIookcureHasu (L[OI-1),
alleTWIIOIYM aMIHOKHUCIIOTY CepuH. B pe3ynbTaTi rajbMyeThCsl CUHTE3
II' i TpomMOOKCcaHIB — EHIOTCHHUX CYOCTaHIii 3amajeHHs Ta OoJIi.
[IOI'-2 MeHII yyTnMBa A0 Aii KUCIOTH alleTHIICATIIMIIOBOT, alie 1 B IbOMY
depmenTi BinOyBarOTbcst 3MiHH. TOMYy KHCIIOTY aleTHIICATIIUIOBY
MOXKHa BBaXKaTu HecelleKTUBHUM Onokaropom LIOI'-1. B pesynbrati
BinOyBaeTbcsi mpurHideHHs cuHTe3y Beix III, mposBisioThHCS
QDOTI/IS&H&J‘IBHI/II‘;I 1 aHaNbreTHYHUM eheKTu /

\ 4

\ 4 A 4
4 IMIporusananbHa AHaJjibre3yrua 7Kapo3Hu:KyBajIbHA
\ st st Iist

A 4

Haii0inpiml BaXJIMBOIO € TpOTH3aNaNbHA i 3aBISKA  TajJbMyBaHHIO
alleTHCATIIMIOBOIO KUCIOTOI O10CHHTE3y MeI1aTopiB 3ananeHns, nepeaycim 1. Y
BOTHUINI 3amajeHHs Wiag il BIJIMBOM 3HMXKYIOTBCS TPOHHUKHICTH KalIspiB,
aKTUBHICTh TiaTypoOHiZa3d 1 THUM CaMUM [POHUKHICTh KIITHHHUX MeMOpaH,
OOMEXY€ETbCSl ~ €HepreTnyHe 3a0e3ledeHHs BOTHHINA 3alaJIeHHS  IIISIXOM
rajibMyBaHHs yTBopeHHs ATO.

Kucnora aneruncaninuioBa 3MeHIITy€e YTBOPEHHS 1 BIUIMB Ha CYJHHU MeiaTopiB
3amajeHHs, TaKuX fK TicTaMmiH, OpaJuKiHiH, TialypoHiga3a, mpocTariaHguHu. B
pe3yJIbTaTi 3HWKYETHCS TPOHUKHICTH CYIUH 1 eKCyHallis TOoCIa0IoeThCs.
Caniunnatu nopyurytots cuHre3 AT®, noripuryloTe eHepreTuuHe 3a0e3leueHHs
3aIaabHOro MpoIecy (YyTIAUBOTO 10 HE0CTadl CHEepril).

l'onoBHa ponp B peamizauii  OpOTH3aNajgbHOrO  €QEeKTy  KHCIOTH
AICTHJICATIIIMIIOBOI BITBOJUTHCSA 3JAaTHOCTI TalbMyBaTH OIOCHHTE3 OJHHX 13
ocHOBHUX MefiaTtopiB 3amaneHHs — [1I'. L{i engorenH1 61010T1YHO-aKTUBHI PEYOBHUHH
€ IPOTyKTaMH TIEPETBOPEHHS apaxiZOHOBOI KMCJIOTH 1 yTBOPEHHS B PI3HUX KIIITHHAX
opradizmy mij BriuBoM ¢epmenty LIOI, sxy 6510Kye KucioTa aneTuicaIiiuioBa.

Crabini3yrounii BIUIMB HAa MEMOpaHM J30COM KIITHH TajlbMy€ BHUBLIbHEHHS
arpeCUBHUX J130COMalbHUX (PEPMEHTIB 1 TMM CaMUM MOCIA0NIOE NECTPYyKTUBHI
SIBUIIA B JKEPEITi 3armajacHHs

HoBi MOXJIMBOCTI B JiKapChKil peryisLii 3amaneHHs BiAKPUBAIOTHCS Y 3B’ SI3KY 3
BUBYCHHSM MEJIaTOPiB IMyHITETy — IMyHOIIMTOKiHIB. BcTaHoBI€HO, 110 KHCIOTa
areTUICANIUIoBa 1HTi0ye eKcIpecito reHy ¢akropa HeKpo3y MyxiuH. Jliroun Ha
Mi3HIO CTaJil0 3amajeHHs, BOHA MPHUTHIYYE YTBOPEHHS TpaHyJbOM (3amajbHi
BUPOCTH TKAaHUHM y BUIJIAJI By3J1a), 0COOIMBO XapaKTEPHUX JUIsl pEBMATUZMY
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ANeTIWICATIIINIOBA KHCJIOTA

=P[[ Ananveesyrua 0in ]]

v

AHanpresyroua Jiist OB’ si3aHa 5K 3 BIUTMBOM Ha IIEHTPH OOJILOBOT Yy TIIMBOCTI, TaK
1 31 3MEHILEHHSM aJIbIOTeHHOT 11T OpauKiHIHY.

MexaHi13M 3HEOOIO0YO0T Aii CKIaIa€ThCs 3 JBOX KOMIIOHEHTIB: nepudepiiHoro i
neHTpansHoro. Bimomo, mo I1I°, Boioaitoun 31aTHICTIO BUKIMKATH BiMIYyTTs OO,
3HAYHO MIABUIIYIOTh Uy TJIMBICTh 3aKiHYEHb HEPBOBUX TKAHHH JI0 PI3HOTO POMY i, B
TOMY YHCJI J0 MeEJiaTopiB 3amajieHHs — OpaaukiHiHy, rictaminy Tta iH. Tomy
nopymeHHs O6iocuHTe3y III' Beme 70 MigBUINEHHS MOPOry OOJBOBOI YYTIMBOCTI,
0coOMMBO Tmpu 3ananeHHi. l[eHTpadbHUII KOMIIOHEHT, TaKOX IIOB’SI3aHUN 3
npurHiueHHsM cuHTe3y [II, monsrae y raapMyBaHHI TpPOBEIEHHS OOJHOBHUX
IMIyJIbCIB 110 HEPBOBHMX 3aKIHYCHHSAX IMEPEBAKHO HA PIBHI CIIMHHOTO MO3KY. Y
MOPIBHSHHI 3 IHIIMMH HECTEPOIAHUMHU TPOTU3AMAIBHUMH 3acobamu  edekT
CaNiUIATIB BUPAKEHUN TOCUTH cl1abo

=>‘[ Kaposnuuscysanvna 0ia

v

KaposHnmwkyBaiapHa i TOB’si3aHA 3 MPUTHIYEHHSM LIEHTPIB TEPMOPETYJISIT 1
HOTIMIICTILI].

Kaposnmxkytroua fisi TakoX IMOB’s3aHa 3 TrambMyBaHHsAM cuHTe3y [II'. Kucnora
alleTWICATIIMIOBA HE BIUIMBA€ HAa HOPMaibHy a0o0 MiJBHUINEHY IEpPerpiBaHHAM
(TerutoBMA ynap) Temmeparypy Tia. [HIN yMOBM BHUHUKAIOTH TPH 1HOEKIIHHUX
3axBOpIOBaHHAX. EHIOreHH] miporeH:n B OCHOBHOMY MOOLTI3YIOThCA 13 JIEMKOLUTIB 1
MIJBUINYIOTh B IEHTpi Tepmoperyisii piBenb [II. B pesynbrari mopyuryerscs
HOpMalbHe criBBinHomeHHs HoniBNa® i Ca®’, mo 3MiHIO€ aKTHBHICTH HEHpOHIB
TEPMOPETYIIOIOUNX CTPYKTYp MO3Ky. HacmimkoM € 3pocTaHHsS TEIUIONMpPOIYKIN i
3MeHIIeHHs TertoBianayi. [Ipuraiuyroun yrBopenss [ 1 TMM caMuM BiZJHOBJIIOIOYU
HOpPMaJIbHY  aKTHUBHICTh HEHPOHIB, KHCIIOTa aleTHICATIIUIOBA  3MEHIIYE
TeMIepaTypy Tila. 3HWKEHHS TeMIepaTypH BiOYBa€ThCs 3a PaXyHOK 30UIbLICHHS
TEIUIOBIa4l B PE3yIbTaTl PO3MIMPEHHS CYJIMH IIKIPH, K€ HACTYIA€ 0 KOMaHII 13
LEHTPY TEpMOperyiLii. 3apa3 BUXOISUH 13 ySIBIEHb PO 3aXUCHY POJIb MiIBULIICHHS
TeMIIepaTypH, CHEiaJbHO 11 3HIKYIOTh piako. [lepeBakHO 1€ JOCSATAETHCS B
pe3yJbTati [ii Ha NpUYMHHUEN (akTop (HalyacTilna CUTyallis — 3HUIIEHHS 30y JHUKA
1H(}EKIIHHOTO MPOIIeCY aHTUOI0THKOM ).

[loTpiOHO BpaxoByBaTH, WO JiTed 3 BipyCHMMH iH(pEKUiIMU (TPHIL, TOCTPi
pecripaTopHi 3aXBOPIOBAHHS Ta 1H.) NMPUHAOM KHCIIOTH AaleTHICATIIMIOBOI Hece
3arpo3y pO3BUTKY CHHApPOMY Pes, sIKuii XapaKTepu3yeThCsl ypaKeHHSM T'OJIOBHOTO
MO3KY Ta IEYiHKH 1 MOKEe TPU3BECTH IO CMEPTI.

AHTUNIpETUYHUNA ePeKT aleTUICATIIMIOBOI KUCIOTH peanidyeTbes uepe3 LTHC
nuisixoM npurHideHHs cunte3dy [T PG E2 B rimortamamyci y BiANOBiAb Ha [Iit0
EHJOTeHHUX TIporeHiB. Ii amanrerwuHa e(eKTUBHICTH Mae sK mepidepiiine
(rabMyBaHHS CHHTE3Y IPOCTArjaHIUHIB B OCEPEAKY 3amalieHHs, MOIEPeHKEHHS
ceHcuOimizaiii 00IpOBUX PEIENTOPIB 10 MEXAHIYHUX 1 XIMIYHHUX MOJIPA3HUKIB), TaK 1
[EHTpaJIbHE (/i Ha IEHTPH TiroTanaMyca, He PUTHIYYIOYH TPU [[bOMY CBIJOMOCTI
[UIAXOM TIMHOTHUYHOTO eQeKkTy abo 3HWKEHHsS TCHXIYHOTO TMOopory O0oIo)
MOXOJKEHHS
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JlikapcbKi 3aco0u, AKi
MiABUINYIOTH CTINKICTH MioKapaa
10 TINOKCIl (KapAIoNpPOTEeKTOPH)

|[ Hampiw adenozunmpughocham (ATD) ]]

v
NH,
o 9 9 <IN
'o—1|>—o—0—1|>—o—1l>—o—CH2 NN
OH OH OH

OH OH
HaTpiil aneHO3MHTpUpOCchaT

[Ipenapat cTabimizye CTPYKTYpY KapIiOMIOLUTIB, HOpMaiidye OOMiH
PEUOBHH Yy BHIIAQAKY TiIOKCIi, IiJBUIIYE TOJEPAHTHICTb OPraHi3My [0
¢b13MYHUX HAaBaHTa)XeHb. BUsBIISE€ aHTHAPUTMIYHY 110, IOKPAIIY€ BIHIIEBHH 1
MO3KOBHI KPOBOOOIT.

AT®-nonr (ATD-dopre) € KOOPIAMHAIIHHOIO CIOTYKOI 3 TICTUIAMHOM,
KaJlieM, MarHieM, MOXe TPOHUKATH B CEPEIUHY KapIiOMIIHTIB, 30epirae
EHEepreTHYH1 pECypCH, MPUTHIUY€E EPEKHUCHE OKMCHEHHS JIITIIB, TONepeKae
MOIIKO/KEHHS MEMOpaHH, HOpMalli3ye AisUTbHICTh MEeMOpaHHHX HacociB. B
yMOBax 1MUMii 3MeHIIye ToTpedy MioKap/aa B KMCHi, HOpMalli3y€e CHHYCOBUI
puTM, TOOTO 3a0e3Meuye aHTHIMEMIYHY, aHTHAPUTMIYHY JIi0

S\

=’|[ Tpumemasuoun (npedykmann)

\ 4

/,

OCH,;
H;CO CHZN/\
H,CO L_N-H
TPUMETA3UANH
(mpemykTan)

[arubye MitoxoHIpianbHUN (PEPMEHT [-OKMCHEHHS >KUPHUX KHCIOT —
3-KeToalmI-KOeH3UM A-TioJa3y, 10 CIPUSE MEPEKIIOYCHHIO EHePronpOayKIIT
B MITOXOH/IPISIX BiJ f-OKUCHEHHS >KUPHUX KHCJIOT HA OKUCHEHHS TJIIOKO3U. B
pe3yJIbTaTi 3HWXKYEThCS MOTpeda MioKap/a B KUCHI, Kpalle BUKOPHUCTOBYETHCS
KHCEHb, pOCTe yTBOpeHHs 1 HakornmdeHHs AT® ta kpeaturdocdary, To0TO
mpernapaT HOpMalli3ye eHEepreTHYHWii OOMIH Ta eJeKTPONITHUN OanaHc,
HOpMAJi3ye TpaHCMEMOpaHHI HWOHHI TOKH, a TaKOXX KOHIICHTpAIlil0 HOHIB
KaJlifo, 3MEHIIY€ThCS TMEPEBAHTAXKCHHS HATPIEM 1 KaJbIlieEM, IO CIPUSE
MOJIMIIEHHIO CKOPOTJIMBOCTI MioKapja. AKTHBalis aepoOHOr0 TIIKOMi3y
3MEHIIy€E SBMIIE aLUUIONI3Y, a NPUTHIYEHHS OKHCHEHHS >KUPHHUX KHUCIOT
MOHMKY€ HAKONMMYEHHS BUTHHUX PaJIMKaIIiB 1 BE/Ie A0 IIUTOMPOTEKTOPHOI Aii
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IIporapuTmiyHi JiKapCHKI
3aco0u

v

( [TpoTrapuTMiyHi JiKapchbKi 3aco0M HOPMAaJi3yIOTh PUTM cepis abo
3amo0iraloTb  WOro MOpYLIEHHI0. ApUTMiS HE € CaMOCTIHHUM
3aXBOPIOBAHHAM — II€ CHMIITOM IMOPYIICHHS PUTMY CEpIs MPHU Pi3HUX
NaTOJIOTIYHUX CTaHaX, a TAKOXX OJHE 3 YCKJIQJHEHb MICIs orepauiil Ha
ceple W BENMKUX CyAMHaX. BUHMKHEHHS apHTMii 3yMOBJIEHE T'OJOBHUM

\‘II/IHOM 3MiHaMH 30VJIMBOCT1, aBTOMATU3MY Ta MIPOBITHOCTI CEPIIsS /

A 4

VY KIITUH OpraHi3My iCHY€ Pi3HHLS €JIEKTPUYHHUX MOTEHLIATIB MIX BMICTOM 1
30BHINIHBOIO TOBEPXHEI0, TOOTO MeMOpaHHWN MOTeHIiad. BiamoBiaHi cTUMYIH
3MIHIOIOTh BJIACTHUBOCTI KJIIITUHHUX MEMOpaH 1 Micisi MPOXOJKEHHS OHIB BUHUKAE
MOTEHITIaN Jii, KU MOUTUPIOETHCS HA CYIMHHI KIIITHHH, JI0CATAE M SI30BUX KIIITHH,
00yMOBITIO€ X CKOPOUYEHHS. Y CTaHi CIIOKOIO BMICT KJIITHH HECE MO3UTUBHUMN 3apsijl.
Wonni 3minm MOTEHITIAy il BeAyTh 10 MEPEepO3MOJALTy WOHIB, BUHHKHEHHS
MO3UTUBHOTO MOTEHIIAJly BCepelnHl KITUHU (aenonspusaiis). HactynHi 1 6inbin
MOBLJIBHI TOTOKHU HOHIB BiTHOBJIIOIOTH CIIOKOIO (PeTIOspHU3altis).

VY cTpykTypi MEMOpaHHOTO MOTEHIlialy BUAUIAIOTH KijibKa (a3:
®daza 0 — mBuAKa genonspu3aiiis (MBUAKIA BXiJ HOHIB HATpil0 4epe3 HaTpieBi
KaHaJIN).
®daza 1 — mepiog paHHBKOI YHOBUIBHEHOI pemnosispu3ariii. ['0JIoBHUM YWHOM 3a
paxyHOK BUXO/Y 3 KJIITUH HOHIB KaJIilo.
®daza 2 — mepioa MOBUIBHOI penosisipu3aliii 3a paxXyHOK IMOBUIBHOTO HAJIXOKEHHS
HOHIB KaJbIIII0 3 TO3AKIITHHHOTO MPOCTOPY Yepe3 KabIli€BI KaHATH.
®da3a 3 — mepiof1 3aKIFOYHOT PenoJIIpr3ariii, BHACTIIOK SKOT HOHU KaJlit0 BUXOATH 3
KJIITUHH.
®daza 4 — crioHTaHHA MOBLJIbHA J1aCTOJIIYHA ACTIONSpHU3aIlis (BUXia HOHIB HATPIIO 1
KaJIifo)
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IpornapurmiuHi JiKapchbKi 3aco0u

7

Knacughikayia nikapcokux 3acooie ona gpapmakonociunoi
Kopexuii apummii cepus

M-X0I1iHOOIOKAaTOPH, abo

aTpOITiHY

rpymna

A 4

3acobu onsa kopekyii
opaouapummii

\ 4

A\ 4

AnpeHoMIMETHYHI 3aco0H (aapeHasiHy
v TAPOXJIOPHI, HOpAApEHAIIHY TapTpar)
['mrokaron

Kaac 1B (migokain, audeHin)
OJIOKYIOTh ~ 1HAKTHBOBaHI  HATpPI€BI

Kmac 1A (XiHiIMH, HOBOKaiHaMin)
OJIOKYIOTh BIJIKDUTI Kajll€BI KaHajH,

MOJIOBXKYIOTh TOTEHITIaN /i, IBUIKICTh
JenoJIsipy3aItii, MmaBUIIYIOTh €()EKTHUB-
HUil pedpakTopHMi mepiox 1 TpuBa-
JICTh penosisipu3altii, 3HUWKYIOTh aBTO-

KaHali, CKOPOUYYIOTh MOTEHIaN Jii Ta
HE3HAYHO €(PEeKTUBHUHN pedpaKkTOpHUI
nepios, TPUBAJICTh penojspusalii, He
BIUIMBAIOTh a00 HE3HAYHO YIIOBLIb-

MaTHU3M, YIOBITLHIOIOTH MTPOBITHICTh HIOIOTh  IIBUJKICTh  JACTOJSpU3AIlii,
7y 3HIDKYIOTh ~ aBTOMAaTH3M, HE3HAYHO

/ BIUIMBAIOTh Ha MPOBIJHICTh

Kuaac 1 Kaac 1C (mpomnadenon) On0KyOTh
MemOpanocTtabinizaropu »| BiAKpHTI ¥ I1HAKTHBOBAaHI HATpi€Bi
(6710KyIOTh HATP1€BI KAaHAJIH ) KaHaJM OUIbIE Bl 1HIIMX MEMOpPaHO-
7y cTall1i3yrounx 3aco0iB, 3HAYHO YIO-
BUIBHIOIOTH MIBUIKICTH JEHOJIAPU3AIlii,
R Jacobu ons kopexuyii He  BIUIMBAIOTL  HA TpI/.IBaHiCTb
mpaxiapummii MOTEHLIaTy Jii Ta penoJspU3aLiio
!
Kaac 2 Kuaac 3
[-Anpenobiokaropu (aHampuiH, (amiomapoH, coTannon)
aTEHOJIOJN Ta 1H.) 3aco0wu, SIK1 MIPOJIOHTYIOTh
MembOpanocTabinizyroda s JETOJISIPU3AILito, i ABUIIYIOTh
OB’ s13aHa 3 MOPYIICHHSM HaIXOKCHHS TPUBAJIICTh MOTESHITIATY mii Ta
BCEpPEANHY KapAiOMIlHUTIB Na'. epexkTUBHUN pedpakTOpHUN Tepiof,
BinOyBaeTbcst ynoBUIBHEHHS CIIOHTAHHOT 3HIKYIOTh aBTOMAaTH3M, YIIOBUILHIOIOTh
Jerospu3anii Ta HapOCTaHHs IPOBIAHICTh, 30UTBIIYIOTH €(EKTUBHUI
MOTEHITIATY i, 30UTbIIIEHHS pedpakropHuit  mepionx  (OGIOKYIOTh

pedpakTopHOTrO mMEpioay 1 3HUKEHHS KaJbI[I€B] KaHAIIH)

IIBUJIKOCTI TTPOBEACHHS IMITYJIHCIB

A\ 4
Kuaac 4
briokaropu kanbIlieBUX KaHAJIB L-THIy (BepanaMij, JUITIa3eM)
3HWXKYIOTh AaBTOMATU3M, 3HAYHO NOHW)XYIOTh HPOHHMKHICTb, MiJABHIIYIOTH
e(heKTUBHUI TIepio/1 B aTPIOBEHTPUKYIISIPHOMY BY3JI1
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Jlikapcbki 3aco0u 171
KOpeKUil Tpaxiapurmii

Memopanocmaoinizamopu
(XiHIOUH, HOBOKAIHAMIO ma iH.)

2N

LAY HZN@ II{
g c -N~cpy CHyN~ CHYCH;

L] 5
XiHi}lI/IH HOBOKalHaM1[ (jH3

BiiacTuBe 3MeHIIEHHS NPOHMKHOCTI Kpi3h MeMmOpaHy Houis Na' Ta
Ca®" npu nenonspusanii i fonis K npu penonspusanii, ynosiasHeHHS
nenoysipu3ariii - Ta  penosisipusarii.  [IpurHiuyerbcsi  aBTOMATH3M
CHUHYCOBO-TIEPEICEPAHOTO BYy3Ja U  EKTOMIYHOTO BOMIS PHUTMY;
3HWKYEThCA 30YIUTMBICTH MiOKapAa 1 pPEaKkTUBHICTH MeMOpaH;
30LIbIIY€EThCSI  TPUBANICTh  MOTEHUIaTy Jii  Ta  e(eKTUBHOIrO
pedpakTopHOro TEpioay, TPUTHIYYETHCS IMIBHAKICTH TMPOBEACHHS
30y/KeHHs. PeuoBMHM 37aTHI 3HMKYBAaTH apTepiaibHUMl THUCK 1
XBUJIMHHUN 00’ €M KpOBI1 — KapAi0IeTIPECUBHA JTis

=,‘[ p-Aopenoonoxamopu

Y

O—CHy-CH—CHN—C< 3
2 27 1 CH;,

H

OH HH o 0~CHy CH-N-C< 2

: /O |1 1 CH;

: H,N—C —CHjs OH H H
aHaIpyIH aTEHOJION

[-AnpeHobnokaropu  peami3yloTh  CBOIO IO MEHIIE 32  PaxyHOK
MeMOpaHOCTaOUTI3yI04oro e(eKTy, KM BOJIOAIIOTH OKpEeMI Ipemaparu, OuIblie — 3a
paxyHOK TMOpYLIEHHS Ta YCYHEHHs BIUIMBY KaTeXOJaMmiHIB Ha  cepIle.
MeMmOpaHcTabimizyroda Jisi TOB’si3aHa 3 TIOPYIICHHSAM HAIXODKCHHS BCEpEIUHY
kapaiomionurie Na“. BinOyBaeTbcs YHOBIIBHEHHsS CIOHTAHHOI JENONApHU3aLii Ta
HAapOCTAaHHS TOTEHIlay Mii, 30UIblIeHHs pedpakTOPHOTO Tepioay 1 3HIKCHHS

HIBUAKOCTI TPOBEJICHHS IMITYJIBCIB
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Jlikapcbki 3aco0u 11
KOpeKUil Tpaxiapurmii

bnokamopu kaniegux xananie
(amiooapon)

CH,
Il CH
~ I ‘/ 3
0-~N~CH;
1
aMioapoH

[lepeBaxxHO OJIOKY€ KaJblli€Bi KaHAJIHM, MEHIIIE — HATPi€BI 1 KaJIbIIEBI,
0JIOKy€ 0-f-aqpeHo- Ta TIIOKAarOHOBI PELENTOPH, CYTTEBO IOJIOBKYE
noteHmian [ii, epexkTuBHUI pedpakTepHH mepiol mnepeacepielb,
IITYHOYKIB, MEPeACEpAHO-ILTYHOYKOBOTO BY3J1a, 3HW)KYE aBTOMATHU3M,
YIOBUIBHIOE TPOBIIHICTb. AHTHAPUTMIYHUN e(eKT peaizyeTbes
3aBISIKM 3MEHIICHHIO /PEHEPTiyHOrO BIUIMBY HAa MIOKapl, a TaKOX
aHTUTUpeOoinHii aii. Po3mmproe BiHIEBI CyIUHM, MiJABHUILY€E BiHLIEBUH
KpOBOOOIr, JIEII0 3HUKYE 3arajbHui nepuepudHuil Cy TMHHUHN Omip Ta
J1acTONIYHUN apTepialbHUN TUCK 1 TOMY MA€ aHTHAHTIHAJIBHY /110

N
bnokamopu kanvyiceux kananie

(anmazonicmu Kanvyiro)

_

A 4

brnokaropu KanpLi€BUX KaHAJIB TalbMYyIOTh mpaHc-MeMOpaHHUN
notik itonis Ca?" uepe3 MoBiNbHI KanbIieBi KaHAIM L-TUITY BCEpeIUHY
KapaioMmionuTiB. He BmnuBaioTh Ha IMIBUAKICTH JAEMONSIpU3alii Ta
penossipu3aiili, TOTEHIady dii y Tepeacepisx, LIUTYHOYKax Ta
MPOBIAHUKOBIA CHCTEMi, 3HHXKYIOTh CIIOHTaHY AaKTHUBHICTh CHHYCOBO-
MepeACepIHOTO By3/la 1 TOMY BIUIMBAIOTh Ha MEXaHi3M re-entry
(3BopoTHBOTO 30y/KEHHS). biokaropu KaibIlieBUX KaHATB e()eKTHBHI
NpH HAANUTYHOYKOBHX AapUTMISIX, TOMY IO BOJIl PUTMY T'€HEPYIOTh
KaJbplieBl moreHmiand mii. bBraokaza Kalpli€BUX KaHAIIB BeAe 10
3HIDKCHHS aBTOMATHU3MYy 1 MPOBITHOCTI, €(EeKTUBHOTO pedpakTOpHOTO
nepioy MepeBaKHO y By3JIax MPOBiIHOI CUCTEMHU
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IHmi nporuapuTmivHi
JIKAPCHKi 3200

Kaniw xnopuo, acnapkam,

PUMMOKOD
\ 4
-+
O%C/O K
A
NH
HO C~n- 2
SCTE T OMg Gy
0 NH, O O
O
Il
HzN\<C SOKF
1]
O
acnapKaM

[Ipemapat Kamilo HOPMaNi3yloTh HOro piBeHb Yy KIITHHAX,
B1J10yBalOTHCS HACTYITHI €PEKTHU:

a) 3HWXKYETbCA HIBHJKICTh CIIOHTAHHOI JemoyisgpHu3alii y KIITHHaX
MPOBIAHOI CHCTEMH, B TOMY YHCJ KJITHHAX CHHYCOBOT'O BYy3Jja, IO
rajpMy€e HOro aBTOMaTHUYHY JisUIbHICTb, HOpMaJli3y€ piBEHb CKOPOUYEHB
cepIs;

0) Hopmamizyerbcs TpuBamicte ¢azu 0 moTeHuiamy aii, 110
Y3TOJKYETHCS 13 MPOBITHICTIO Ye€pe3 BOJIOKHA IIPOBIIHOI CHCTEMH;

B) 3pOCTa€ aMIUTITy1a MOTeHLIay Jii B yCIX eJIeMeHTax MioKap/a, 110
MIIBUILYE  TPOBIIHY  POJb  CHHYCOBO-TIEPEACEPIHOTO  BY3Ia,
HOJIIMIIY€THCS MPOBITHICTD 1 CKOPOTIMBICTH Kap{iOMIOIUTIB
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I'imosimemiuHi JiKapchbKi
3acoou
(mpoTHAaTEePOCKJIECPOTHYHI)

3HIKYIOUM BMICT aTEpOTCHHHMX JIIOMPOTEiNiB y Tuta3Mi KpOBI,
3armo6iratoTh Po3BUTKY a00 perpecii aTepoMaTo3HOTO MPOIECY

v

OcCHOBHI Oy TIa3Mu KpoBi — HeecTepudikoBaHi (BUIbHI) KUPHI KHUCIIOTH,
TPUTTIIIUPUIN, X0JIeCTepUH, Hochomimniau.

Po3BUTOK aTepockiepo3y — MOPYMICHHS JIMiAHOTO OOMiHY, TOJIOBHUM YHHOM
XOJIECTEPUHY Ta TPUIITILIEPHIIB.

Y 1mazMi KpoBI XOJIECTEpUH 1 TPHUIIIIEPUIN CIOJTYyYarOThCsA 3 OlIKamu,
YTBOPIOIOYHM JIMONPOTETHH, SKI 3a0€3MeuyIoTh iXHii TPaHCIOPT 1 MPOHUKHEHHS Y
BHYTPIIITHIO 000JIOHKY CTIHKU a0PTH

. . .

X1JIOMIKPOHHU — Jlinomporeinu gyxe Jlinonporeinu
TPAHCHIOPTYIOTh HU3BKOT IIBHOCTI, SIKi MPOMDXKHOT IIITBHOCTI, 110
TPUTIILEPUTUTKA MiCTSTh MIepeBaKHO MICTSITh TPUTIIIEPHUIHA 1

IO MICIIb 1X . . XOJIECTepUH MPUOITH3HO
- SH/IOTCHHI TPHUTITIICPUIN .
YTHITI3AIIi1 MOPiBHY
Y Y
Jlinonpoteinn Jlimonporeinu
HU3BLKOI LIIJILHOCTI, 110 BUCOKOI IIIJIBHOCTI, IIIO
MICTSATh 3HAYHY MICTSTh OUTBIIICTh
KUIBKICTh XOJIECTEPUHY poTEeiHy
A 4 \ 4 A 4 \ 4 \ 4

L{i7bHICTH JIMOMPOTETHIB 3aJICKUTH BiJ JIIMIHOTO KOMIOHEHTA. UM OUThIINA
BMICT JIMIJIB y JIMONpOTeiHaX, TUM MEHINA iX MIUTbHICTh. ATEPOTreHHY 110 MalOTh
minonporeinn 2, 3, 4-ro BHUIB, SKI MAalOTh 3HAYHY KIUJIbKICTh TPHUTIIIEPUIIIB Ta
XOJIECTEPUHY.

[Ipu B3aemonii 3 JimonpoTeiH-perenTopaMu TMEYiHKH, CYIUH BiJ] aTepOreHHUX
JIMONPOTETHIB BIJOKPEMIIIOETHCSI XOJNECTEPHH. Y BHIVIAJI €cTepiB BiH ocimae y
BHYTPIIIHIN 00OJIOHIT CYJUH, IO CIIPHUSE aTeporeHesy. Y TOH e Jac MiABUIICHHS
piBHA  JMOMPOTETHIB BHUCOKOI IMIUIBHOCTI 3amobirae  aTepoCKICPOTHUHOMY
YPaKEHHIO CYJIMH 32 paxXyHOK BHJIYYEHHS XOJIECTEPUHY 31 CTIHKH apTepii
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I'imosizemiuHi JikapchbKi

3ac00M

(mpoTHaTEePOCKJIEPOTHYHI)

3a BIUIMBOM Ha PiBEHb XOJIECTEPUHY Ta TPUIIIILEPUIB TIOIIMIIEMIUHI
3aco0M NOIIISIOTh

A 4

\ 4

A 4

3aco0u, 110 3acobwu, 110 3aco0u, 1110 3HMKYIOTh
HepeBayKHO MEePEBaYKHO 3HIKYIOTh piBEHB XOJIECTEPHUHY i
3HUKYIOTh PIBEHb piBEHb XOJIECTEPHHY TPUTITILEPUIIB
TPUTTILEPUIIB (JTimonpoTeiHn HU3BKOT (nmimompoTeiHu Tyxe
(srimompoTeinn HIUTEHOCTI) HU3BKOT IIITBHOCTI)
Iy>Ke HU3bKOi (KuCcIoTa HIKOTHHOBA)
IITEHOCTI)
¢bi6patu
\ 4 \ 4

Crarunu (1Hr161TOpH
CHUHTE3Y XOJIECTEPUHY)

IuriGiTopu ancopOuii
XOJIECTEPUHY 3

KUIIEYHUKY

A\ 4

CeckBecTpaHTH
YKOBYHHUX KHCJIOT
(crIpusIOTH BUBEJEHHIO
YKOBYHHUX KHCJIOT 1
XOJIECTEPUHY )
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I'imosimemiuHi JikapchbKi
3acoom
(mpoTHaTEePOCKJICPOTHYHI)

A\

Cecxeecmpanmu HCOBUHUX
Kuciom

/

H—CH>CH—CH; R'

C
Q
\\ .

—CHyCH=  CH,N(CH;);CI" ,

XOJIECTUPaMIH

Mexanizm Oii

Mexani3Mm fii mnonsrae 'y OJIOKyBaHHI HOPMAJIbHOI PELUPKYJIALIi
’KOBYHHX KHUCIIOT, 30araueHNX XOJIECTCPUHOM.

[Ipenapaty y KUILIEYHUKY BCTYAIOTh B OOMiHHY PEAKIIiIO 3 d)KOBUHHUMHU
KHCJIOTaMH, YTBOPIOIOYM 3 HUMH KOMIUIEKCH, 110 HE a0CcopOyrThCs 1
BUBOJSTBCS 3 €KCKPEMEHTaMH (CEKCBEPTAaHTH >KOBUHUX KucioT). Lle
3YMOBIIIOE€ TI/IBUIIICHHS BUBEJCHHS J>KOBUHUX KHCJIOT 1 3MEHIICHHS
abcopOirii xonectepuny. He3paxkarouu He Te, 110 O10CHHTE3 XOJIECTEPUHY
B TIEYIHI[I KOMIIEHCATOPHO M1 ABUIIYE€THCSI, OJTHOYACHO MOCUITIOETHCS HOTO
katabounizm. OnocepeIKOBaHO MiJBUIIYEThCS KIIBKICTh PELENTOPIB J0
JMONPOTEIHIB HU3BKOI HIUTBHOCTI, 3HMKYETHCS PIBEHB JIMOIPOTEIHIB
Iy’K€ HH3bKOi INIJIBHOCTI, 3arajlbHOTO XOJIECTEPUHY, AaTepOreHHUX
JinmonpoTeiniB. BMicT JimonpoTeiHiB BUCOKOT IIUIBHOCTI TT1IBUIILY ETHCS
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I'imosimemiuHi JikapchbKi
3acoou
(mpoTHaTEePOCKJIEPOTHYHI)

Cmamunu (noeacmamuH,
cUMeAcCmamuHt, npaeacmamun ma iu.)

R' R !
CH;
R2
H 0) 0
nosocrarne R = O R'= H3C/\(LKO R*= Hy,CY
H;C
H 0 o)
cumBacratuH R = O R'= H3C/>%\O R*= H3C7
H;C “CH;
HQ, _0 HiC O
npaactatun R = OH OH R'= YKO R’ = HOY
H;C

Mexanizm Oii
CratuHM 4YacTKOBO OOOPOTHO TMPUTHIYYIOTh AKTHUBHICTH (EPMEHTY
rinpokcumerunrmotapui-KoA-penykrasu (I'MI-KoA) 1 3meHIIyoTh
BHYTPULIHBOKJIITUHHUN CHHTE3 XOJIECTEPUHY Ha eTami YTBOPEHHS
KHUCJIOTH MEBaJOHOBOI. BinOyBaeTbcsi 3MEHIIEHHS XOJIECTCPUHY B
IIEYIHI:

- C)... CTATUHU

Kwucnora meBajioHOBa

'

XonectepuH

3a TPUHIUIIOM 3BOPOTHOTO 3B’S3KYy Y BIANOBIAb HAa 3HWKCHHS
XOJIECTEPUHY MiJBHUILY€ETHCS YTBOPEHHs PELENTOpiB 0 JIMNONPOTEiHIB
HU3bKOT MIUTBHOCTI, SIKI 3aXOIUTIOIOTHh JIMOMPOTEIHH MPOMIKHOI
IIUIBHOCTI Ta JIMOMPOTEIHU AykKe HU3bKOI IIITLHOCTI 3 KPOBI.

Y muasMi KpoBi 3HWKYETBCS DPIBEHb 3arajlbHOTO XOJIECTEPUHY 1
XOJIECTEpUHY B JIIONPOTEIHAX JyK€ HU3bKOI INiIbHOCTI. /Jlemo
3HWKYETHCS BMICT TPUTIIIEPUIIB 1 I IBUIIYETHCS PIBEHBb XOJIECTEPHUHY B
JIpoTeiHaX BUCOKOI MUIBHOCTI
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I'imosimemiuHi JikapchbKi
3acoom
(mpoTHATEePOCKJIEPOTHYHI)

=’[[ Diopamu

A 4

S’

[Ipenapatu BruBatoTh Ha peuentopu (PPARa) — rpyma saepuux
penenTopiB, (YHKIIOHYIOTh SK PEryJsaTOpH AaKTUBHOCTI TEHIB 1
B3a€MOJIIIOTh 3 JKOBUHHUMH KHCIOTaMH, (iOparamu, eiko3zaHoimamH.
PPARs crtumymoioTe  mpodipallifo  MEpOKCOM —  OpPraHoifiB
emiTeNiaNbHUX KIITHH TEYiHKM 1 HHUPOK, $KI MICTATh KaTanaszy i
TiAPOMITHYHI PEPMEHTH Ta OEPYTh y4acTh B OOMiHI TEPEKUCHHUX CITOJIYK.
[Ipomidipariiss MEPOKCUCOM CTUMYJIIOE aKTHBHICTH JIMOMPOTETHIINA3U B
MeYiHIl Ta M’s3aX, sKa TPOSBISIE BHPKEHY Jil0 Ha TiApOi3
TPUTIIILEPUIIB, XIIIOMIKOHIB JIIMONPOTEIHIB JIy’K€ HU3bKOI INIIBHOCTI.
®i6patn  30UIBIIYIOTH KUIBKICTH  JIMOMPOTEIHOBUX PEIENTOpiB 1
CTUMYIIOIOTh €HJIOIUTO3 JIMOMPOTEIHIB HU3bKOI HIUTBHOCTI MEYiHKOIO,
YaCTKOBO OJIOKYIOTh CHHTE3 XOJIECTEPUHY B IMEUiHIIl (Ha piBHI YTBOPEHHS
KHUCJIOTH MEBAJIOHOBOT)

Ilpenapamu Kuciomu HIKOMUHOBOT

A 4

lNnoniniaumivauii eekT 3yMoBIeHUH akTrBaiieto Gpocdoiecrepasu,
[0 CHpHUsi€ 3MEHIIEHHIO BMICTY HAM®D i NpUTHIYEHHIO JIMONi3y B
KUPOBUX TKaHWHAX. KHCI0Ta HIKOTHHOBA MPUTHIYYE TPUTITIIEPUIITINIAZY
B QJIMTIOLIUTAX, IO BEJC JO MOHWKEHHS B )KUPOBi TKAaHWHI YTBOPEHHS
BUTbHUX JKUPHHUX KUCIOT. BHACTIIOK 3MEHIIICHHST KOHIIEHTPAIII] BUTBHIX
KUPHUX KUCJIOT Yy T1a3Mi KPOBI 1 IPOHUKHEHHSI iX Y MIEYIHKY HacamIepe.
MPUTHIYY€ETHCS OI0CHMHTE3 JIMOMPOTETHIB JyK€ HU3BKOI HIUIBHOCTI, IO
MICTSATh 3HaYHY KUIbKICTh TPUTIiLepuaiB. Jlami raapmyeTbes 610CHHTES 1
BMICT Y TUTa3Mi KPOBIi JIIOMPOTEiHIB HU3bKO1 MIUTBHOCTI 1 JIIMOTPOTEIHIB
MPOMDKHOT IIUTBHOCTI, 10 CKJIATy SIKUX BXOJIUTH TIEPEBAKHO XOJICCTEPHH.
BwMicT aHTHATEpOreHHUX JINONPOTETHIB BUCOKOI MIIBHOCTI 3pOCTaE
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AHTHTINEPTEH3UBHI JIKAPCHKI
3aco0u (aJisl JTIKYBaHHSH
apTepiajibHOI rinepreH3ii)

[-AnpeHobiokaTopu Ta

/v o.f-anpeHobiaokaropu

AHTaroHiCTy KaJIbIIO

—P Ilpenapamu ocnoenoi cpynu

A 4

A 4 V‘

Ceyorinni bnokaropu penentopis IHribéiTopu aHrioTeH3UH-
(BIIMBAIOTH aHTioTeH3uHy-11 MEPETBOPIOIOYOTO
Ha BOJIHO- bepmeHty
COJIbOBUI1
00MiH) [Tpenapatu
payBoub(ii 3MiiHOT

A

ATOHICTH IIEHTpaJTbHUX
o1-AnpeHo6okaTopu CumnaTosiku 02-aipEHOPELIeNITOPIB

Ar A

= IIpenapamu 0o0amkoeoi zpynu

-
»
v v \\\\\\l

CynuHo- AroHiCcTH IM11a30/11HOBUX l"anarmo6iokaTopu
PO3ILINPIOBAJIbHI (I) peuernropis

Iaribiropu peHiny
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Po3sain 5. bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

AHTHUTrINEPTEH3UBHI JiKapChKi
3aco0u

N
Jlikapcwoki 3acoou, uio enausaromsp

HA 600HO-COJIbOBUIL OOMIH

A 4

JliypeTukyu TOHWXKYIOTh apTepiaibHUN THUCK BHACTIIOK MPHUTHIYCHHS
peabcopOuii HAaTPito 1 BOJU, a TAKOXK B PE3yJIbTAaTI 3SMEHIICHHS CyIMHHOTO
OTIOPY TIPH TPUBAJIIOMY 3aCTOCYBaHHI

A 4

Inoanamio
Cl

SO,NH,

HN O
\

0

IHIamaMmig

Moke npurHidyBaté peadcopOrito HOHIB HATPIIO 1 XJIOpPY, MEHIIEe
KaJilo, B JUCTaJIbHUX, YACTKOBO y NPOKCHUMAJIbHUX KaHAIbLAX, TOMY
cnpuse MiABUIICHHIO Niype3y. Ilpemapar OJ0Kye TpaHCHOPT KalbIIifo,
cnpuse cunresy [II' E2. IloHmwxkye rineppeakTHUBHICTh CYAHUH 10
HOpaJpeHATIHy, apTepiaiIbHAi THCK Ta 3arallbHUid TepudepuaHuid
CYyIMHHUH OIip, 3MeHIye rineprpodiro niBoro muiyHouyka. He mae
HETaTUBHOTO BIUIMBY Ha OOMIiH JIiII/IiB Ta BYTJIEBOIIB
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AHTHTINEPTEH3UBHI JIKAPCHKI
3aco0u

f-Aopenoonokamopu ma
a, f-aopenoonokamopu (nebisonon,
Kapeeounon, nademanon ma ix.)

li (?I{ Iﬂ I{3(:():]::::]
O O\CHz/ CH\CHz/N\ CHY CHy~p

KapBeINJIO0JI

“CrL oy
0 ?H—CHZ—I\II—CHZ—(IDH 0

OH H OH

HeOIBOJION

H

.....

bnokana f-anpeno010kaTopiB ceplis, 3SMEHILIEHHSI CEPLIEBOI0 BUKUTY,
NpOTUpPEHIHOBA Jis, mnpurHiuytoundd BrumB Ha [[HC, 3HmwkeHHS
CUCTOJIIYHOTO 00’ €My, 3HM)KEHHS [IIKOTEHOI3Y
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AHTHTINIEPTEH3UBHI JiKapPChKi
3aco0u

Inzioimopu anziomeHn3zunnepemeopowuo2o
depmenmy

A 4

( AHr10TeH3MH-] M1 BIUIMBOM aHT10TEH3UHIIEPETBOPIOIOYOTO (hepMEHTY
(AII®D) meTabonizyeThCs HA OKTANENTHA-aHT10TeH3UH-11, SIKUii € O/IHI€IO0 3
HaaKTHBHIIINX €HJIOTEHHHX CYJMHO3BY Ky BaJIbHUX PCUOBHH.
Amnrioren3us-1I cTUMyIIO€ BUIUICHHS albJOCTEPOHY HAJHUPKOBUMU
3aJ103aMH, 3aTPUMY€ 3aBIJKH LboMy HouuNa“™ i Boay B oprasismi,

\nimsnmye cekpeniro K* )

A 4

Mexanizm oii
be3 BrmBy
inriGiropa AII® Min BrmBoM iHribitopa AIID
aHrioteH3uH-1

1 briokana TkKaHMHHOTO

v o AlID » (eHpoteniansHoro) AIlD
Anriotensun-I1 l
& Tt
Crumynsiis Businsaennst HA, ctumyitioe [IpurnideHns cuaTesy VYnoBinbHEHHS
perenTopis CUHTE3 aJIbJIOCTEPOHY anriorensuy-I1 po3kitany OpaauKiHiHy
aHrioreH3uny-1I AN
: y il A\ i
' Crumynsuis 3arpumka 3MEHILIEHHS Crumymioe Crpusie BUBUIbHEHHIO
' . o !
'\ aHJPEHOpELENTOpiB HaTpito i Boau BUJIUJICHHS . CHHTE3 npocrariaanauay E,
! ! ; AITbJOCTEPOHY HITPOreH OKCHAY | npocTaumKiiHy
1
]

v

[MinBunieHHs nepudepuaHoro
CYIIMHHOTO OIIOpY
1

[TonunrkeHHs 3arajbHOTO Posmmpenns cynun
nepu(pepHIHOTO ONOPY CYIUH

v ' l

[lizBuIIeHHS apTEPiaTIBHOTO THCKY 3HWKEHHS apTepialIbHOTO THCKY

A 4

Kaacudikauis 3aco0iB, 1o MicTaTh

- v N

CynsdrinpuinbHy KapOonineHy rpymy ®dochopunpHy rpymy
rpyny (KanTompui) (eHamampui, TI3MHONPUII Ta 1H.) (pozunHOIpH)
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AHTHTINEPTEH3UBHI JIKAPCHKI
3aco0u

Inzioimopu anziomenzunnepemeopowuo2o
depmenmy

A 4

Kanmonpun
CHj;
HS \)\fo
)
KaInTOIPUII
BHacmiok 3MEHIICHHS aKTHBHOI KOHIEHTpalii y KpoBi aHTioTeH3uHY-II
3HW)KY€ETBCSI TIepu(EepUIHUIl OIip CyIWH Ta apTepialbHUN THUCK, 3MEHIIYETHCS
nepe- i mcasHaBaHTaXEHHS Ha MioKap . XBHJIMHHAN 00’ €M KPOBi HE 3MIHIOETHCS
abo 3pocrae. 3HMKEHHIO apTepialbHOTO THUCKY CHpHUse Te, 110 Ha (oHi
npuraideHHs AII® BinOyBaeThcsi HAKONMUEHHS B KPOBI OpaauKiHiHy. 3HIKEHHS
CeKpellii aJbI0CTEpPOHY 3YMOBIIIOE ITiJIBHIICHE BUBEICHHS 3 OpraHi3aMy BOJH i
HATPIIO, NIPH IIBOMY MOXE 3pOCTaTH PiBEHb Kajilo B KpoBi. KamrTompui Takox
3HIDKY€E PIBEHb 1HIIHUX CyIMHO3BYKYBaJIbHUX PEYOBHUH (HOPAIpEHAiH) 1 MiBUIILYE
piBEHb CYAMHOPO3MIMPIOBAIGHUX (OpaAMKiHIH, OKCHJ HITPOTeHY). 3aBasKH
HasBHOCTI B XIMI4HIH CTpykTypi SH-rpyn mnpenapar He TUIBKM LIBHJKO
3B’A3y€TbCI 3 aTOMOM LMHKY B Moiekyni AlldD, a # 3abe3neuye
KapAaionpoTekTopHy aito. [Ipenapat 3menmrye rineptpodito cepus
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AHTHTINIEPTEH3UBHI JiKapPChKi
3aco0u

bnokamopu peuyenmopie anciomenzuny-11 ]]

\ 4

~

[ brokyroTe pernentopu anriotensuHy-ll Tumy y rimageHpkux M’s3ax
CTIHKH KPOBOHOCHMX CYJHMH, HaJHUPKOBHX 3aJI03, HEPBOBOW TKAHWHHU.
[Ipenapatu 6510KaTOpiB perenTopiB anrioreH3uny-11 B OinbIIomMy cTymneHi,
HiXK iHTiIOITOpH AIID, monepemxyoTh Aito anrioteH3uHy-11 Ha ceprieBo-
CYAMHHY CHCTEMY, TOMY IIO aHTioTeH3uH-1I MeHmIe yTBOprO€ThCS B
cynmuHax min BrimBoM AIID, ame 1 B TKaHWHAX ITiJ] BIUIMBOM IHIINX

dbepmeHTiB /

.

\ 4

Mexanizm 0ii
MexaHi3M aHTHUTINEPTEH3UBHOTO e(eKkTy OnokaTopiB aHrioreH3uny-lIl (tumy
AT-II) mOB’s13y10Th 13 3HMKCHHSM 3arajibHOTO NIEPU(PEPUIHOTO CYyTUHHOTO OTMIOPY

A A A

Bideninterpazonu He6ideninosi Hererepouuxmiuni
(;ro3apTaH Ta oro TETPa30iIu CIIONTYKHU
MOX1/TH1) (empo3zapraH, (Bascapran)
3 TeJIMICapTaH) 7'y
A

H H

I HO O I
CHOH N R e

CIN# N~ CH»> N ~HC~N~ CH»> Ny N
-/ (CH;),CH |
C o
JIO3apTaH gCH2)3
CH;
BajicapTaH
PK)\Céi)
| Q &
//C/ CHZ S
(IIH
7z \td CH2
=/ C¢O
enpo3apTad ~OH
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AHTHTINEPTEH3UBHI JIKApPCHKI
3aco0u

—P|  Anmazonicmu Kaavyiio

\ 4

AHTUTINEPTEH3WBHUN BIUIUB AHTArOHICTIB KaJbIII0 pealli3yeThCs 3a
paxyHOK BIUIMBY Ha repudepuuHi cyJuHA. BOHH BUKIMKAIOTh CHCTEMHE
PO3IIUPEHHS apTepiil, 3HWXKYIOTh NepUPEPUYHUN OIip, CUCTOIIYHHUNA
apTepiaIbHUNA THUCK, TOTPeOy MioKap/a y KUCHI

) 4 v v

IMoxigui IToxigui TToxigui
JUT1IPOTIIPUAUHY deninankinaMminy OcH30Tia3emiHy
(nipenurin, (Bepamamin) (manTiazem)
HIKapIWIIiH)

NC~ . ,CH(CH;), (;Hz

Q “CHy CHy CHr N~y (CH)TN(CH; ),
(0)
H,CO ' @(N T
S

OCH; HZCOOCHz ¢ —cn,
Beparnamiin OCH,

IUIITia3eM

—P|  a-AapeHodaokaTopu ]]

\ 4

Mexanizm Oii

MexaHi3M  aHTHUTINEPTEH3UBHOTO  e(EKTy  a-aapeHO0JI0KaTOpPIB
NOB’s13aHUHM K 3 OJIOKAZOI0 MiCISICMHANTHYHUX 0/-apEeHOOIOKaTOPIB
KPOBOHOCHMX CyJAMH Ta YCYHEHHSM CTHMYJIOIOYOTO  BIUIUBY
CUMIATHUYHOT HEPBOBOi CHCTEMH Ha iX TOHYC, TaK 1 3 MPSMOIO
CIa3MaJITHYHOIO  JIi€l0, BHAcCHiOK  Omokamu  docdomiectepasu
Hakonmu4uyeThbcsi TAM®D Ta TambMyeThCs MOTIK KaIbILiI0 B KIITUHU
INIaJIeHbKUX M’ 5131B. PO3MIMpEHHS pe3UCTUBHUX CYJIMH BEJIE 10 3HUKEHHS
3arajabHOTO MEePU(PEPUIHOTO CYyIUHHOTO OMOPY Ta apTepiaTbHOTO THUCKY;
pO3IIMPEHHS] €MKICHUX CYyAMH 3HW)XXY€ BEHO3HUH Tuck. llpemaparu
MOXYTh  OJOKYyBaTH  a/-aApEHOOJIOKATOpU  TJaJeHBKUX M A31B
nepeAMIXypoBOi 3aJI03H, YPETPH 1 ITUHKH CEUOBOTO MIXypa
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AHTHTINIEPTEH3UBHI JiKapPChKi
3aco0u

AzoHicmu uenmpanvHux

az-aopenopeyenmopie

A 4

Knogenin

Cl
NH—@ ‘HC1
Cl PlI
Kioderin

MexaHi3Mm mii 0B’ I3aHUI 31 30y I>KEHHSIM MICIISICHHAITUYHUX
0.2-aIPEHOPELENTOPIB LEHTPAIBHUX AJAPEHEPTIYHIX HEUPOHIB, S1Ep COJIITapHOTO
TPaKTy, L0 MalOTh TraJbMyIOUUi BIUIMB Ha CYyAMHOPYXOBMH LEHTP JIOBracTOro
MO3Ky, a TaKOX Ha CyIuHH. BinOyBaeThCsl 3HWKEHHS apTepiaJbHOrO THUCKY,
CTOBIJIBHEHHS CKOPOUEHb CEepIs, 3HIKEHHS IEpUPEPUIHOTO TOHYCY CYANH HUPOK.
Knodenin 3MeHIIye akTHBHICTH pEHIHY y IUIa3Mi KpOBi, II0 Ma€ 3HAYCHHS IS
aHTHUrinepTeH3uBHoi Aii. bpaaukapnis miag BrumBoM KiodeniHy moB’si3aHa 3i
3HWKCHHSIM CUMITATUYHOTO 1 MiJBUIIEHHIM IMapacuMIaTHYHOro ToHycy. OcTaHHe
3YMOBJIIOE MiABUIICHHS PeIEKTOPHOI Yy TIIMBOCTI OapOpelenTopiB, 3HIKYETHCS
eKCKpelis HaTpio, KaJbLil0 W BOJIW, TaJIbMYEThCS IIBUAKICTh KIyOOYKOBOT
¢binpTpanii. HakonuueHHss HaATpil0 3yMOBIIOE 3aTPUMKY BOJM B OpraHi3mi,
HaOpSIKHU, X04a MiIBUIICHHS PiBHS MO3AKIITHHHOL PiIUHH TIATPUMY€E CHCTOJIIYHUN
00’€M KpOBI.

Kitodenin miaBuiye omip CyJuH TOJIOBHOTO MO3KY W YIOBUIBHIOE MO3KOBHUI
kpoBooOir. @ynkuis I[[HC 3a3Hae mnepeBa)kHO MPUTHIUYIOUOTO BILIMBY.
CriocTepiraeTbcs aHaIbI€3YIOUN, CETATUBHUAN, CHOJNIMHUHN €(eKT, i ABUIIYETHCS
nopir 30y/UIMBOCTI HEMPOHIB PETUKYIIAPHOI (hopmallii, 3HUKY€EThCS TeMmIrepaTypa
Tina
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AHTHTrINEPTEH3UBHI JiKapChbKi
3aco0m

P Azonicmu imioazoninoeux peuenmopie
v
Mokconioun
H
\
HN‘Q)
Cl\z7 l Cl
NYN
CH;
MOKCOH1IUH
CTtuMyIItoe  TEepeBaXHO CENEKTHUBHO imimazomiHoBi  (li-penenTopm) Ta
0.2-aIPEHOPELIENITOPA Y CTOBOYpi TOJOBHOTO MO3KY, HHUPKax, MO3KOBOMY IMIapi
HAJHUPKIB, JOBTOJIATEPHIM YaCTHHI JOBracToro Mo3Ky. CTUMYIAIS UX
peLenToOpiB TajbMy€ aKTUBHICTh CHMIIATUYHOI HEPBOBOI CHCTEMH, 3HIIKYE
apTepilalIbHUM TUCK

a

> T'anznio6n0Kyroui nikapcovKi 3acoou ]]
v

Benzozexconiit, nenmamin

HsG, (fH3 H;C, CH;
H,C —N CH,)TN—CH;| 2CH:SO+
1€ N T(CHIAN™ CHy| 2CaHSS03 1y N~ (CHy N =(CHPN = CoH
H3C CH; H,C CH, CH,
OEH30reKCOHiH [eHTaMiH

AHTHTINIEpTEH3UBHA Misl peali3yeTbCcs BHACTIIOK 3HIDKEHHS TOHYCY CYIHH,
3MEHILCHHS 3arajbHOr0 MNEepU(EpPHUYHOrO OINOpY, BEHO3HOTO THUCKY, THUCKY B
JIETEHEeBIH apTepii, MpaBOMy HITYHOUKY CEpIIs

r S

———) Inzioimopu peniny

Anikcipun

aNiCKIpUH
3B’A3y€ThbCS 3 AKTUBHUM CaliTOM MOJIEKYJIH MillIeHi, MoNepekae B3aeMOJIII0 3
AQHTI0TEH3WHOTEHOM Ta MIEPETBOPEHHS HOTO Ha aHT10TEH3MH-1
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AHTHTINIEPTEH3UBHI JIKapChbKi
3aco0u

Iepugpepuuni cyounopozumuprosanvhi 1ikapcovKi 3acoou

A 4

Anpecun

v

i

1,N-NH
arpeCuH

ApTrepianbHU CyAMHOPO3MIUPIOBAILHANM 3aci0. MexaHi3Mm [ii TOB’si3aHUM 3
omokaznor docdoniectepasu, HakoNMIeHHIM TAM®, HE3HAYHOIO CUMITATUYHOO
Ta aapeHOOJIOKYIOYOK AaKTHUBHICTIO. 3MEHIIYE TOHYC apTepid cepisi, HUPOK,
BHYTpIIIHIX OpraHiB, MO3KYy, YEpEBHOI MOPOXKHUHH, MIKipH, M’A31B. 3MEHIIYy€e
HaBaHTAKECHHS Ha MioKapj 1 301IbIIye CHUCTONIYHHN 00’emM KpoBi. [lomimmrye
HMDKOBY T'€MOIUHAMIKY. I1BUILIYE HUDKOBUH KPOBOOOIT

A 4

HHubazon

6a3oi

Mae npsiMmy cnasMailiTUYHY AiF0 Ha IIaAeHBK]I M SI31 CTIHKY CYIWH, BHYTPIIIHUX
2

OpraHiB, y 3B 513Ky 3 UMM 3HU)KY€E apTepiaibHUI TUCK, CTUMYJITIOE (PYHKIIIT CITMHOTO
MO3KY, CHHTE3 iHTEpPEPOHY

A 4

Ilanaeepuny 2iopoxnopuo

v
H3CO O
g/
H;CO OCH,4
O OCH;
rnamaBCpuH

brnokye axtuBHICTH docdoaiecTtepasu Ta KpeaTuHPOCPOKIHA3U, 3MIHIOE
KOH(OPMAIIiI0 CKOPOTIUBUX OINKIB, 3HMKYE TOHYC TJIAJICHBKUX M’SI31B CTIHKH
CYJIMH 1 BHYTPIIIHIX CyJIWH, BHACIIJOK YOTO 3HUKYETHCS apTepialibHUN THCK
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JlikapchbKi 3aco0u, 1o
PeryJrrTbs KPOBOOOIr
r0JI0BHOT0 MO3KY

7 N
I JIikapcovki 3acoou, AKi 6niueaoms Ha azpeayito
mpomooyumie i npouecu Koa2yaayii

\ J
A\ 4 A
Anmuazpezanmu Anmuxoazyranmu > Anmazonicmu
simaminy K
\ 4 \ 4 A\ 4
Auyemuncaniyunosa T'enapun Huszvrkomonexynsipui
Kucioma 2enapuHu
AHTaro”ictu [ToximHi ankanoixy [ToximHi ankanoixy
KaJIBIIIIO OapBiHKY MaTKOBUX PIKKiB
A A
7 N
Jikapcoki 3acoou, uio
» RiOGUULYIOMb MO3KOBUTL »  Iloxiani mypumy
KD08000i2
\ J
A 4 \ 4 \\\\\\l
IMoximHi Toximai TAMK TToximui
130X1HOJTIHY KBEPIIECTHHY

A\
Hpenapamu, uilo enjiuearomos Ha

azpezauito ma 320pmaHHsA Kpoei

V)
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JlikapcbKi 3aco0u, 110
MiABUINYIOTH MO3KOBHI
KPOBOOOIr

Anmazonicmu Kaaouiro

> Himoounin
v
NO,
H;CO(CH,),00C COOCH(CH3),
H;C 1}1 CH;4
HIMOJHIIIH

[lepeBaxxHO po3muproe MO3KOBI cyauHU. [IpenapaT 6e3nocepeHbO BILIMBAE HA
HellpoHu 1 kmiTuHU Taii. CyIMHOPO3LIMUPIOBATIBHUNA Ta CHa3MaliTUYHUN e(deKT
MOB’sI3aHl 3 JI€I0 MEpPeBaXHO HA KITHHU TJIAJICHBKUX M S31B CYyJHH MO3KY;
HEHPOTPOMHUI Ta HOOTPONMHUI BIUIMB MMOB’SI3aHUI 13 BIUIMBOM Ha KaJblIi€Bi

KaHaJIn

Hunapusun

v
@5/@/CH2—CH=CH©

HUHAPpU3UH
BrnmBae Ha MO3KOBiI CyIWHHM, TOJIIIIYE HE TiUTbKI MO3KOBHM, ajie TaKOX
KOpOHapHHi 1 mepudepudHuil KpOBOOOIT, 3HIKYE TOHYC TJIaJIEHbKUX M’ SI3iB
apTepioli, 3HW)XKY€ peakiiro Ha OIOTeHHI Ba30NPECOPHI AareHTH, 3MEHIIYE
30yANTUBICTh BECTUOYIISIPHOTO amapaTy

A 4
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JlikapcbKi 3aco0u, 1m0
MiABUINYIOTH MO3KOBHI1
KPOBOOOIr

Tloxioni ankanoioie 6apeinky ]]

Kasimon

v

A 4

| H
N N
H;C,00C" X
. H;
KaBITOH
Po3mmproe nepeBaskHO cyinHE MO3KY. MexaHi3M aii — 010Ka1a HeHpOHAIBHUX
HATPIEBUX KaHAJIB, HOPMaJi3ye OOMIH PEYOBHH y TKAaHMHAX MO3KY, IOCHITIOE
OKCHUTEHAIIII0

A 4

Binkamin

v

| H
N N
HO
H;COO0OC | "CH,
BIHKaM1H
Mae ceJeKTHBHY Ba30PETYISITOPHY JIiF0 Ha MO3KOBI CYJIUHH, CIIPHSIE afamnTaii
MO3KOBOTO KPOBOOOITYy 10 METabOJIYHUX MOTped MO3KY, MOCHIIOE€ OKHCHEHHS
TJIFOKO3H, TTABHIILY€ YTBOPEHHS €HEPrii, 10 CIIPHSE MPOoIecaM aJanTariii, MOoTiIIIye
3a0e3meueHHs] HEWPOHIB KUCHEM IMpPH TIMOKCIi, 3HIKY€E OMip CYIUH TOJOBHOTO
MO3KY, HOpMaJli3y€ MO3KOBHH KPOBOOOIT, MOJIIIITY€E TOCTAYaHHs KIIITHH KHCHEM
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Bimaminu — 6ioopra”ivudi CHOJYKH Pi3HOI OYIOBH, IO € JKUTTEBO HEOOXITHUMH
KOMIIOHEHTaMu OOMiHY PEUOBHH; BITaMiHH, SIK IPABUJIO, HE CHHTE3YIOThCS B OpPTraHi3Mi
JIOJIMHH, a HAJIXOIATH 3 MPOILYyKTaMH XapayBaHHS

Knacudgpixauia

3a gionogionumu
zpynamu

AN

3a 6ionoziunoro dicro

A4

3a gizuko-ximiunumu
61aCMU8OCMAMU

A 4

3a ximiunor
CHPYKMYpPO10
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Knacudikanisa Bitaminis

3a ¢izuxo-ximiunumu
61ACMUBOCMAMU

Booopo3uunni

A\ 4

PozuunsroTecs y Boi:
BiTaMiH B1 — TiaMiH, aHTHHEBPUTHUH;
BiTaMiH B2 — pubod:asin, BiTaMiH pocTy;
BiTamMiH B3 IMAHTOTCHOBA KHCJIOTA,
AHTUJICPMATUYHUH;
Bitamin Bs (PP) — HikoTuHaming Ta
HIKOTHHOBA KHCIIOTA, aHTHIICIIar PUIHHIA;
BiTaMiH Be¢ — mipumokcanb, Mipua0KCOI,
MIPUIOKCAMIH, aJIEPMiH;

BiTaMiH Be, Bio, Bi1 — ¢omnieBa kucnora,
YUHHHUK 3POCTaHHS Ta aHTHAHEMIYHUN;
BITaMiH Bz - HiaHOKoOaIaMiH,
AHTHaHEMIYHHH;

BiTaMiH H — 6ioTuH, anTHCEOOpEiHMIA;
Bitamin C acKopOiHOBa KHCIIOTA,
AHTUIIMHT OBHIA;

BiTaMiH P — OioduiaBoHOINN, YHUHHUK
MIPOHUKHOCTI

( Kupopozuunni

A\ 4

Po3unHsAtOTECS y  OpraHivyHuX
KHUPOTIOIOHUX PO3UMHHUKAX:
BiTaMiH A — peTHHOI,
aHTHUKCcEePO(TATbMIYHUA;

Bitamin D -  xamemmdepodn,
aHTHUPAXITHYHUI;

BiTaMiH E — TOKO(epoIIH,
AHTUOKCHJIAHT;

BitamiH F — mosmiHeHacuueHl BHIIl
(>xupHI) KHCIIOTH,
AHTUCKIIEPOTUYHHI;

Bitamin K -  HadTOXiHOHH,

aHTUTeMOopariuHuil, GiI0XiHOHH
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BioJioriyHa akTUBHICTD
BiTaMIHIB

Biramin B
(Mmiaminvxiopuo)

Cknao ma 6yoosa
CH;

cr
N/\/KYCHZ_EI
H3C/|\N/ H, L H>CH,0H

aMOHIIfHa CiJIb TiaMiHy

bionoziuna oii
®ochopunsoBana ¢opma Tiaminy — TiamiHmipodocdar (TIID) €
KO(epMEHTOM KIIF0UYOBOTO (PEPMEHTY MEHTO3HOTO LHUKIY MeTaboIi3mMy
TIIFOKO3H — TPAHCKETOJIa3H, KOYEPMEHTOM JIeKapOOKCHIIA3H, SIKa KaTali3ye
OKHCITIOBaJIbHE JIeKapOOKCHITFOBAHHS HipOBUHOTPAIHOT Ta
o-KeTorimyTapoBoi  kucioT. Ilix  BmmBoMm  TiamiHmipodocdaty
BiIOyBaeThcs ONOKaJa XOJiHECTepa3u Ta AaKTHBAIS XOJIHAIETHIIA3H.
Tiamin npuiiMae y4acTts y peryJisiii ByTrJaeBoJHOr0 0OMiHY, € CHHEPTiCTOM
IHCYIIHY, CIpHsi€ yTHIi3amii oko3d. BiH mpuckoproe Meradbosizm
MipOBUHOTPAHOT, MOJIOUYHOI KHCJIOT, KETOHOBUX TiJI, CIIPUSAE JIIKBimaIlii
MeTtabomiyHoro amnuao3ly. Bitamin Bi  HeoOXimHuil g CcHHTE3Y
alleTUIIXOJIIHY, HYyKJICTHOBHX KHCJIOT, OUIKIB, )KUPHUX KHUCJIOT, YTBOPEHHS

HIKOTUHAMITHUX KOEPMEHTIB, aICHO3HUHY .

A 4

Biramin B

Y
TI®
TiamiHnipogocar

Y

JexapOokcunasa

TpaHckeronaza ||

OKHCJTIOBaJIbHE JIEKapOOKCHITyBaHHS ipyBaTy

—» (TI1® - KOMITIOHEHT MyJIbTHEH3UMHOTO
MipyBaTAETiAPOreHAa3HOTO KOMIUIEKCY)

OKHCITIOBAJIbHE JICKapOOKCHITYBaHHS (-KETOTITy TapaTy
—» g ukiti Kpeocea (TII® - kommnoneHT
0-KETOITy TAPATAETiJPOreHa3HOTO KOMILIEKCY )

3 TPaHCKETOIAa3Ha PEaKIlis MeHTo30(hachaTHOro
LULIXY OKHCHEHHS [TIFOKO3H

~181~



Peunupkuin O.H., PewuHosa C.O. OpraxiyHa Ta BIOAOTIYHA XiMist AIKAPCBKMX MPenapaTiB

BioJioriyHa akTUBHICTD
BiTaMIHIB

Bitamin B
(pudoghrasun)

Cknao ma 6yoosa

OH OH OH

OH OH OH I [
CH5CH—CH—CH—-CH,OH

| | |
?HZ—CH—CH—CH—CHZOH | H
|
H;C N O oH H;C N_O
YL <2 G
H3C N -2H H3C N
O 1'{ O

OKHCHeHa opma pubodnasin

\ 4

BiJIHOBJIEHA (hopma

bionoeciuna ois

@dnaBiHM BUKOHYIOTh OaraTo4yuclieHHI Oiojoriuni (pyHKIi: KaTami3yloTh
EJICKTPOHHHUM TEePEHOC B PEIOKC PEaKIisX aMiHIB, CIHUPTIB Ta KHCIOT;
aKTUBYIOTb MOJICKYJISIPHUH KHCEHb 1 BIJHOBIIOIOTH HOTO B CYHEpPOKCH;
MIEPEHOCATh aTOMH OKCUTEHY Ha CyOCTpaT Ta BBOAATH HOTO B MOJIEKYITY BOJIH.
Bonu nmpuiiMaloTh y4acTh B IHIIMX pEakKI[isiX MeTa0o13My BYTJIEBO/IB, JIili/IiB
Ta OuIkiB. OCHOBHOI0O (YHKINIEIO (UIaBIHIB Yy JAMXaJbHOMY JIAHIIOTY €
TPAaHCHOPT TiJporeny. B okucHiit ¢popmi TpboXsaaepHUil reTeporKi ¢uiaBiny
miockuid. [Ipu 3axoruieHH1 IBOX aTOMIB T1IPOTEHY (Yepe3 YTBOPEHHS BITHOTO
panuKaity CeMiXiHOHHIM ¢opMi) TpU LUKIM PO3TAIIOBYIOTHCS BIIHOCHO OJUH
0JTHOTO B KOH(popMmarrii “merenuka’ (cepemHii AUT1APOTIPUINHOBHM ITUKII MA€E
KoH(popMallito “BaHHA”)

v

| Birawmin B, |

DAL OMH
(raBiHaIEHi HANHY KIEOTH ] (h1aBIHMOHOHYKJICOTH]L

Y Y

aepoOHi 1 aHaepoOHi JeTiAporeHas3n

Y

OKHCHEHHS 1HTepMeIiaTiB ByTJIEBOJHOTO,
JIOIAHOro Ta aMiHOKMCIIOTHOTO OOMIHIB

A 4
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BioJioriyHa akTUBHICTD
BiTaMIHIB

Bitamin B3
(nanmomenoea Kucioma)

Cknao ma 6yoosa
H. aH
HOH,C  * C CH OH
2 >C: \C/N\CHZ/ 2\C/
H;C™ CH,Y

ITAHTOTCHOBA KHCJIOTA
Bionoeiuna oia
B opranizaMi JIOJMHM TAHTOTEHOBA KHUCIIOTa BHUKOPHUCTOBYETHCS IS
cunre3y koeHzuMy A (KoA-SH) — kodepmeHTy amnuiatoBaHHs, SKUH €
OJTHUM 3 KIIFOYOBUX KO(PEPMEHTIB y PEaKIisix MeTadoi3My BYTJIEBOIIB,
OKHCHEHHS Ta CUHTE3Yy JKUPHUX KHUCJIOT, OOMIHY aMIHOKHCIIOT, Y CHHTE31
aIleTUIIXOJIIHY, CTUMYJIIOE YTBOPEHHS KOPTUKOCTEPOIIiB

l Biramin B; |

Koenzum A
KoA-SH

Y

Peaxuii arpuiroBaHHs

—» okucHeHHs [IBK Ta a-kerormyrapaTy —»= 00MiH ByIJICBOAIB
—— okncHeHHS 1 cuaTe3 BKK — 00MiH mimiaiB

— o0min AK
—> OiocuHTE3 CTepOoiiB

+——> mporecu geToKCUKAIIil
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BioJioriyHa akTUBHICTD
BiTaMIHIB

Biramin Bs (6imamin PP)

Cknao ma 6yoosa

C<O R = OH (miauuH, Bitamin PP)
| A R HIKOTHHOBA KHCIIOTA
N7 R = NH, (niaunnamin)

HIKOTHHAMIJT

A 4

bionoeciuna ois

Bitamin Bs 3amo0irae po3BUTKY IMenarpu — XBOPOOM IIKIPH, SIKa
CYNPOBOKYETHCS HEPBOBHMH PO3JIaZaMH, BTPATOIO IaM SITH, y Ba)KKUX
BUMNAJKaX — cMepTh. HiaumH npuiiMae ydacTh B PeryJsismii JisUIbHOCTI
HEpPBOBOI CHCTEMH, IIUTYHKO-KIIIKOBOTO TPAKTY, MIATPUMY€ HOPMAJIbHUNA
MeTa0omi3M, 1HrMOY€BUKIJ BUIBHUX XHUPHUX KHUCJIOT, 3MEHIIY€ DiBEHb
XOJIECTEPUHY B TJIa3Mi KPOBI.

Y BUTIIAI HIKOTUHAMITY 11 BiTaMiH BXOAUTH J0 CKJIaay KOPEepMEeHTIB

A 4

JIET1IpOoTeHa3
HAJT" HAJI®"
HIKOTHMHAMI1IaICHIHTUHYKJICOTH]T HIKOTHHaMiAaAeHIHAUHYKIeoTuadochat
2.0
NH, CNH,
O v ®
SvAN CHy O—P—0—P—0—CH, N’
0 OH
OR OH OH OH
R=HHAJI

R = PO;H HAJI®

!

B peakisx rigpysaHHs akTusHa uacturka HAJ[' (iforo mipumuHOBHMIi
¢parmeHT) npuitmMae Bia cyOcTpary (HampHKIaf, CIUPTY) TiAPUA-10H 1
BITHOBITIOETHCS /10 c1abko 3B’s13aHO1 3 hepmenTom dhopmu HAJI-H, B sikiit
BXKe MpUCYTHIHN 1,4-nurinponipuanHoBuii pparment. Bin cyberpary notim
BIJIIETIIIOETECST Ta TEPEXOANTh y PO3YMH MPOTOH, 1 3 CIHUPTY, TaKUM
YMHOM, YTBOPIOETHCS aJbJIEril a00 KETOH
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BioJioriyHa akTMBHICTD
BiTaMIiHIB
|

Biramin B (nipuookcun)

Cknao ma 6yoosa
H,OH HO »,NH,
g I | I
H;C N7 H;C N7 H;C""N?
MPUAOKCOIT HipUIOKCab T pUIOKCaMiH

bionoeiuna oia

[ToB’s3aHa 3 KatamiTHIHUMHU GopMaMu — pocdaTaMu MPUIOKCATIO Ta
MipUI0KCaMiHy, SIKI yTBOPIOIOThCA IpU B3aeMojii octanHix 13 AT®. Taki
dochatn € kodakropamMu 1 MICTATBCS MPAKTUYHO B YCIX KIITHHAX
Oprasimy.

AxtuBHa ¢opma BiTamiHy — mipugokcaitbochaT SIK KOPepMEHT
3abe3nedye JeKapOOKCHIIIOBAHHS, IepeaMiHyBaHHS Ta Je3aMiHyBaHHS
aMiHOKUCIOT. [lipuIOKCMH aKTUBYE€ TPAHCIOPT aMIHOKHCIOT i3
KUIICYHUKY, IX TPOHUKHEHHS 3 KPOBOHOCHOTO pycia B TKaHUHH Ta
pecopOI1ifo aMiHOKUCIIOT y HUPKax

A 4

v v
[TAJID [TAM®
| mipupokcaibdocdar nipunokcamindocdar
> Aminompancghepazu ~

peaxiiii TpaHCAMiHyBaHHs

»  Jlexapbokcunazu » 1eKapOOKCHITYBaHHS aMiHOKUCIIOT
Kinypeninasu » TIEPETBOPEHHS Tpunrodany
= KIHYpEHIHOBUM HUIIXOM 3
ytBopenHssM HAJT
Tymamam- CHHTE€3 B HEpBOBI  cucTeMIi
s Oexapboxcunasa > ranemiBHOrO Memiatopa TAMK

0locuHTE3 TeMy (CHHTE3
0-aMIHOJIEBYJIIHATY — TEPIIOTO
MeTa0OoIIITy CHHTE3Y TeMY)

\ A0 .
0-AA LHOJIEsYIIHaAmcunmemasa

\ 4
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BioJioriyHa akTUBHICTD
BiTaMIHIB

Biramin B12

(uianokooanamin)
\ 4
Cknao ma 6yoosa
HOH,
S
OH N CH,4
9
HO—P-0 NH,
H GO

CH5CO-NH,
CH>CH5 CO-NH,

H3C_|CH H3 CH2
CHTNH‘CO‘CH?CH%K,’

2
H;CCH,  CHzCH7CO-NH,
BiTaMiH B, (kobanamin)

bionociuna ois

Kodakropni ¢opmu Biraminy Bi2 npuiimMaroTh yd4acTe y pi3HHX
XIMIYHUX peaKLisfx, SKi MOXXHAa MOAUTUTH Ha JBI rpymu: 1) peakuii
TPAaHCMETUJTIOBaHHS, B IKUX METHJIKOOAJIaMiH BIIIrpae posib MEPEHOCHUKA
METHJIBHOI TPYIH BiJ S-MeTWiITeTpariipodosiieBoi KUCIOTH MPH CHHTE31
METIOHIHY, OIITOBOT KHUCJIOTH, ITyPUHOBUX Ta MIPUMIIMHOBUX OCHOB, O1JIKIB
TOIIO; 2) peakuii MepeHeceHHsl aTOMIB TiJporeHy 3 yrBopeHHsMm C-H-
3B’SI3KY NP MIEPETBOPEHHI MiJI JII€I0 aIEHO3UIIKOOATaMiHYy.
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bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

BioJioriyHa akTUBHICTD
BiTaMIiHIB

Biramin B
(uianokobanamin)

A 4

Mertunkobaaamid
(TmTOTUIa3MaTHYHA
bopma KopepMeHTY)
N
Memionincunmemasa
Y,

v

A 4

5-Jle30KkcHaieHO3MIKOOaIaMiH
(miToxoHapiasbHA PopMma
KO(EepMEHTY)

v

Memuimanonin-KoA-
mymasa

v

romoructein + N°-metun-Hs-ponar —
— MeTioHiH + Hs-omat

v

CHUHTE3 TOJIOBHOTO JIOHOPY METHIIBHHX
rpyn, 30KpemMa, TpU  YTBOPEHHI
tuminuny JTHK

MeTmiManoHin-KoA — cykuunin-KoA

v

po3iieruieHds L-saminy, L-neiinuny, L-
13oneiiiuay Ta f-okucHenns BKK 3
HETMapHOIO KUIBKICTIO aTOMIB KapOOHY

A 4

HepnocratnicTs BitTaminy Bi2

\ 4

\ 4

TpuBane HEHaIXOKEHHS BiTaMiHY 3
MPOTYyKTaMH XapuyBaHH:

OOMexyBaHHS
BiTaMiHy Y KUIICUHUKY

BCMOKTYBAaHHA

v

.

3noskicHa Biz-3anexna aHewmis, sK
pe3yNbTaT  TMOPYIICHHS  ITOCTadaHHs
tuMiguHy B cuHTe3l JJTHK

[TopymieHHs CUHTE3y TpPaHCKOPHHY,
110 € TPAHCTIOPTEPOM BiTaMiHy B12 uepes
CIH30BY 00O0JIOHKY KUIICYHUKA
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BioJioriyHa akTUBHICTD
BiTaMIHIB

BitaminB.
(¢ponicea kucnroma)

Cknao ma 6yoosa
}I
/L)\/(N\j—CH—NH N ~CH~-CHyCHrCOOH
H,N "N . N COOH ),
> HTCPHH n-aMiHOOEH301Ha KHCI0Ta Y

L-(+)-rmyTaMiHOBa KHCJI0TA

N J

¢omieBa KUCIOTA

bionozciuna ois

VY Burnani rterparigpodpopmu (TI'®@K) ¢onieBa kucnoTa BHKOHYE
¢byHKIiT KohepMeHTy 1 MpUiMae y4acTh y CHHTE31 aMIHOKHCIIOT 1 OCHOB
HYKJIETHOBUX KUCIIOT

[Tpu 3amini y omieBiid KUCIOTI 4-TiAPOKCUTPYNH HA aMiHOTPYIy Ta
BBEJCHA [0 AaHUIIHOBOMY (parMeHTy N-MeTHibHOi TIpynu OyB
CHHTE30BAaHHII METOTPEKCAaT — aHTaroHicT Bitaminy Bc. Moro
IIUTOTOKCUYHI BJIACTUBOCTI OB’ s3aH1 3 IHTUOYIOYMM BILTUBOM Ha (hepMEHT
dbomarpenykrazy, siKa KOHTPOIIO€ (HAa pIiBHI HYKJICTHOBHUX KHCIIOT)
peNpoAyKIi0 KITHHHA. ['albMyBaHHS MIBHUAKOCTI CHHET3y HYKJICTHOBUX
KHCJIOT, SIKE BHUKJIMKAETHCS METOTPEKCATOM, IPUBOIUTH IO IXHBOTO
roctporo nedinuTy s MyXJIWHHUX KITHH, SKi O I[bOTO IIBHIKO
PO3MHOXYBaIHCS. TakuM YHHOM, TIPHUTHIYYETHCS MpoiepyBaHHSI
(pO3MOBCIOKEHHS) TKAHUH 3JI0SKICHIX YTBOPIOBAHb

A\ 4
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bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

BioJioriyHa aKTUBHICTD
BiTaMIHIB

s

\L

—>|  BiraminB. (¢oicea kucnoma) ]]

v

TT' ®K-rigposana noxinxa 5,6,7,8-teTpariagpodosieBoi KUCIOTH

v

[ [lepenecenns onHOKapOOHOBUX (parMeHTIB ]

.

.

v |

METHJIBHOTI'O

METHIICHOBOTO

METHHIILHOTO OKCUMCTHUJIIBHOI'O

A

y

¢dbopmibHOTO

v v

A 4

A\ 4

dopmisiHO

A 4 ¢ A 4

— peaxiiii o0OMiHy aMiHOKHUCIIOT;
— cunrte3 Hykieotuais (Tumiaunat JJHK, mypunosi sapa JJHK ta PHK);
— cuHTe3 (i310JIOTIYHO AKTUBHUX CIIOIYK

—

Donicea kuciroma + Bimamin B ]’

Y

TI®K (N°-metun-Hs-¢onar)

A 4

}

A 4

MetmnkobanaMmia

'

CuHTE3 METIOHIHY

!

Cunres nykneoruaiB JJHK ta PHK

Hecraya Bitaminy Be

\ 4

“Ilepnimio3na” aHemis

A 4

Hecraya Bitaminy Bi2

\ 4

“domarHa macTka’, §K
pe3yabTaT 0JIOKYBaHHS
METIOHIHCMHTA3HO1 peaKIlil

!

HakonuueHnHs B KIITHHAX
MeTuiboBanoi popmu TT'OK
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BioJioriyHa akTUBHICTD
BiTaMIHIB

Biramin H (6iomun)

d
<

Cknao ma 6yoosa

s

U
sl
HC—CH H

| (l,‘H—CH—(CEHiCH
H2C\S/ [ 3

COOH
0-010THH
bionoziuna ois

Bxomkennss sk kodakropa [0 TEBHHUX CH3MMIB B TIpoIecax

NEepeHeCeHHsT KapOOKCHWIIBHOI Tpynmu  peakiiii  KapOOKCHIIOBaHHS,

nexkapOokcuiyBanHs abo TpaHckapOokcwmoBanHs npu cuHTe3l BKK,
aAMIHOKHCJIOT TOIIO

v

BitamiH H + CO2 — kapOokcu0ioTuH

!

( Depmenmu KapoOOKCUNIOBAHHS ) 6iocuntes BKK

A

\ 4

Ayemun-KoA-kapbokcunasza anetin-KoA — manonin-KoA

\ 4

> Ilipysamkapbokcunasza » [IBK — okcanoanerar
v
TJIIOKOHEOT€HE3
& Kapbokcunaza > KapOOKCWIIOBAHHS MpU OI0CHHTE31 sapa

MIypUHOBUX HYKJICOTHU/IIB
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Po3sain 5. bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

BioJioriyHa akTUBHICTD
BiTaMIHIB

2\
Biramin C
(ackopoinosa kucioma)
Cknao ma 6yoosa
1 1
0=C— =C
! -
- O KETO-C€HOJIbHA || HO
HO = TayTOMeEp1s B(w_OH = | O
Ht Ht 4
™ HO——H HO——H HO- cv—H
6 6 |
CH,OH CH,O0H CH,0H
Y-JIaKTOH (+)-L-ackop6iHoBa KHCI0TA

3a XiMIYHOIO CTPYKTYPOIO aCKOpOIHOBA KMCIIOTA (AHTULIMHTOTHUN (DAKTOP) SIBIIsIE
c00010 JIAKTOH JICHOJTYJIOHOBOI KUCIIOTH, TOOTO B 1i CKJIal MICTSTHCS B €HOJbHI
rpymnu Ourst 2-ro i 3-ro aTomiB KapOOHY

bionoziuna ois

3a paxyHOK aucomiamii 2-x TipokcwiiB Oinsg 2- 1 3-ro aromiB KapOoHY
acKopOiHOBa KHCJIOTa MPOSIBIISIE CHIIBHOKUCIIOTHI BIIACTUBOCTI. BTpawaroum nBa
aTOMH T1IPOTeHy, acKOpOiHOBa KHCJIOTa MEPEXOJUTh B JIETiIPOreHACKOPOIHOBY,
TOOTO MOXE BCTYNAaTH B OKUCHO-BIIHOBHI peakiii, Mpu sSKUX OyJe BigaaBaTh abo
NpUEIHYBATH Bijl IHIIUX CHOJYK aTOMH TiporeHy. bionoridyny poibs ackopOiHOBOI
KUCIIOTH HaiYacTille MOB’SI3YI0Th 3 YYacTIO B OKHCHO-BIHOBHHUX Iporecax. AJe
(bepMeHTIB, y SKUX KUCJIOTA BijairpaBana 0 poib KOGEpPMEHTY, J0Ci HE BUSBIICHO.
BcranoBneHo, 1o BoHa € JOHOPOM T1JIpOreHy sl BITHOBJICHHSI PI3HUX 010JI0TTYHUX
cyberpariB. 30Kkpema BiOMO, IO aCKOPOIHOBA KHUCJIOTa MOJXKE BiTHOBIIIOBATH
TUCYNb(MITHI 3B’ SI3KU CYIb(PIAHUX TPy, aKTUBYIOYH TUM caMUM psia GpepMeHTiB. B
CBOIO  Uepry JCTiIpOreHacKopOiHOBa  KHUCJIOTa  MOXE  ()EpPMEHTATUBHO
BIJTHOBJIIOBATHCh Yy TKAaHWHAX OpraHi3My 3a y4dacTiO IiyTaTioHy. biojoriuna poib
acKOpOIHOBOI KMCIIOTH TICHO MOB’s13aHa 3 00MIHOM O1JIKiB, BYTJICBO/IiB, MiHEpAJIbHUX
pPEYOBUH
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BioJioriyHa akTUMBHICTD
BiTaMIiHIB

1[ Bitamin C (ackopoinosa kucnoma) ]]

v

Kodepment nesinomuii

A\ 4

Y4acTh y OKHCHO-BiTHOBHHX peaKIlisix ’ | Bionoenenns chonieqoi kucnomu )

\ 4

Bitamiu Bc — TI'®K

( Peaxuii 2ionokcunmeanns )

®depym-ackopOaT3aeKHHMI dbepmeHt
MPOJIUITiAPOKCHITa3a (MMPOKOJareH — KOJIareH)

VL

Bitamin C perenepye BinHOBIEHY (opMy HOHY (epymy,
HeoOXiIHOro IS KaTamiThuHoro mukny Fe*™ — Fet

.

Bitamin C BUKOHY€ aHTHOKCHUJAHTHY (DYHKITi0, 3HETIIKOKYFOUH

v

biocunmes konaceny >

BHCOKOAKTUBHY MOJICKYIISpHY CTpykTypy Fe?* -0~

biocunmes ooghaminy, -~ ETanu rinpoKCHIIIOBaHHS B IMKII Ta
HOPAOpeHaniny, a0peHaliny O1YHOMY KiJIbLII KaT€XOJaMiHiB

.

3,4-nurinpokcudeHiieTuIIaMiH — HOpaJApeHasiH

A
A

v

biocunmes cmepoiois > YucrneHHi peakii TiIJpOKCUIIIOBAHHS Ha eTarl
CHHTE3Yy XOJIECTEPHHY Ta CTEPOiJHIX TOPMOHIB,
010CHHTE3 CEPOTOHIHY

v

INapokcumoBanHs TpunTodany

.

Tpuntodan — S-rigpokcuTpUnToPaH — CEPOTOHIH

biocunmes cepomoniny

v

A 4

v

Uepes crafito yTBOPEHHS TOMOTEHTH3UHOBOT
KHCIIOTH

Kamabonizm muposumny
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Po3sain 5. bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

BioJioriyHa aKTUBHICTD
BiTaMIHIB

Biramin A

A 4

Cknao ma 6yoosa

H,0H CH,OH

AN N AN g

BiTaMiH A (pPeTHHOM) BiTaMiH A, (3,4-1erixpopeTnHomn)

Pemunon mictuts xinnesy CH2OH-rpyny. Bin HeoOXigHuii 11 pocTy
Ta HOPMAJIHHOTO (PYHKITIOHYBAHHS IIKIPSHUX Ta KICTKOBHX TKAaHWHUH, a
TAaKOXX [UIA CTUMYJIIOBAaHHS YTBOPEHHS CHepMH. Pemunanrs MICTUTh
anpaeriqny C(O)H-rpyny. Bin HeoOxigHuit ayis QyHKIIOHYBaHHS 30DY.
Pemunoesa kucnoma mictuth kapookcuwibny COOH-rpyny. biodynkuis
11€1 KUCJIOTH aHajoridyHa 610pyHKIIT peTHHOITY .

Vi eKk30IUKITIYHI MOJBIHHI 3B’SI3KM MalOTh mpaxc-KOHQIryparito, 3a
BHUKJTFOUCHHSIM PETHUHAJIS, B SIKOMY IEPEIOCTaHHIN TMOABIMHUNA 3B’ SI3KOK
Ma€ yuc-KoH(Irypauito, siKa JIETKO MepeXoauTh Y mpanc-KOHQITypario
MpU TOTJIMHAHHI cBiTia. Lls 130Mepu3ariis JIeKUTh B OCHOBI TTOTJIMHAHHS
CBITJIa 30POBUM IIIMEHTOM POOONCUHOM, JO CKJaxy SKOrO BXOAMTH
pEeTHHAIIb, Ta IEPETBOPEHHSI CBITJIOBOTO IMITYJIbCAa Y HEPBOBUH.

IIpouecu yrBopeHHst
IJIIKONPOTEiHIB — Pecynauia ¢pynxuin
KOMIIOHEHTIB CJIN3iB

IIpouecu pocrty Ta
audepeHirOBaAaHHS
KJIITHH

A 4

IIpouecu TeMHOBOIO 30py

v

Ilepemeopenns
Kaporun y opranizmi mijisrae OKMCHIOBAJIBHOMY (pepMEHTaTHBHOMY
PO3ILIEIUIEHHIO 3 YTBOPEHHSAM PETUHAJIA, SKMH BITHOBIIIOETHCS Y PETUHOI,

a octanHil y Burisai ectepiB BKK nenonyerscs B neuinii
Pononcun
(omcuH (010K + yuc-peTHHAID)

S .
S %
«M ¢

yuc-peTHHAIb HADH + H* mpanc-peTuHab
AITKAT OJIb- \
? —_— JETripOreHos <_l
HAD*
YUC-PETHHOT MpPaHC-PEeTHHON

peTHHOI-130Mepa3a
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BioJioriyHa aKTUBHICTH
BiTaAMIHIB

(“irmina )

IIpouecu pocty Ta nudepeHuilOBaHHS
KJITHH

A 4

A 4

peruHanb (BiTaMiH POCTY)
MpAaHCc-peTHHOEBA KHUCIIOTA

TPaHCKPHITITiS

\

CTHMYJIIOIOYA Jiis Ha PicT Ta qudepeHIitoBaHHs KITiTHH

IIpouecn yTBOpeHHs IIIKONPOTEIHIB —
KOMIIOHEHTIB CJIM3iB

A\ 4

akcepoQTo

|

Ko(epMEHTHA Jis 5K JiliJHOTO ePEHOCHUKA
OJIiTOCaxapuIHUX 3AJUIIKIB
4epes JIIMOMPOTeiHOBI MeMOpaHu

\

TIKO3WITpaHchepasn eHIOIIa3MAaTUIHOTO PETHKYIIIOMY
Ta KoMIUIeKkcy ["onbki

\

6iocHHTE3 TITIKONPOTETHIB - OCHOBH MYLIMHIB

~194~



Po3sain 5. bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

BioJioriyHa aKTUBHICTD
BiTaAMIHIB

[[ Bitamin K

A 4

Cknao ma 6yoosa
Jo BitaminiB r1pynu K Hamexath mnoximHi 2-MeTui-1,4-HaQTOXIHOHY 3
MPUIICTUICHUMH 130ITPEHOBUMH  JIaHKaMH. Y TIPUPOJI 3ycTpidaroTbes BiTamiH Ki
(dpimoxinon) 1 Bitamin K2 (MeHaxiHOH), sIKi BIPI3HIIOTHCA KUTBKICTIO 130MPEHOBHX JTAHOK
Ta MOIIUPEHHSIM y HpupoaHux o0’ektax. Biramin K> nposiBisie cunpHinry 010510Ti4HY
niro, Hix BiTamin Ki.

O
CH
= | CH; }II ) ~ | 3C\ ca-n
o —
NS | CH;C\\(I:/CHZ\[CH;CHZ\(I:H/CHi_H é‘l) CHZ \Clj/ 2
CH, CH, CH; s
Bitamin K (¢piroxinon) Bitamin K, (MeHaxiHOH-6 mipu n = 6)

A 4

bionociuna 0is
AHTHUTEMOpariyHa [isi TOSICHIOETHCS CTUMYJIIOBaHHSM O10CHHTE3y O1UIKIB-
CH3UMIB
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BioJioriyHa akTUBHICTD
BiTaMIHIB

l[ Bitamin K

A 4

(Anmuzemopaziqna )

A 4
Kodakrop peakuiii koarysimii

YTBOpeHHs akTUBHOTO (hakTopa X—
»| — cuHTE3yeThCA y Iedinmi 3a yuacTi Bitaminy K

dopmyBaHHS (yHKITIOHATTEHO AKTUBHUX
dakTtopis 3ropranbHOi cuctemu 11, VII, IX, X

A 4

[JIFOTAMIHOBA KHUCJIOTA M» y-KapOOKCHTITyTaMiHOBa KHCIIOTa
¢axropis I, VIL IX, X

20 Céo
| O~ 1 0 _0
?Hz Vit K (|:H_ C ~NO-
—_— >
9 g
~¢— CNn- ~C— CH-NH-

A 4

301IBIIY€THCS CTIOPITHEHICTH 10 HOHIB KaJbllilo,
K1 HEOOX1TH1 /TSI 3aITyCKy PEaKIiid KoaryJisiii
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Po3sain 5. bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

BioJioriyHa akTUBHICTD
BiTaMIHIB

Biramin E
(moxogheponu)

Cknao ma 6yoosa
[Ipuponni Toxkodeposn, MO0 MPOSBIAIOTH O10JOTIYHY AKTUBHICTh, BIIPI3HSIOTHCS
OJIMH BiJl OJTHOTO KIJTBKICTIO Ta MICIIEM PO3TalllyBaHHS METWJIBHHUX TPYN B OCEH3€HOBOMY
SZIP1 XpPOMAHOBOTO ITUKITY
Hj
H ﬁZH3
y CHyl CHN o CHN
H;C O “CH;|~""2°CH; ~ “CH5H
CH;4 3

a-ToKo(epo

A 4

bionoziuna ois

AHTHOKCHJIAaHTHA [TisI, 0OCOOJUBO MIPH MEPOKCHIHOMY OKHMCHEHHI JIMIIB KIITHHHUX
MeMOpaH, TouHime HeHacnueHnX BKK, ski BXOAATH 10 TXHBOTO CKIaAy, IMiJCUICHHS
TKQaHUHHOTO JIUXaHHS, COPUSHHS CHHTE3y YOIXiHOHY, MiABUIICHHS O010J0T14HOT
aKTUBHOCTI BiTaMiHy A. Haiikpaly BiTaMiHHY aKTHBHICTb BUSIBIISE O-TOKO(EPOJI, TOTIM
[-, y-, O- TOImO, a AaHTHOKCHAAIIAHI BJIACTUBOCTI TMPOSIBISIOTHCS HABIAKH 1
HallepeKkTUBHIII BOHU Yy J-TOKOodepony. Hectaua BiTaminy E nmpu3BoauTh He TUIBKH J10
oesmmiaas, ane i g0 iHpapKTy MioKapja, MepepoKEHHI0O M’S31B, PO3JIaay HEPBOBOI
CUCTEMH
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BioJioriyHa akTUBHICTD
BiTaMIHIB

Biramin E
(moxogheponu)

(Monexynﬂpﬂi MeXaHi3Mu ail )

Aumupaoukanvhi enacmugocmi

4

\ 4

Peakitist AMCTIPONOPITIOHYBAHHS 3 BUIbHUMHU PaJuKaIaMu
Hj , H;

Rl tr — R! +RH
H3C 0] CH3 H3C O CH3
CH; CH;
3aBIsSKM HAsBHOCTI ()EHOIBHOTO TiAPOKCHIYy BiTaMiH E — iHri6iTop
BUIBHUX PaJIUKaJiB

A 4

[TpoxykT peakuii BCTYyHNaroTh B PEAKII0 MiXK COOOIO 3
YTBOPEHHSM HEAKTUBHUX MOJICKYJISIPHUX MPOAYKTIB
In® + In* —> In—In
HEaKTUBHI MOJICKYJISIPHI
MPOIYKTH

A 4

Membpanocmabinizyroui enacmusocmi

\ 4

o-Tokodepon BOynoByeThes y pocdomninigauii MaTpuke 6iomeMOpan
3aBSIKU TiApOoPOoOHOMY OIYHOMY 3aMiCHHUKY

A 4

Crabinmi3yeTbcsi  PYXOMICTh ~ Ta  MIKPOB’S3KICTh
MeMOpaHHUX JIIIMiiB 1 O1IKIB
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Po3sain 5. bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

BioJioriyHa aKTUBHICTH
BiTaMIHIB

Biraminu rpynu D

Cknao ma 6yoosa

\ 4

BiTaMmiH D, BiTaMiH D;

Jlo BitamiHiB rpynu D (kampiudeposiB) Hajexarb >KUPOPO3UMHHI
PEYOBUHH, OJM3bKI 3a XIMIYHOIO OYy/I0BOIO, SIK1 MPOSIBIISIOTH AaHTHPAXITHY
nito.  HaitaktuBHimi —  eprokaisuudepon  (Bitamin  D2)  Ta
xoJnekanbidepon (Bitamin D3) (Bitamin D1 — cymim eprokansiudepoiy
3 JESIKUMHU CTEPOJIAMH)

bionociuna ois

Bitamian rpymu D copusiioTh MpOHWUKHOCTI WOHIB KaJbIiIO Kpi3h
KIITHHHI MeMOpaHH, TOOTO MPHIMAIOTh y4yacTb y peryisiii mpoueciB
| IXHBOrO OOMIHY 1 MIATPUMaHHI HE3MIHHOI KOHIeHTpamii. Bitaminny
aKTUBHICTh BiTaMiHM Tpynd D mposBISIOTH y BUITISAAI CBO€I aKTHBHOT
dbopMH — AWTIIPOKCUTIOXITHUX, SKI yTBOPIOIOTHCS TPH OKHWCHEHHI B
NPUCYTHOCTI €H3UMIB.

Bitaminu rpynu D perynoroTs 00MiH Kambilito Ta pocdopy 1 0cobamBo
BA)XXJIUB1 Y PaHHBOMY Billi

A 4

7-meriapoxoecTepot

\

XOJICKAIBITU(EPO (PETYIIATOP TOME0CTa3y KajbIliio)

{

— | xanbuurpion (hpakTop rOpMOHAIBEHOTO THITY JIiT)

— iHuKye cuaTe3 Ca-3B's13yr0unx OlNKIB €TEpPOLUTIB

| 3 OCHOBHHIi PETYJIATOP BCMOKTYBaHHS HOHIB KaJIBIII0 B KHIIICUHUKY Ta
OaraTorpaHHHX KaJbI[iii-3aIe)KHUX 010XIMIYHHUX TIPOIECIB
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BioJioriyHa aKTUBHICTD
BiTaMIHIB

Biramin F

Cknao ma 6yoosa
Biramin F — cymim Tppox HeHacH4YeHUX alli(haTHUHUX MOHOKapOOHOBUX
KHCJIOT, B IKUX BC1 IMOJIBIMHI 3B’ SI3KM MAIOTh yuc-KOH(DIrypariito: JiHOJIeBa,
JIHOJICHOBA, apaxiJI0HOBA KUCIIOTH.
CH=CH CH=CH
CH5(CHy1” ~CHy5” CH,)+~COOH
JIIHOJIEBA KHCJIOTA
CH=CH CH=CH CH=CH
CHyCHs” SCHFY  SCHs  (CH,)+~COOH
JI{HOJIEHOBA KHUCIIOTa
CH=CH CH=CH CH=CH CH=CH
CH(CH,)y” >CHs  >CHy  SCHyY  >(CH,);COOH

aaniZ[OHOBa KHCJIOTa

A 4

Ilepemsopennsn HeHaACUYeHUx KUCi0m
VY cknaai poCIWHHUX O HEHACHYEHI KUCIOTH MICTATHCS Y BUTIISAII
3MilIaHuX  roainepunaiB.  Henacuyeni  kucimotu  npu  30epiraHHi
OKHCHIOIOTHCS KUCHEM TIOBITPS IO MOABIMHUM 3B’ sI3KaM 1 pO3IIETITIOIOTHCS
3 YTBOPEHHSM HHU3KOMOJIEKYJSIPHUX albJACTiAIB Ta KHUCIOT (TeKCaHAb,
MacJIsTHa KACJIO0TA), SIKI HaJJal0Th HETPUEMHHI CMaK Ta 3aIax MporopKHyTOi
oJtii

\ 4

A 4

[Ipu rimpyBaHHI POCAMHHUX OJIM PI3KO 3MEHIIYETHCS  BMICT
HAWBaXIUBIIIOT HEHACUYEHOI YUC-KUCIIOTH — JIIHOJIEHOBOI, sIKa 3amooirae
aTEPOCKJIEPO3y — OCHOBHOI MPUYHNHHU BIKOBOT CMEPTHOCTI

A 4

JlinoneBa KuCIOTa TIPH META00JI3M1 TIEPETBOPIOETHCS y apaxiIOHOBY,
sIKa B CBOIO YEPTy, IEPETBOPIOETHCS B O10PETYIATOPH: IPOCTATIAHINHU Ta
TPOMOOKCaHH, sIKI MalOTh B OCHOB1 MOJIEKYJISIPHHI CKEJIET MPOCTAaHOBOT
kuciotH. [Ipoctarnananam — MOy IS TOPH TOPMOHIB 1 BUKOPUCTOBYIOTHCS
JUTSI CTUMYJTIOBAHHS TIOJIOTIB Ta IIEpepUBaHHS BariTHOCTI

A 4

YactiHa TPUPOAHUX YUC-I30MEPHUX HEHACHYCHUX KHUCIIOT MOXKE
130MepHU3yBaTUCS B MPaHC-130MEPH, SIKI pO3BUBAIOTH CEPLIEBY NATOJIOTIIO,
30UTBITYIOTh  pU3MK  ndiabeTy,  TOTIPUIYyIOTH  IMYHITET,  OOMIH
MPOCTArJIaHAMHIB Ta 1HII MTOKa3HUKU
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IporuBipycHi 3acodmu

Bipycu, axi Bipycu, sixi
ypadicaroms | f ] A R 30ammi
baxkmepii N Bipycu | ingikysamu
HA3U8aI0Mb npo- ma
baxkmepioghazu eyKapiomudi
KAIMUuHU

HexnitunHi cTpyKTYpH, sKi Mictare HykineiHoBi kucnotu (HK) B
O17IKOBI 000IOHITI-KATICYJT1

JTHK-emicHi PHK-emicHi
gipvcu gipvcu

v v

YoTupu OCHOBHI KJIaCH KarlCUJIiB:
1. emipanbHi;
2. ikacaeIpiyHi;
3. cknaaHi 6e3 000JI0HKH;
4. cknamHi 3 000JIOHKOIO

v v

Ck1agaroTscs 3 OJHOTO
a00 IBOX JIQHI[IOTIB

l'enetnunuii  marepian
MpecTaBIeHU abo 0/1HO-,

abo JBOXJIAHIIOTOBOIO
JHK, sxa moxe OyTu sk v
JHIHHOIO, TaK 1 K1JbLIEBOIO OIHOJIAHLOTOBI BipycH

\ 4 \ 4

Bipycu 3 Bipycu 3
“IUTI0C”-1aHIIOrOM “MiHyC”-JTaHIFOTOM
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IpoTuBipycHi 3acodu

r )
Emanu npouecy ingiyitoeanns, 3a 10OMOTOI0 SKOTO HEKJIITUHHI

YTBOpPEHHS BOYJOBYIOThCA Y KIITUHY-TOCHONAPs Ta “‘HANaroKyoTh”

il MeraOomiyHWI amapaT Ha BIATBOPCHHS GipioHié (MMOBHICTIO

c(hopMOBaHUX BIPYCHHX YACTHHOK)

\ J

I eman
Ancopbuisi  Bipycy Ha crneud(iyHUX PpEUENTOPHHUX JUISTHKAaX
KIIITHHHOI TIOBEPXHi, SKi PO3MI3HAIOTHCS OCOOJUBUMH BHCTYITHUMHU
YacTHHAMU BIPIOHY 1 10 SIKUX BiH MIITHO IPUKPITLTIOETHCS

A\ 4

1I eman
[Iponukuenns Bipycuoi JJHK a6o PHK B xniTuny-rononaps. Bipycu,
K1 ypaXkatoTb TBapUH Ta JIIOAUHY, epeHocats HK y pe3ynbrati 31uTTs
30BHIIIHBOTO MHIapy BipiOHY 3 KIITHHHOIO MeMOpaHoio. Ilpu mpomy
nomasiae y KITHHY pa3oM 3 O1TKaMu, K1 0e3MmocepeHbO MPUIIATAIOTh 10
Hei. HactymHe 3BibHEHHS Bifl HHUX BifOyBaeThCs (epMEHTATUBHUM
HIIIXOM

A\ 4

IIT eman

Tpanckpuniiss Ta perumnkaiis TEeHeTUYHOro MaTepiany Bipycy
3MIACHIOETBCS 3BUYAWHO 32 YydacTio (epMeHTa KIITHHH-TOMOAApS.
Cnouatrky BipycHa JIHK xomitotecss PHK-momimepasamu KiaiTHHU-
rocrogapsi, B pe3ynbraTi 4Yoro yTtBoproerhes MPHK, ska mortim
TpaHcmoeTbes. [Ipu 1IbOMY TpaHCKpHIILIS Ta peIulikalis MOXYTh
BinOyBaTHCA K B spi, TaK i B uroruiazmi. TpaHcisis BipycHoi MPHK
Ha pubocoMax KIITUHHU-TOCNONAPS MPHUBOIAUTH 1O YTBOPEHHS BIPYCHUX
O1ITKIB

A\ 4
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IIpoTuBipycHi 3acodou

[IpoTuBipycHuli TpemapaT MOBHMHEH MiATHU Ha OyAb-IKUil 3 eTariB
KHUTTEBOTO IUKITY BipyCHOT iH(EKIii

A\ 4 \ 4

brokyBaru 3B’SI3yBaHHS [MonaBnsTu aKTHBHICTb
BipiOHY 3 [IEBHUMU Bipyc-crienupiqyHuX noxiMepas
peuenrtopaMu  Ha  MOBEpPXHI HK
KJIITUH i HACTYITHUM

NPOHUKHEHHSAM Y  KIITHHY
HUIIXOM  Jie3iHTerpauii  Horo

000JI0HOK
v v
[epemkomkaTu TpaHCKPHIILIT IuribyBatu CUHTE3
BIpYCHOTO T€HOMY crieni(piYHUX BipyCHUX OLITKIB

Y Y A 4

CyBopo cpsiMOBaHa [iist — OIMH 3 OCHOBHHX KPHUTEPiiB Y BUOOPI pEHOBUH 3
MPOTUBIPYCHOIO aKTUBHICTIO
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OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

IIpoTuBipycHi 3acodou

Ha3sga 3aco0y

dopmy.ia

Mexani3Mm aii

Tanozenonoxioni
MUMIOUHy

[noxcypuaun
X=D

X =1, F, Br, CF;

Inoxcypunus nifg ai€ro BipycHOT
TUMIJIUHKIHA3U
MEPETBOPIOETHCS y Tpudochar,
saxkuii iHri0ye kmituaay JIHK-
noJiiMepasy.
['anoreHomoximHi  TUMIAMHY
BHUCTYIAIOTh 1oro
aHTUMETA00IITaMH,
BOyaoByrounch y JIHK, BoHHM
npurHigytots cuare3 MPHK Tta

BipyCHHUX O1JIKiB

Binapabin

NH,

)
N/

zz

HO

[Topyuiye permikaiiiro BipyCHOT
JHK 1 edexTuBHHMII 11O BiAHO-
BipycCiB

HIEHHIOI0 reprecy

PI3HUX THIIIB

HuTapabin

>
I
)z

HO

OH

Bucrynae KOHKYPEHTOM

JI€30KCULIUTU/INHY. [arubye
JIHK-nonimMepasy Ta peaykrasy
1 TUM MOpyIIy€E

perutikaiito BipycHoi JJHK

caMuM

Pubasipun

HO

OH

Bononie mmpokum creKTpom
AKTUBHOCTI AK II0 BIIHOIIEHHI
no JIHK- tak i PHK-BMicHHX
BipyciB. In vivo pubaBipuH
MEePETBOPIOETHCS Yy 5'-MOHO-
docdar, akuii € iHrUOGITOPOM
1HO3UHAETIIPOTeHA3H. B
pe3ynbTari MIPUITHHSETHCS
CHUHTE3 TYaHUJIOBOi KHCIOTH,

sIKa HEOOXiIHa IS

BigTBOpeHHs BipycHuXx HK




Posain 5.

bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

IIpoTuBipycHi 3acodu

Ha3ga 3aco0y dopmysa Mexani3m aii
AUuKIoBip ?I) B kiiTHHax, 3apaxeHuX
NfN BIPYCOM, PpEYOBMHHM TiA
(~CH:CH.OH) <N IN/J\NHZ niero  Bipyc-crierudigHoi
T aHIMKITOBIp (|:H2_ O0-R THUMIJJUHKIHA31

(—-CH(CH:OH),)

R=— CH2CH20H,— CH(CHzOH)Z

MEPETBOPIOIOTHCSI B MOHO-,
a moTiM B TpudocdaTu, sAKi
rajibMylOTh
perutikariito BipycHoi PHK

CHHTC3 Ta

Metncazon

brokye tpancnsuiro MPHK
1, SK HacIiIOK, CHHTE3

BIpYCHHUX OLIIKIB
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OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

IIpoTuBipycHi 3acodu

Mexanizm anmuegipycHnoi 0ii
AUUK08IPY HA MONEKYJIAPHOMY PIBHI

OH
e %
S P N N
e S E
CHyO—CHy CH,0H B = N

N
I

VY 3apaxkeHid KIITHHI AIMKIOBIp BHA€ThCs “0OMaHyTH BIpYCHHH (epMeHT
TUMIJTUHKIHA3Y 1 “migcraBut’ cebe 3aMiCTh JE30KCUTYaHWU3HWHY JUISl TIEPIIOTO
dbochopunioBaHHsS MO TIIKOJIBHOMY Tigpokcuiny. Hactymuux nBa docdaTHHX
3aMiCHUKH BBOZATHCSA Y MOHO(OCHAT alMKIOBIPY BiKE KiHa3aMH KIIITHH-TOCTIOAAPSI.
Tpudocdar aumknoBipy Brmouaetbesi BipycHoro J[HK-momimepasoro (3amicts
HOpPMAaJILHOTO Jie30KcuryaHo3uHTpudocdary) nanmrora Bipycnoi JJHK, sika 3pocrae
ta perutinupye. [licns uporo pict HoBoi JJHK npununserscs, 1 BipycHa iHeKis y
3apaykKeHOMY OpTaHi3Mi MPUTHIIYEThCS:

ey . pipycrmt KJ'IiTI/IHI/I-lE{OgéHOZ[apH
+mDNA
@ s
O5—cliiiE—
_\O 3yIIMHKa
@ 0 ®6iOCI/IHT€3y
—> mDNA< TIIIIIIIIIIIIIA—C o _/(1
® o ®
Gl ¢ o
@ 7/,
//// ‘\‘\\/
ManI/II_lH pennHKa
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[IpemapaTu, 110 BUSBIIAIOTH BUOIPKOBY MPOTUMIKPOOHY Aif0, MAIOTh
3HaYHUN CIEKTP TeParneBTUYHOT Jii

IporumikpoOHi 3acodu

Anmucenmuuni ma oe3inghexuinni
3acobu

AHTHCENTHYHI 3ac00U 37aTHI MIPU3BECTHU 110 3arubeni abo
OPUITMHUTA ~ PICT  Ta  PO3BUTOK  MIKPOOPraHi3MiB B
HABKOJIMIIIHBOMY CEPEIOBUILI

A 4

Jes3indekmiitni  3aco0uM  3HEMIKOMKYIOTh  MATOTeHHI
MIKpOOPIaHi3MH B HABKOJHUIITHEOMY CEPEIOBHIII

A 4

Bumorn g0  aHTHcenTHMUHUX Ta  JAe3iHEKUIHHUX
npernaparis

A 4

\ 4

1. Bucoka npoTuMikpoOHa aKTHBHICTb.

2. [llupokwuii criekTp MPOTUMIKPOOHOT [ii.

3. JloOpa po34nHHICTH 1 JOCTATHS MOBEPXHEBA AaKTUBHICTb.
4. XiMiuHa CTIMKICTh 1 aKTUBHICTb.

5. He cipuuHSITH MiCIIeBOI TIOIPa3HIOBAILHOT JIii.

6. He 3ymMoBIIOBaTH KOPO3ii METUYHUX IHCTPYMEHTIB.

7. He OyTH LIKiUIMBUMH JUIsI MAKPOOPTaHi3My
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Biogoriuna gig moxiaHmx
Y-aMiHOMACJISTHOI KUCJIOTH
BiJ1 Oy/10BH

v

7 N\
/ H,N—CHy CH>CH> COOH \
P K
1 1 -
R+ O R+ - O
R2>I\II/ CH\CIH/ CH\C/i o R2>I\II/ CH CH6\/CH_C \(O
P R R?
BUTATHYTa KOH(OpMaIIis 3TOpHYTa KOH(pOpMAITist

L J

[ Mexanizm oii ]

A 4

['AMK B meBHHX yMOBaxX MOK€ HE TUIBKM TajlbMyBaTH Mepenavy
HEpPBHOTO iMITyJbCy, ane W 30y[pKyBaTH HEHPOHM Ta CIIyTyBaTH
METa0OJIYHUMH MONEPETHUKAMH SIK TAIBMYIOUHX, TaK 1 30yIKyHOUNX
pedoBuH Mo3ky. ['AMK cuHTE3yeThCS y HEHpOHI 3 TIyTamary,
BUAUISETbCA y CIHANTUYHY INUIMHY 1 nomagae Ha ['AMK-penenrtop
IOCTCHHANTHYHOTO HEeWpoHa (U1 aKTHBH3aLii pelenTopa AOCTaTHHO
JIBOX-TPHOX MOJIEKYJI I[bOT'0 HEHpoMeaiaTopy).

Kommiekc 'TAMK 3 ii penienrropom iHAYKYy€e KOHGOpMAIIiitHI 3MiHU Y
dochoninia-mpoTeiHOBOMY KOMIUIEKCI KIITUHHOI MeMOpaHu, 10
MIPUBOANTH 10 YTBOpeHHs mop po3mipom 0,37-0,60 HM, AOCTAaTHIM ISt
NPOXOJKEHHsT WOHIB XJIOPY, SKI BHUKIMKAIOTh TaJbMyIOUHi e(deKT.
['TAMK € THY4YKOO IBITEpP-HOHHOIO MOJIEKYJIO0, SIKa MOXKE ICHYBaTH y
piznux  koHopmauisx. HaifOinpmr  kpamoo a8 oAepiKaHHS
ranpmMytodoro edekra € BuTarayta kondopmariis 'AMK (BiacTans Mix

3apsipKeHUMHU atoMamu Hitporedy N* ta okcureny O B IbOMY BUIIAJKY

ckinanae 0,54+0,04 uM, 115 3ropHYTOT KOH(pOpMAIlii BOHA 3HAXOAUTHCS
B Mexax 0,42-0,47 um)
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Bioaoriuna aisn
cyJb(paMigHuX npenaparis

H
. . oo l
Mexanizm 6i00ii ]] SO-N-R

\. J

\ 4

MexaHi3M aHTUMIKpOOHOT nii Cyib(amiaiB 3B’sS3aHUI 3 iX KOHKYpEHTHUM
aHTaroHi3MoM 3 n-amiHoOeH30iHo Kuciaororo (ITABK).

JUis HOpManbHOI KHUTTENISIBHOCTI Ta POCTy 0ararboX MIKpOOpraHi3MiB
HeoOximHa ¢orieBa KUCIIOTA, sIKa CHHTE3Y€EThCs B MikpoOHii kmituHi 3 [TABK,
[JIyTaMiHOBOI KUCIIOTH Ta NITEPUHY:

Q @ H
/IEZK/ENj_CH?NH—D— C—N —(IfH—CH2—CH2—COOH
P
JHoN NN ) . N COOH J
Y ) Y, Y
HTEPUH n-aMiHOOEH30#HA KHUCIOTA

K L-(+)-rmyTaMiHoBa Kncnoy

(domiera kucaoTa

Tak sk cynbdaninamian MawoTh Onmu3bKy XiMmiuHy OynoBy 3 ITABK, Bonm
3aBaYKAIOTh BKJIIOUEHHS ii 10 MOJIEKYJH (HOJIi€BOT KUCIOTH, 3aiiMar04H ii MiCTO:

Q2 DN
Né‘\/ﬂl\j—CHjNH—Q— S “N~CH-CHyCHy COOH
/L\N - Il

H,N N O  COOH

Crnionyka, 1o yrBoproetbest He MicTuth [IABK, He Moxe y mopanbmiomy OyTu
BUKOPHCTaHAa MIKpPOOHOI KJIITHHOIO B SIKOCTI TOXKHBHOTO (EPMEHTY 1 pICT
MIKPOOPTaHi3MiB  3YNMHUHIEThCSA. MIKPOOPTaHi3M CHHTE3Y€E TCeBIODOTIERY
KHUCTIOTY, 10 OJIOKYE YTBOPEHHS IUTIAPOTEH- Ta TETParceH(OIIEBUX KUCIOT —
HOPMaJIbHIX METa0OJITIB.

Takum 4yuHOM, OakTepUIMIHA i Cynb(aMiTHUX IpernapariB MOB’s3aHa 3
MOPYIIEHHSM 010CHHTE3Y (DOTIEBOT KUCTOTH — KUTTEBO HEOOX1JHOTO TIOKUBHOTO
KOMIUIEKCY I MiKpOOiB, 1 BOHU MEPECTalOTh PO3ZMHOKYBATUCS
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JlikapcbKi pe4oBUHM
MiPpUAMHOBOIO PIAY

a

4-Ilipuounkapoonosa kucaroma (i30HiKOMmuHoea
Kucinoma) ma it noxioui

v

3aci0, aHTaroHicT HiKOTHHaMiny. Bin O61okye gepmeHT, sIKuil BilmoBinae 3a
010CHMHTE3 BUIIMX >KUPHHUX KHUCIOT, [0 MPUKHMAIOTh y4acTh Y (OpMyBaHHI
CTIHOK MIKOOAKTEPIANIBHUX KITITHH

0 20

SoH  GNH-NH,
QO
N7 N7

130HIKOTHHOBA  130HIia3u[
KHUCIIOTa

[30oHi1a3ua — Tigpa3uj 130HIKOTMHOBOI KHUCIOTH — aHTUTYOEpKYJIbO3HHIMA

g

Tioamiou ]]

v

€TIOHaMIJl Ta MPOTUOHAMI]T

2S
CSNH,

»!
N“~CH,R

R = CHj;, etionamin
R = C,H;, npoTuonamin

Bucokoro 37aTHICTIO IPUTHIYYBAaTH PO3BUTOK MIKOOAKTEpid BOJIOMIIOTH

=>

[ T'iopa3uoni noxioni i30HIKOMUHOB0T Kuciomu
v
ey
SNH—-NHR
X
| N7

R = CH(CHy;), inpo3un

R = (CH,),C(O)NHNHPh nianamin

Inpas3uy Ta HiaaMiag — aHTUACTIPECAHTH, & HE OAKTEPUITUIH.

Jis mpenapaTiB nossirae B iHryOyBaHHI (pepMEHTY MOHOAMIHOOKCHAA3H
(MAO), sxuii BIAMOBiIAa€ 3a [A€3aKTHBAIII0O B Opra”i3Mi MeaiaTopiB
HepBoBoro 30ymkeHHs. Lli nmpemapatu HeoGopoTHO 3B’sa3ytoTh MAO, 110
NPUBOANUTh 10  NPUIMHEHHS  OKHCHIOBAJIBHOTO  JI€3aMiHyBaHHS
HOpaJpeHaliHy, 1ogaMiHy Ta CEpOTOHIHY, MO iX HAKOIMUYEHHS B JIESKHX
JIUITHKaX MO3KY 1 TakKUM YHHOM, JI0 TIOKpAIIeHHS Tepenadl HEepPBOBUX
IMIYJIbCIB 1 3HATTIO TSDKKUX JEMPECiil y MCUXUYHO XBOPUX JFOAEH
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JlikapcbKi pe4oBUHM
MiPpUAMHOBOIO PAAY

o

! =.[[ Iloxioni 2-nipuounxkap6onoeoi Kuciomu
v

N?*>COOH

(dhy3aprHOBa KHCIIOTA
dy3apuHOBa KHUCJIOTAa BOJIOJIE aHTHOAKTepialibHOWO fiero. Kucmora
iHrubye podaMiHrigpoKcuiaazy Ta 3YINUHSE THUM CaMUM  OlOCHHTE3
HEUPOTOPMOHY HOpETHEPPIHY

= Omenpa3zon
v

OCHj,
Xy CH;

H,C
N7>cH,

H,CO l
S
@j}y \,

|
H

3a0e3nedye TOBHE BWIIKYBaHHS TacTpiTy, BHUpPa3KH IUIYHKY Ta
JIBaHAALATHIIANO] KHIIKH.
3a MexaHi3MOM 0ioii BiTHOCHUTBCS 1O OJIOKATOPiB NMPOTOHHOI MOMITH

. + . ..
(npununsie Buxig H' y NOpoKHUHY IITYHKY, 3HIKYIOUH CEKPELII0 XJIOPUTHOT

KHCJIOTH)
7 D
1-Memun-4-¢enin-1,2,3,6-
=’ . .
mempazioponipuouHy )
\
!
X
V
CHs,
[ToTy»HUII HEHPOKCHMH — MTPOAYKY€ Y IIIOJWHU CHMITOMH XBOpOOU
[Tapkincona
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JlikapchbKi pe4oBUHI
NiPpUAMHOBOIO PAAY

AHmuodomu 3 RipuOUHOBUM AOPOM J]

A 4

Qc =\-OH
HO-N —HC—@\I— CHZ—X—CHTND— CH=N—OH

3 X = CH,, numnipokcum

TIPaJTiIOKCUM X =0, ob6igoxcum

[TipuauHanbaOKCUMU (TPATIAOKCUM, TUTIIPOKCHUM, OO0ITOKCUM) — aHTHJIOTH TIPHU
oTpyeHHI hochopopraHiuyHUMH MECTULIUAAMHU.

3a MexaHi3MOM il Il mpermapaTtd — peakTHBATOpH (PEepMEHTY XOJiHecTepasu.
Hopmanbeha ¢yHKIis 11b0r0 (epMeHTY, siKa MOJArae y TiApoii3i HelipoMeniaTopy
alleTUJIXOJIIHY Ha HEAKTHBHHUM XOJIH Ta OLTOBY KHUCIOTY, OJIOKYETbCS TaKUMU
MECTHUITN/IaMU, SIK TTAPaATIOH, a TAKOX OOMOBUMHU OTPYWHHUMHU PEYOBHMHAMHU HEPBOBO-
nmapamiTH4HOi aii Tumy 3apuHy. Lli oTpyTH MarOTh BENHMKY CIOPIAHEHICTH 0
3aMICHHKIB CcepuHy (MOro TrigpoKcHay) Ta acmapariHoBoi kucinotu (il BiTbHOL
KapOOKCUIILHOT TPYTIHN), SIK1 3HAXOAATHCS B aKTUBHOMY IICHTPI1 XOJIIHECTEPa3H.

[HriboBaHmii TakMM YMHOM (PEPMEHT TEepecTae mepepoOTIoBaTH HEHpoMeiaTop,
0 TPUBOAUTHL N0 TMepe30yHKEHHS XOMHPEIENTOPIiB Ta HEPBOBOI CHUCTEMHU 13-3a
PI3KOTO MiABUIECHHS KOHLIEHTPAL] alleTUIXOiHY. AHTHAOTH AII0Th 32 IPUHIUIIOM
(hapMaKoJIOTIYHOTO aHTAroHI3MY: BOHH JeOJIOKYIOTh (DEPMEHT XOJiHEecTepasy 3a
paxyHOK 1X OUITBII MIITHOT B3aeMoii € pochopopraHigHOIO OTPYTOIO:

NO,
CH3 Br ,CH5>-CH=CH,

4_' H;C ,CH
ASp _/O_ . _3_ _>N/ 3 H3C\ /CH3 /I{
al

C
cid ~0 e O ((l):H Q
. O
S O\H ~~~~~~ | a %H
| /C =0 P OC2H5 P CH3 /N
H;C SZ2>0C,H, 04> F HO
(hepment HeifpomeziaTop napation 3apuH AHTHUJOT aJIOKCUM
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Bioaoriuna nis
OeH3MIpaHOBHUX
JIKAPCHKUX PEYOBHH

=0 4,[ Mexanizm 3HUICEHHA MUCKY KPOBL ]

CH
0-<CHj v

3HIKEHHS THUCKY KpOBI BiIOYBA€ThCS 3aBISKH

(-)-KpoMakatin peakiiii KIITUHH TJIaJIeHbKOI MYCKYJIaTypu CYAMH, IO
& j JOCSTAETHCS 30UTBIIIEHHSAM BUXOIY HOHIB Kaiio depes
MeMOpaHHI KaHaI [UX KIITHH

(-)-3S,4R-enantiomep

Bioaoriuna gis
[1,4]-0en30aia3emniniB

\
R' = H, R2 = Br, Ar = C¢H,Cl-2
R! (anazenam
|

o 11 5, OR'=CH,, R*=Cl Ar = CH;
S

8 N 3 nmiazemam
R N/ R'=H,R*=NO,, Ar= C¢Hs
6 K 4
\L

HiTpazenam
J

Mexanizm 6i00ii
[ToB’si3aHmii 3 3 aKTHBAIl€l0 TOJOBHOTO HEHpOMeIiaTopy
ranpmyBaHHs B [ITHC — TAMK 3a paxyHok B3aemonii 31 cnenuiyHuMHU
OeH30/11a3eMMHOBUMH PEIIEITOPAMU
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OpraHniyHa Ta BIOAOTIYHA XiMig AIKAPCbKUX MPEenapaTiB

Biogoriuna i
OCH3MIPAHOBHUX
JIKAPCHKUX PEYOBHUH

/ N
5 N3
ol \ 0
7 1
OCHj
8-MeToKcHIcopareH
\. J

Mexanizm 0ii 8-memoxcuncopaneny

(¢pypokymapuny) npu 1iKy8anni paxy
Kposi (T-knimunnoi timgpomu)

A 4

T-nimdonuTiB Ta GOTOONPOMIHIOBAHHI

pPO3TalIOBYBATUCS MIXK IBOMA CyCiaHIMU
(sBUIIE  IHTEPHOJIALI). [Ipn
Y ®-onpoMiHIOBaHHSM MEBHOT JOBKHUHHU
¢parmenty JIHK poskpuBaeTbes i peary

3  [OABIMHUAM

PO3MHOXEHHS 1 PICT “Oe3cMepTHUX pak

dotodopes rpyHTy€eThCs Ha cenndivHii copOuiitHii B3aemonii kymapuny 3 JJHK
[Tnocka Monekyna ¢pypokyMapuHy 3AaTHa NpOHMKATH y nojaBiiiHy mmipans JHK ta
boT0o30y IKEHH]
(dbparmenTy npemnapaty, a TAMIH CYyCIIHbOI Tapu OCHOBHU pearye aHajJoTriyHUM YHHOM 3
3B’s3koM  C3=C4 mipaHoBoro ¢parmMeHty Tiei

dbypokymapuny. TakuM YMHOM BiOyBA€ThCS MIIHE KOBAJEHTHE 3IIMBAHHS JBOX
nanmyriB JIHK pakoBoi kimituny, mo 3anobdirae pervrikamii JIHK i, oTxe, 3ynuHseThCs

KOMIUICKCY, SKHA TIPH I[bOMY YTBOPIOETHCS.
TapaM# OCHOB IMapaJiejbHO iXHIM TUIOIIMHAM
OXI0HOTO KOMILJIEKCY
XBWIl moABiHHMI 3B’ 130K C5=C6 TUMIHOBOTO

€ 3 noaBiiHNM 3B’ s13k0M C5=C6 dypanoBoro

K MOJIEKYJIH

oBux T-mimdouutis

A

y

Cxema 63aemo0ii iHmepKanAmopHoi MoneKyiu 8-memokcuncopaneny 3 OCHO8amu

JHK npu gb0m036y09fceHHi
5'
9 4
5 | N3 hy
HK + 6 2 —
A . O O
OCH3
8-METOKCHIICOPAIEH gy 5'-3' Tk 3'-5'
3‘
0. .
TUMiH aJICHIH
JIHK JIHK
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BioJjioriyHa akTHBHICTH
NnoXiHuX 0apoiTypoBOIL
KHCJIOTH

R

N o
2 5 R
0= RS

IN—¢

|

R
R=R'=H
R?2=R%=C,H;
(henobapbiTain

[IpunyckaroTh, 1o OapOiTypaTH B3aEMOJIOTH 3 OapOiTypart-
OEH30/11a3€MHOBIMH PELeNTOpaMu, akTUBYIOTH (yHkmito TAMK —
IPUPOIHOro HelpoMmeaiaTopy nepeaadi HepBoBux immysbsci y [THC.

[Tigumnyerscst crnopigaenicte 3 ['AMK, mo npuBOguTh 10
BIIKpUTTS Kalli€eBUX Ta XJOPHUX KaHATIB 1 3HWKCHHIO 30yIKEHHS
HepBoBoi cuctemu. llepemaya HepBoBux immynsciB B LIHC
raJIbMY€ThCH.

Mexanizm 0Oioxmii GapOiTyparTiB TOB’S3YIOTh 3 NPUTHIYCHHIM
CHHONTHUYHOI mepenadi HepBoBux iMmyisciB B I[HC BHacmigok
MPECHHONTHYHUX e(eKTiB (3HWKEHHS BHIUICHHS MeEIiaTopiB) Ta
MOCTCMHONTUYHOI'O TajbMyBaHHs (BIUIUB Ha METaOONIYHI MpOLEeCH B
MO3Ky). Bonu ctumymoroTs rameMoBuit Meaiatop 'AMK 1 3HIKYIOTH
MeTaboIi3M CEpPOTOHIHY, HOpaJIpeHalliny Ta Jodaminy
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IMoxiaHi OIMUKIIYHNX
TEPIEHOIIiB

Kamgopa ]]
Br
0 0
CH; CH;

kampopa Opomrampopa

30ymxye LIHC, cTuMymtoe 1uxanHs Ta mporecu 0OMiHy y MiOKap/Ii.

BukopucranHs: mpu cepleBOoi HEIOCTaTHOCTI, OTPY€EHHI HAPKOTHKAMHU Ta
CHOJIIHHUMU.

Bbpomokamdopa momimirye cepueBy AiSUIbHICTh, MNpHAOAE  CelaTHUBHI
BJIaCTUBOCTI Ta 3acrokoroe [JTHC

BioJjioriyHa akTHBHICTH
AHTHOIOTHKIB
TETPAUMKJIIHOBOIO PAAY

\

Mexanizm 0ii

baktepiocTatuuHa nig  TETpaUWKIiHIB 0OyMOBIIEHAa IX  3JATHICTIO
B3aemoxiaTu 3 30S, a 3a gesskumu qaHuMu 1 S0S cyOoaMHULIIMA B A-TUTSTHKAaX
SK IPOKAPIOTUYHUX, TaK 1 €yKaploTUYHHUX pibocoM. LM BOHM NepenIkoKaoTh
BinOopy aminoammin-TPHK B A-minsHkax Ta OJOKYIOTh MENTHIHHA CHUHTE3.
TeTpauukiiHu MPOHUKAIOTH KPi3h MEMOpaHU KIIITHH MIKPOOpraHi3MiB, TOOTO
OakTepii MOMHIIKOBO IMOTJIMHAIOTH IX K Xap4oBi PEYOBHHU. Y DPE3yJbTaTi y
KJIITHUHAX IPOKapIiOT 11l PeYOBUHU HAKOMUYYIOTHCS B TOKCHYHUX KOHILIEHTPALISAX
MIBUJIIIE, HK Y KITITHHAX JTIOTUHU

~216~



Posain 5.

bBioAoriyHa Aigl TO MEeXAHI3M Al AIKOPCBKMX MpenaparTis

IMoxigni
aJeHo3uH(pochaTHOL
KHCJIOTH

e NH, N )

N~ N
L o ST B
NN? L7

I
HO—1|>—O—CH20 N _CH, NN
O 7 Ny

0
OH OH HO-P—O OH

dochanun (aneniz, AM®D) L
LUKJTIYHUN aIeHO3MH -

& 3',5' -monodocdar (tAMD) j

A 4

OcobnuBy poib B OpraHi3Mi TIpa€ LUKIIYHUN aneHo3uH-3',5'-
MoHodochaT (HAM®), sikuii yTBOprO€ThCS (DEPMEHTATHBHO B KJIITHHI 3
AT® micns Ail BIAMOBIZHOTO TOPMOHY Ha KIITUHHI PELENTOPH.
[TigBuIeHHS BMICTy TOPMOHY aApeHalliHy (NEepBUHHOTO CHUTHANY) B
KPOBi IPUBOJIUTH J0 CHHTE3Y BHYTPUKIITUHHOTO TAM® (BTOpUHHOTO
CUTHAITy, PETYJISATOPH Ta MOCHIIIOBAaYl TOPMOHAIBHOTO CUTHAINY), SIKUH
BUKJIMKA€ iHTMOYyBaHHS CHHTE3y 3allaCHOTO NalliBa — TJIIKOT€HYy Ta
rOTy€ KJIITHHY 110 cuHTe3y eHeprii. CKeneTHi M’s3M, TediHKa Ta 1HIIi
TKaHUHU B YMOBaX CTpecy MOOiTi3yloTbes aapeHaniHoM Ta TAM® no
MacoBaHOi MNEepepoOKH EHEPreTUYHHUX pe3epBiB Ui  CHHTE3Y
BHCOKOEHEpPreTUYHUX Mojiekys ATO.

Anxanoinu kode Ta yaro 3B’SA3YIOTh (EPMEHT, SKHil TiApoi3ye
TAM® micns mepenavi curHany. lle mpuBoauTh 110 30UIBIICHHS
KoHIeHTpauii TAM® B KiIiTHHI Ta akTUBaLii Hero ¢ochopuiiasu, sKa
CTUMYJIIOE CEPIIeBY MiSIBHICTH Ta TIIKOTEHOJI3 Yy TMEYiHIll, TOOTO 10
MOSIBU TOHI3YI0YOTO €(PEeKTy IMypPUHOBHX aJIKOJIOINIB Kode Ta Yaro
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Peunubkmin O.H., PewiHosa C.O.
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Po3ain 6. CTBOPEHHS CYYACHUX AIKOPCbKUX MpenaparTis

Ilosaea nHosux Pozeumox
X60poo6 MeOuyHoi HayKu

HeoOXigHICTh CTBOPEHHSA
HOBHX JIIKAPCbKHX 3aC00iB

3azanvHe CouianvHo-
nioGUUeHHA PIGHA €KOHOMIYHUIL
Hcumms
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OpraHniyHa Ta BioAOTiYHA XiMis AIKAPCbKUX MPenapaTis

CxemMa po3po0OKH HOBOI'O
JIKApCHKOro 3aco0y

8 YMorsiiae abo ManuHHE IepeOnpaHHs XIMIYHUX
—P 3adym CTPYKTYp 1 BuOip 0a30BOi MOTEHIIaJIbHO AKTUBHOL
X CTpYyKTypu. BuHukae 3amym, 110 CHHTE3yBaTH,
HAaBIIIO 1 SIK
JlaBopatopHuii cuHTE3 OIU3BKUX CTPYKTYPHUX
Jlabopamophnu OPATOPHHK CHIY RHX CIPYKTYpHHX
. aHaJioriB Ta ix BIAOIp 3a CTIHKICTIO, MPOCTOTI
Hm . .
W cunmes OJICpXKaHHS, BHXOJY, PO3YMHHOCTI Ta TEXHIKO-
€KOHOMIYHUM TIOKa3HUKaM
( .
Biomecmyeanns BinOpakyBaHHS OCHOBHOI Macu HEaKTHBHHX Ta
> MaJOaKTHBHHX CHHTE30BAHHUX CIIOTYK
\
7 KuiniuHi TOCTIHKEHHS Ha JIOJAX, Y XOMAl SKUX
Kniniuni MiATBEP/KYETHCSI BUCOKA JIIKapCchka €(PEeKTHBHICTh
> . JKapChbKOT PEYOBUHHU, 3’SICOBYETHCSI HASBHICTH 200
docniorcenns [KAPCBIOL p > 3 ACOBYETRCH. ;
\ BiJICYTHICTh HECHPHUSATIMBICTh TOOIYHUX e(PEKTIB
IIPHU JIIKYBaHHI1 XBOPUX
7
’ Ilpomucnosa Po3poOka TeXHOIOT11 MPOMHCIOBOTO CHHTE3Y
mexHono02isn
f EdexTuBHiCTh peknamM, O00’€MH  TPOAAXKY
—p IIpooasic BU3HAUAIOTh  CTPOK  ICHYBAaHHS  JIIKAPCHKHUX
S npernaparis
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Posain 6.

CTBOPEHHS CYYACHMX AIKQPCbKMX Npenaparis

Toranenui,
HOTOYHHH 2060
CYLITIbHUN
CKPHHIHT
A
—— Cmeopenns Emnipuunuii
Mooudghikayin CUHMEMUYHUX ROWLYK HOBUX
cmpyKkmypu 3acobis, JLKapcoKux
npupoonux O1uU3bKUX 30 3aco0ie (memoo
oionoziuno CIMPYKMyporo npoo ma
AKMuHUX 00 npupooHux HOMUJIOK)
peuosun cnonyk

X1 CTBOPEHHS HOBHX
JIKAPCHKUX Mpenaparis

Buznauenna Cunmes Komoinyeannsa
npooyKmie OnMU4HO 080X MO1EKY,
oiompancghopmauii yucmux CHPAMOGAHUX HA
6J4ce iCHyIouuUx XipanivHux eupiuieHHA 00HIET
JiKapcoKux 3acooie JiKapcoKux npooaemu Ha
6 Op2aHizmi peuosun Pi3HuUx emanax
A 4
Ilponixu

Cronykw, siKi He
MaroTh BUPa3HOI
61070T1YHOT
aKTHBHOCTI, ajie B
oprasi3mi
MIEPETBOPIOIOTHCS B
aKTHBHI CIIOJYKH
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[Noknanu [loxnanu MinepainbHi
TipChKUX TOPiz KOPHUCHUX BOJIM JINMAHIiB,
KOTIAJINH o03ep, JLKepe
A A A
BQHLHi 3aIMIIKH 7 N Byposi Bomn
BUL CTIATIOBAMTEL | Heopzaniuni >
OpraHi4HOro
nanuBa L petosunu y > Mopceka Bozia

J:xepeia ogepKaHHA
JIKAPCHKUX NMpenaparis

Pociaunna CupoBuHa
gl ( ) »
CHUPOBHHA < .o »  TBapUHHOIO
Opzam UHI pevo6UHU TOXOIKEHHS

["oproui cnanti \

A 4

Hadra Kam’sine &
BYTLJLIS JepeBuHa

IIpuponuuii ra3

A\ 4
[Tponyxkiis
MIKpOO10TOTTYHOT
Ta
010TeXHOJOTTYHOT
MIPOMHUCIIOBOCTI

~222~



Po3ain 6. CTBOPEHHS CYYACHUX AIKOPCbKUX MpenaparTis

Bowce icnyroui y

Ilpupoona Meouyuni
CUpOGUHA npenapamu

J:xepesia mOMIyKy HOBUX
JIKapCbKMX 32C00iB

Diziono2iuni
nocepeoHuKu

Cunmemuuni
op2auiuni
CRoJyKu,
6UAGICHI )

pe3yrvmami

CKPUHINZY
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:xepesia mOMIYKY HOBHX
JIKAPCHhKUX 32C00IB

Ilpupoona cuposuna

MikpoopraHi3Mu IpyHTY

\ 4

OTpyTH 1 TOKCHHU K O1IKOBOI Tak 1 HEOLIKOBOT
OyZoBU, SIKI BUKOPUCTOBYIOTHCS TBapHHAMHU IS
3axHCcTy a00 3HEBOJHEHHS CBOET TIOKUBU

> MopchbKi opradizmu (BogopocTi, pudn)

Hiano6axrepii

\ 4

Pocnynau

\ 4
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Po3ain 6. CTBOPEHHS CYYACHUX AIKOPCbKUX MpenaparTis

J:xepesia MOMIYKY HOBHX
JIKAPChKUX 32C00IB

4 N\
Ocgbiyiiini nikapcwKi 3acodu ak 0xcepeo
CHIBOPEHHA HOBGUX Npenapamis

J
> YcyHeHHs NeBHUX MOOTYHUX e(DEeKTIB
R VY mockoHaIeHHS (hapMaKOKIHETUIHHUX
napameTpiB
\ 4 \ 4 \ 4
[TigBuieHus Tpusamnicth Pozmonin
abcopOrii i JKapChKOTO
v 3aco0y
Busenennsa
JKapChKOTO
3aco0y
[Tomymizarist y HaceJIeHHs

v

v

Di3i0710214HI nOCEPEOHUKU AK 0XHcepeno
HOBUX JIIKAPCLKUX 3AC00i6

\ 4

[lepBUHHI MOCEpEeHUKH — TOPMOHH,
MpocTarjaHAuHN, HEHpoMemiaTopu Ta iH. —
BOXIIUBI JDKEepena CTBOPEHHS JIIKapChbKHX
3ac001B
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CyuacHi meToau
YIOCKOHAJCHHS JIKAPChKUX
3ac00iB

[Iponiec momyky KaHauaaTa B JIKapChbKi 3acO0M Mae CIipaibHO-
HUKIIYHAN XapakTep

v

Bubip mpomixkaoro migepa 3 61070T19HO aKTUBHUX PEUOBHH, SKi
BUSIBJICHI Y XOJIi IEPBUHHOTO CKpUHIHTa

A 4

[ Y I0CKOHAJICHHSI POMIXKHOTO JIijepa ]

YcyHEHHST HEIOJIKIB: HHU3bKa crenu]iuHicTh, MeTaboIiYHa Ta
XiMiYHa HECTIHMKICTh, TOCTPa TOKCUYHICTh, HU3bKA 010JJOCTYIHICTb,
HE3aJ0BUIbHA PO3YMHHICTH a00 HABITh BIJICYTHICTH HOBU3HU
CTPYKTYPH, 5IKa BUKJTFOUAE MOXKJIMBICTh HOTO TTATEHTHOTO 3aXUCTY

Y

3a pesynbTaTamMu MoauGiKaIlli CTPYKTypH Jijiepa MmosiBa HOBUX
CHOJYK, SIKI MIPOXOAATh AHAJIOTIYHUN IIUKJI Ta 3 HUX BiAOUPAETHCS
HACTYTTHUH JIiiep

Y

Ll mpoueaypa HMOBTOPIOETHCS 10 TOTO Hacy, MOKH OJeprKaHa
pedoBHHA He Oy/e 3a70BOJILHATH yCIM KPUTEPIsIM, 1110 BUCYBAIOTHCS
JI0 KaHJuJaTa B JIIKAPCHKI 3aco0u
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ToraneHuil CKpUHIHT Ta KOMOIHATOPHUNA CHHTE3
A
7 N
13 > ~ . . . .
Hepauionanvhuu ,| CHHTE3 Ta mepeBipKa BENMKOI KibKOCTi CHOYK
nioxio

\ J

ITomyk T2 yI0CKOHAJCHHS
CTPYKTYPH Jigepa

“PauionanvHuii”
nioxio

A

“Inmyimuenuil” nioxio y euoopi
cmpamecii onmumizayii
cmpykmypu Jjioepa

A 4

[Tomyk y psily CHHTETHYHO Ba)KKO JOCTYITHUX
CIIOJIYK

A 4

ITo3aekciepuMeHTAIbHUN CKPUHIHT 3
BUKOPUCTaHHAM KOMIT IOTEpHUX 0a3 TaHUX
OSAR
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EMunipuyHuii mnomyk
HOBMX JIIKAPCHKHX 3aC00iB

Buxonsun 3 TEBHUX EMIIIPUYHO BCTAHOBJICHUX 3aKOHOMIpHOCTEH Ta
ySBIEHb TIPO BIUIMB Ha OIOJNOTIYHY aKTUBHICTP THUX a0o0 iHIIMX
XapaKTEePUCTHYHUX TPYII, CHHTE3y€EThCS IEBHA BEJTMKA KiTbKICTh HOBUX CHOJYK,
K1 MIIaI0Th CKPUHIHTY (MIPOCIIOBaHHIO), TOOTO MEPEBIPSAIOTH Ha O10JIOTIYHY
aKTUBHICTh 3a KUTbKOMa (sIKoMora Ouibllie) TeCTaMH 3 METOI BHSBIICHHS
HAHOUTBIT aKTHBHUX

A 4

Tomanvnuii, nomoyHuii ab6o cyyiioHUil
CKPUHIHZ

A 4

Macoga nepeBipka 010JI0T14YHOT aKTUBHOCTI BCIX CHHTE30BAHUX 3 OYAb-IKOIO
METOIO XIMIYHUX CTIOTYK

A 4 A 4

[lornubnene BUBYEHHS CunTe3 “KOMOIHATOpHHUX
CHONYKU-JIiIepa Ta CUHTE3 0107110TeK” — BEIHKOTO Psay
CTIOPiTHEHHX CIIOTyK CTIOJNYK, CHHTE30BaHHUX

OJHOTUIIHUM  METOJOM 3
BUKOPHUCTAHHAM cepiit
OJTHOTUITHUX peaKIliif

Y A 4

Bukopucranns KOMIT IOTEPHOTO
mozemoBaHHg Ha  ocHoBl  OSAR
KUJIBKICHOTO CIIiBB1AHOIIIEHHS

CTPYKTypa-aKTUBHICTh  (peKoMeHmarii
710 CIIPSIMOBAHOI'O CUHTE3Y)
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EMuipuynuii momyk
HOBHMX JIIKAPCbKMX 3aC00IiB

7
Ingpopmauia npo cman nouamkoeoi ingpopmauii
npu cmMeopPeHHi JiKapCcoKux 3acoois

BiacyTtHi BimomocTi nmpo OynoBY MillIeHI Ta JaHi Mpo Te, sKi
CIIOJTYKH MOXYTh 3 HEIO B3aEMOJIISITU

\ 4

A 4

[lepeBipka BenWMKOi KUIBKOCTI  CHoOJIyK pi3Hoi  Oyzosu. Ile
“HepallioHAIbHUI® eMIIpUYHUN TOIIyK, Ta YCHiX HOT0 3aleXHTh BiX
MOXJIHBOCT1 CKPUHIHTA Ta Bl KIJTBKOCTI “NPOCISTHUX” pEYOBUH

BincyThi BizomocTi ipo Oy10BY MillleHi, ajie € AaHi IpoTe, sKi
CHOJIYKH MOXYTh BHCTYIIaTH B SIKOCTi JITaH/IB, 3B’S3yIOUHCH 3
TaKUM PELEeNTOPOM

\ 4

\ 4

VY 11pboMy BUMAKy BiOMi HIEBHI KOpeNsLil “CTpyKTypa-ais’~ Ta MOXKHa
MPOBOJUTH OUTBII-MEHIII HAINpPaBJICHUH TMONIYK HOBUX PEYOBHH a0o
Mo (iKyBaTH BXKeE BiJIOMi aKTUBHI MOJIEKYJIH

Binoma OymoBa wmitneHi, siki ofgeprxani Ha ocHoB1 PCJ]

A\ 4

\ 4

MoskHa BeCTH HamlpaBiCHUH Mmigdip JraHiiB Ta B IMPOLECI TaKOro
Mi100py BUSBHUTH CTPYKTYPY aKTHBHOTO IIEHTPY ITi€T MillleH1

Binomi Oy0Ba akTUBHOTO LIEHTPY 1 JIIraHAIB, AKi 3B’ SI3yIOThCS
3 HUM

\ 4

\ 4

MokHa BECTH BUKITIOYHO HAlpaBJICHUH MOIIYK CTPYKTyp. B Garathox
BUTIAJIKAX CTBOPIOIOTHCS JIIKApChKi 3acO0OM HOBOTO TTOKOJIIHHS 1
Moaudikaris iX 3M1HCHIOETHCSA “pallioHANTBHO™
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HIasgxu y10CKOHAJCHHS
CTPYKTYPH Jigepa

. [ D )
Kondghopmauiiini bioizocmepuuni Dopmyeanns
00MedceHHA nepemiuieHHs nponiKie
\ J \ J J

A 4

( bioizocmepu — rpynu oJIHaKOBI 32 po3MipoM 200 00’ €MOM, 3 aHAJIOTIYHUMH
(b13UKO-XIMIYHMMHU BIACTUBOCTSIMH Ta OJIM3bKUM (hapMaKoJIOTIYHUM e(heKTOM.
[Tpu 3aMiHaxX TaKOTO POy HE CIIi/T O4iKyBaTH 3HAYHOTO 3POCTAHHS aKTUBHOCTI,
are MOXYTh BIAOYTHCS CYTT€BI 3MIHU y CEJIEKTHBHOCTI 3B’SI3yBaHHS 3
MIIIEHHIO, TOKCUYHOCTI Ta METabO0IIIYHIi CTIKOCTI peYOBUH

N /

A 4 A 4

Knacuuni izocmepu Hexknacuuni izocmepu
MaloTh TPHOIU3HO HE MalOTh OJJHAKOBOTO
OJIHAKOBHUH po3Mmip, popmy, YHCJIa aTOMIB Ta HE
NOJIOHY €TIeKTPOHHY HiANOPSAIKOBYIOTHCS
KoH(irypartito MpaBujIaM CTEPUYHOI Ta

€JIEKTPOHHOI MO110HOCTI,
aJic BIIMOBIOAIOTH 32
NPOSIBY aHAJIOTTYHUX
010JIOTIYHUX BIIACTHBOCTEH
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BbioizocTepuuHi mepeMileHHA

Knacuuni oioizocmepu, axi
60J100II0Mb 6/1ACMUCOCMAMU

oioizocmenis
A
Knacuyni  i3ocTepuuHi  mepeMmimieHHs — “nojiOHe-Ha-momioHe”, 110
BiOyBaeThcs 31 30CPEKEHHSIM 4YHCJIa aTOMiB, BaJE€HTHOCTI, CTYIICHI

HEHACHYEHHOCTI Ta ApOMATUYHOCTI, MOXKYTh PO3IIIAAATHCA AK 010130CTEpUYHI
TiIBKY TO1, KOJIH 01070T1YHA aKTUBHICTE 30€piracThcs

A 4

Oonosanenmui

b: —Cl, —PH2, SH

B: —Br, —i-Pr

I': =1, —#-Bu
Tpvoxseanenmmi

A: —C=,-N=

b: —P=, —As=

Exsieanenmmui y yuxii
A: —CH=CH-, -S—
: —CH=, -N=
B: -O—, -S—, -CH>—, -NH-

op!

A:—CHs, —NH2, —OH, —F, —Cl

I30cTepu

Jeoxeanenmui
A: —CHz—, -NH—, —-O—, —S—

b: .COCH,—, -CONH—, -COO-,
—COS—

Yomupvoxsanrenmmi
A: >C<, >8i<
b: =C=,=N'=, =P'=
Luxniuni iz3ocmepu
A: O6enseH, TioeH
b: Gensen, nmipuaun

B: Terparigpodypan
TeTpariaporiodex
UKJIONCHTaH
MipOJiANH
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bioizocTepuyHi nepemileHHsA

Hexnacuuni

oioizocmepu ]]

A

y

Hexmacuuni 6ioizocTepu 37aTHI 30epiraTd aKTHBHICTh 32 PaXYHOK TaKHX
XapaKkTepUCTUK SK pKa, €1eKTpoCcTauHUi NOTEHITaM, eHepTii BUIOT 3aiiHATOT Ta

HIDKYO1 BUTHHOT MOJIEKYJISIPHOT opOiTati

Ta 4.

A

y

Ecrepna rpyna

I30cTepu
I'pyna bioizocmepu
KapGomimpia rpyma s=¢CN sqq >S0, —SOs-N— —C—N<
-C=0 CN | Il
R
Kap6okcunpna —PO(OH)NH, —SO,NHR —=SO;H —CONHCN
rpyna —CONHOH —PO(OH)OEt
O N-N
_° = AR\
o d-on &L £
H

e

20
¢ ~OR
AwminHa rpymna —CONCHs —CSNH- —CH,NH—-
_C¢O —CONH— >C=C< —CH,S
“NH,
IiapokcuipHArpymna —NHCOR —NHSO,R —CH,OH
—OH —NHCONH, —NHCN —CH(CN),
[MomideHon I|{ 9
HO OH HO ~
T 0
X
X=0,NR
I'anoren —CF; —CN NCNy —C(CN);
—Hal
TioceuoBuHa NHCENCN)NH, NHCECHNO,)NH
—HN-C—NH,
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BbioizocTepuuHi mepeMileHHA

Cnupatourch Ha (I3MKO-XIMIYHI MapaMeTpu MOXHa 3A1HCHIOBATH Migoip
3aMiCHUKA, 10 1 BHKOPHCTOBYETHCS INPH KOMIT FOTEPHOMY MOJETIOBAaHHI Ta
onTuMi3zamii cTpykTyp Buxoasuu 3 QSAR

\ 4

BaxxnmBo BpaxoByBaTH, IO B OAHMX YMOBAaXx JiBa 3aMICHHKH MOXYTb
BHUCTYIIaTH Y SIKOCTi 010i30CTepiB, a B IHIIMX BOHH BXX€ TAKUMHU HE
ABISIOTHCS. Tak, SIKIIO y 3B’A3yBaHHI 3 610JI0TYHOI0 MIIIEHHIO TOJIOBHY
pOJIb Tpa€e TUTIONIb-TUIIONbHA, HOH-TUIIONBHA a00 HOHHA B3aEMOIS, SKi
3HAXOAATHCS B MIPAMIN 3aJICKHOCTI BiJl €JIEKTPOHHOI MPUPOIN 3aMiCHHUKIB,
TO TOJIOBHHM TapameTpoM OyJnie Gp KOHCTaHTa. Hampukiam: as rpymnu
COCHs oOioizocrepna rpynma SOCHs. Skmo ¢axTopoMm, CyTTEBO
BIUTMBAIOYMM Ha aKTUBHICTh, BUCTyNA€E JTNOPIBHICTE 7T, TO Ayt SOCH3-
rpynu 6ioizoctepHoro rpymnoo SO2CHs-rpyma

A 4

[Tpu BuOOPI maxomy 10 yAOCKOHAJICHHS CTPYKTYpPH Jiijiepa Tpeba MaTu
Ha YyBa3l, IO 31 3MIHOIO OJHI€] MOJIEKYJIM 4YacTO 3MIHIOIOTBCS YCi
BJIACTUBOCTI B LITOMY. [30cTepu3m Ta 6iocTepu3M HE € BUKITIOUCHHIM
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Kondopmaniitni o0MexeHHA

CrpykTypHa

nepedyoBa

MOJIEKYJIM ~HampaBjieHa Ha 30epeKeHHs

HE3MIHHMMH yCiX XapaKTEePUCTHUYHHX TPYTI, IO 3B A3YIOTHCS 3 PELENITOPOM, 1
y TOW ke uyac mparHe 3adikcyBaTH iX y “akTuUBHIN® KoH(opMarlii.
Kondipmariitni oOMexXeHHsI € AyXke MOTY>KHUM 1HCTPYMEHTOM ONTHUMIi3alii
CTPYKTYpPH JIKapChKOT0 3ac00y

A4

HInaxu oocaznennsn ixcosanoi

KoHghopmauii

A 4

3B’SI3KY.

1X EK30LMKIIYHUMU

1. BBeneHnHs METUIILHOI TPYIH, CTEPUYHO OOMEXKYy€E BiJIbHE OOepTaHHS

2. BukopucTtanHsi BHyTPIIIHHOMOJIEKYISIPHUX 3B’ SI3KiB.

3. BBeZieHHsI HEHACHYEHOTO 3B’SI3KYy, IO (DIKCYy€ BITHOCHE TTOJIOKEHHS
reMiHaJIbHUX Ta BilIHANBHUX 3aMICHUKIB.

4. Iukmizanis, 0 NepEeTBOPIOE 3aMICHUKU B €HJOLUMKIIIUHI a00 3ajHIIae

A 4

bepmeHTOM.

1. BuaineHss 3 3arajipHOi CTPYKTYpH “hapmakodopa’.
2. IlimBuImeHHS CEJNEKTHMBHOCTI Yy 3B’sI3yBaHHI 3 peELENnTOpoM abo

3. [linBumenns aginHOT B3aEMO/Iii.

4. BusiBlIeHHS CTPYKTYpH aHTaroHICTY.

5. IlinBuimeHHs XiMi4HOI (METa00JI1YHOT) CTa0ITLHOCTI.
6. MiMiKkpipyBaHHs TPETUHHOI CTPYKTYpH OiJIKa.

7. BusiBneHHSI HOBOT OPUTIHAIBHOI CTPYKTYPH

Peszynomam

Y

Dapmaxagpop — TOBHE TPOCTOPOBE  PO3TAITyBAHHS
XapaKTepUCTUYHUX TPylm y MOJEKyJi, sKke 3abe3mneuye
B3a€MOIIFO 3 O10JIOTIYHO0 MIIIIEHHIO
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HeakTuBHi cronyku, siki B pesyibTaTi OioTpaHcdopmarliii B opraHizmi
MEPETBOPIOIOTHCS B aKTWBHI. [IpOHHMKAIOTH 1O MiCIs [ii Ta BUSBISIIOTH

dbapmakoIoriyHu# e(eKT.

AKTHUBHICTh HE MOXKE OYTH BHSIBJICHA TIPH CKPHHIHTY

Knacugixayin

A 4

3a xiMiuHOI0 0y10BOIO

A 4

3a cmoco0oM aKkTHUBALIT

A 4

DepmenmamueHuLl WX

(eH3umamuunuiil)
B OaraTpox BUIIAKaX
TKaHUHOCTICIU(IIHUN Ta

JOCTAaTHBO JIETKO KOHTPOJIIOETHCS
y yaci.
Henonix

MouBiCTh YTBOPEHHS
HECIIOMIBaHMX MeTaloIlTIB 3a
TCHETUYHUM ToJiMopdizMoM Ta
BHCOKOIO IMOBIPHICTIO B3aeMOIii
JKapChKOT PE4YOBHHHU, B
MeTa0oMi3MI  SKUX MPUHAMAIOTh
yd4acTb OJHI 1 TI K Tpymnu
(dhepMeHTIB

Hegpepmenmamuenuii winsx

[Ipu cronTaHiii OGioakTHBAIil
NPOJTIKIB ~ TCHeTHYHHHA  TIOJIi-
MOp}i3M 1 B3aEMOIis 3 1HIIMMH
JKapChKUMU pedYoBHHAMU
3BHYANHO € HE TAKUMU BaKIIMBUM.
Ane BaxIuMBOIO € Tpobiema
XIMiYHOI CcTabITBHOCTI PEYOBHHU
Ta HEOOXIIHICTh BCTAHOBJIEHHS

MiCIIs 11 IEpEeTBOPEHHS B aKTHBHY

CIIOJTYKY.
Hanpasnene KoHCTpyrOBaHHS
CIONYK 3JaTHUX MEPEeTBOPIO-

BaTUCS B AaKTUBHI  JIIKapChKi
PEYOBUHH HEEH3UMAaTUIHUM
IISIXOM JIOCTaTHBO CKJIAJHA, TaK

SIK IIOBHICTIO BHK/IIOYMTH BILINUB

depMeHTIB  Ha  JIOCIHIIKyBaHy
pPEYOBUHY B Oprasi3mi
HEMOJKJIMBO
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Knacughikayia
3a XiMiuHow 0y006010

JlikapcbKi 3aco0u, 1110 EPEHOCATHCS crneurPiaHIMuU
HOCiSIMH-JIiIHKepaMu

A\ 4

\ 4

[Tponiky, IO TNEPEHOCATHCS JIIHKEpaMM, 3BUYAHHO MAlOTh JEsKi
PYXJIUBI TPYIIH, SKi aHAJIOT14HI 3aXUCHUM T'PYIIaM, 110 BAKOPUCTOBYIOThCS
B OpPraHi4YHOMY CHHTE3l, 1, SIKi BIAIICIUIIOIOYNCH BUBIUIBHIIOTh AKTUBHY
PEUOBHHY

v 4

[Tponiku, o CKIaaloThCs 3 [Ipomikw, 1110 CKIaaI0THCH 3
IBOX  YacTHMH: HOCII Ta TPHOX YaCTHH, B SKHX HOCIH
0e3mocepelHbO  JTIKAPCHKOTO 3B’SI3aHUN 3 JKapChKUM
3aco0y 3aco000M  4Yepe3  MPOMIKHY

JIAHKY

v v
Hocii nponikie
JI3— OH——> [1PO — JI3— OX
X = —(C=0)R —(C=0)CH,NR, —(C=0)CH,CH,COOR —(C=0)Ph —PO;"
—(C=0)CH,SO3;H —(C=0)CH,CH,NR,
JI3—NH —> [1PO — JI3—NX
X =—(C=0)R —(C=0)CHRNH, —(C=0)OPh —CH,NH(C=0)Ar =CHAr
=NAr —CHR—O(C=0)R —CHs;~ —(C=0)CH,NR, —CH,NR,
JI3>C=0 — IIPO — JI3>C(X)Y
>C(X)Y = >C=NR >C=NOR >C(OR),

J13>CX)2H ———*»]IP()-J13>CX)2X
X =—-R —CHR-O(C=0)R —CHR—O(C=0)NR, CH,(C=0)NR,
—CHR—-O(C=0)0OR  —CH,CH,0OH
X—HociH

\ 4

Bionpexypcopu

A 4

Y  crpykrypi OiompekypcopiB  BiACYTHI 3B’sI3Ki, SIKi JIETKO
TiApONI3yI0ThCA. AKTHBALSl LIUX CIONYK BiAOYBaeThcsl y pe3yibTari
YTBOPEHHS HOBO1 PEUOBHHU — META0OIIITY BUXITHOT
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3miHa papMaKiHeTHUYHHUX
nmapaMeTpiB KaHAMAATA
B JIIKAPCHKI 3aC00H

Iiosuwenna Baue na mpancnopmmni
0iooocmynnocmi Xapaxmepucmuxu
h 4
4 N\
Baue na memaboniuny
cmaodinbHicmp
\§ V)
Y Y A\ 4

OntuMizyBaTd 11 TOKa3HUKM MOXKJIMBO 3a PaxyHOK
30UIBIICHHS BOJOPO3UYMHHOCTI a00 HaBMakW, JINO(QiIBHOCTI,
3amo0iraHHs  JIOCUCTEMHOTO  MeTabomizMy abo  IUISIXOM
BHOIPKOBOT JOCTABKH JIIKAPCHKOTO 3ac00y 10 MicIs il
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3miHa papMaKiHeTHUYHHUX
nmapaMeTpiB KaHAMAATA
B JIIKAPCHKI 3ac00H

Cnocobu niosuuieHHs
6000pPO34UUHHOCMI TIKAPCLKUX 3AC00i8

Y

BBenennss B CTpyKTypy pPEUYOBMHM TPyIl, IO 3AaTHI 10 HOHI3Aril
(pocdarhi, reMicyKIIMHATHI, aMiHOAIIWIBbHI, TUMETHIaMiHOAIIETaTHI ab0
nertpanpHi [IET-pparmentn)

Cnocoou niosuwienns ainoginonocmi
JIKAPCObKUX 3ac00i6

A 4

301IbIICHHIO JTIMO(IIBHOCTI CIIPUs€ TPOHUKHEHHS JIIKapChKHUX 3ac001B
yepe3 MeMOpaHH KIIITHH TPABHOTO KaHAITY 32 paXyHOK MacUBHOT Audy3ii.
Haii6inb1m po3noBCrOKEHUH CIIOciO YIOCKOHATICHHS CTPYKTYP € CUHTE3
ecTepiB

Cnocio nioguuieHHA IHMEHCUBHOCHI
adcopouyii 3a paxyHoKk aKmueHo20
mpawncnopmy

Y

3 METOI0 MOJIETTICHHS IEPEHOCY JIIKapChKOTO 3ac00y yepe3 01010T1uH1
O6ap’epu MIMPOKO BHUKOPUCTOBYIOTh cHeuu@iyHi HOCII, Ui SIKUX
BHKOPHUCTOBYIOTh OCOOMCTI TPAHCIOPTHI CHCTEMH
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3miHa papMaKiHETHYHHX
nmapaMeTpiB KaHIUIaTa
B JIIKAPCHKI 3ac00H

Cnocobu niosumeHHs MemaodoiuHoi
ma XimiyHoi cmaodinbHOCmi NIKAPCbKUX
3aco0ia

A 4

3 wMeroro 3amoOiraHHs I[IBUAKOTO JOCHUCTEMHOTO MeETadoi3My
JKApChKOTO 3aco0y, 3acTOCOBYIOTh ‘“‘MacKyBaHHs  (apmarodopis,
dopMyroun Ha iX OCHOBI (pparMeHTH, IO 3a3HAIOTh OLIBII TOBUIBHY
6ioTpancdopmariiro, Hi>Xk BUX1JIHI

Memooonozia Koncmpyreanus
NPONIKI6, W0 PO3NI3HAIOMbCA
KAIMuHamu-miuieHaAmu

A 4

JlocTaBka JiKapchbKOro 3aco0y y KIITHUHHM MIIICHI MOXE BiIOyBaTHUCS
HUIIXOM TAacuBHOI Au(y3ii, aKTHMBHOTO TpPaHCIOPTY, OloakTHBaLii
crienuiuaM GepMeHTOM ab0 B pe3yJibTaTi B3a€MOJIl aHTUTLIA-HOCIA 3
KJIITHHHHM aHTHUT€HOM

—— Koncmpyrweanna m’akux nikie

Y

M’siki niku — aKTUBHI aHAJIOTH BIIOMUX JIIKAPCHKHUX 3aCO01B, SIK1 TICIIS
peanizanii cnenudiyHOro edekTy, e3aKTUBYEThCS (EPMEHTATUBHO
KOHTPOJIbOBAHUM  IIJITIXOM, SIKHH BHUKJIIOYAaE TIOSBY HEOaKaHUX
MeTa0o0IITIB
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KomOiHaTopHmMii cMHTE3
TAa UOT'0 POJIb Y MOUIYKY
CTPYKTYPp-JiaepiB

Heooxionicms 3acmocy8anus
KOMOIHAmMOpHO20 cunmesy

\ 4

[IBuakuii mporpec y MOJEKyJspHii Oioyiorii Ta reHHId iHXeHepii
3YMOBHMB KapAWHAJIbHI 3MIHM Yy TIpoleci BimOOpy MOTEHI[IATbHUX
KaHJUAATIB B JIKApChKi 3aco0U. By BCTaHOBIEHI Ha MOJIEKYJISIPHOMY
piBHI MeEXaHI3MH BHHHKHEHHS Ta PO3BHUTKY 0ararbOox 3aXBOPIOBAHb.
3’sBUIaCh MOXKIIUBICTH BUIUIATH 010JI0T14HI MillIeH] Ta BUKOPUCTOBYBATH
iX 17151 IpOBEICHHS CKPUHIHTAa HOBUX PEYOBHH in Vitro. Jlo kiHIs 80-x p.p.
20-CTONITTS WIBUAKICT, CKPHHIHTA CTaja BHIEPEIKATH CHHTE3 HOBUX
pedyoBuH. Bunukia HeoOximHicTh y high-through-putsynthesis (cuaTe3y
BEJIMKMX MAacCHUBIB XIMIYHMX crnoiyk)./Jlana mpoOGiiema po3B’s3anach 3
MOSIBOI0O KOMOIHATOPHOTO CUHTE3Y

)

Kombinamopua ximisi — cTparterisi CAHTE3y BETUKUX MACHBIB XIMIYHUX
CIIOJIYK Ta CYKYITHICTb BUCOKOTEXHOJIOTIYHHUX METOIB, IKi TO3BOJSIOTH
0JIep>KaTH 3a KOPOTKUIA MPOMIKOK Yacy BiJl IEKUTLKOX COTEHb JI0 JECITKIB
THUCSIY PEYOBHUH

\ 4

Kom0OinaToHuil cCMHTE3 XapaKTepu3yeThCs THUM, 110 PEAKIii 3a y4acTio
BEJIMKOTO 4YHCJIa OJHOTUITHMX pearcHTiB — “OynmiBeqbHUX OJOKIB”
(building blocks — BB) — BinOyBa€eThcs OAHOUACHO Y CYMIlli B OTHOMY 200
napasesibHO Y Pi3HUX peakIiiHUX MOCYHHAX
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KomOinaTtopumii cuHTE3
TAa UOT'0 POJIb Y MOUIYKY
CTPYKTYp-JifepiB

bioniomexa cnonyxk ]]

A 4

.

( )

bibniomexa cnonyk — BEMUKUI MacuB PEYOBHH, sIKi MiniOpaHi 3a
MEBHUM NPHHIUIIOM

A 4

OcHoBHa (yHKIis Takoi 010J110TeKH — 3a0e3MeUeHHs] MaKCUMaJIbHOTO
PI3HOMAHITTSI CTPYKTYp, K€ B 0araThOX BHIIQJKaX BH3HAUAE YCIIX Yy
MOLIYKY Jifepa

\ 4

KomOinaTopni 0i0/iOTeKH CTBOPIOIOTBCS 32 KOPOTKHHM CTpPOK 3a
PaxyHOK peaxilii, ki BiIOyBaIOTHCS OJHOYACHO Ta IMapajesibHO 3a yIacTIO
peareHTiB, 110 BiAiOpaHi creniaJbHUM YHHOM

\ 4

Ymosu cmeopenns kombinamopnux 6ibniomex
ABTOMaTH3aIlisg Ta poOOTH3ALIIsI OTIepaIlii
1. 3BaxyBaHHS.
2. 3aBaHTa)KCHHS PEaKTHBIB.
3. ButpumanHs B yMOBaX BEJIMKOI KITBKOCTI peakIiiHUX COCY/IiB.
4. ®inbTpyBaHHA Ta iH.
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KomOiHaTopHmMii cMHTE3
TAa UOT'0 POJIb Y MOUIYKY
CTPYKTYPp-JiaepiB

Emanu eeonwouyii 6umoz 00 cnoyk,
w0 npu3Haueni 011 CKpUHIH2y

o 1984 p.
MO>KIUBICTB TOCTIHKEHHS TUIBKH 1HIUBITyaTbHIX BUCOKO OYHIIICHUX
CIIONTYK

\ 4

1984-1985 p.p.
MOXIUBICT CKPHUHIHTY 1HAWBIAYalbHUX HEOUYHIIEHUX MENTHIIB,
OJIEpXKaHUX TapaJieTbHUM CHHTE30M, aJie He TeTePOIMKIIYHUX a00 Oy ab-
SAKHUX IHIIUX TPAAULIHHUX TPOJYKTIB OPraHIiuHOTO CUHTE3Y

1986-1990 p.p.
Inest mpoBeneHHs G10JIOTTYHUX JOCHIHKEHb CyMIIIeH

\ 4

1991 p.
[Toka3aHo, MO0 CKPUHIHT CyYMIIIEH MOMJIMBHH, aje TUIbKU s
NENTUIB, a ITepalliiHU IPOIIeC PO3IUICHHS Iy’Ke CKIIATHUN

1992-1994 p.p.

— OpneprkaHo MiATBEPAXKEHHS MPOIMO3UIII{ PO MOKIHUBICTh TO3ULIHHOTO
CKaHyBaHHS CyMIIlIeH MEeNTHIIB, IENTOIMIB Ta MIENTHAOMIMETHKIB, OJTHAK,
115 TPOLIeypa PO3Mi3HABAHHS AKTUBHUX CIOIYK y CyMilIaX BBa)kaiach
HETIPUHHSATHOIO IS JTIKAPCHKOMOMIOHUX MOJICKYJT
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KomOinaTtopumii cuHTE3
TAa UOT'0 POJIb Y NOUIYKY
CTPYKTYp-JigepiB

Emanu egonwouii sumoz 00 cnoayk,
Ui0 NPU3HAYEHI 01 CKPUHIHZY

1995-1996 p.p.
BcranoBneno, mio cyminn OpUAATHI TaKOX I JOCIIIKEHHS
TeTEePOLKIIIB, ajie 1Ie MOBUHHI OyTH MaJIeHbKI CyMIllli, 3BU4aifHO MEHIIIE
30-TH KOMITIOHEHTIB

\ 4

1997 p.
—> OpnepxaHO MIATBEP/PKEHHS MO3MILIMHOTO CKAaHYBaHHS BEJIHMKHX
CyMiIlIeH TeTepOIMKIIYHUX Ta IHIIUX MOJICKYJI

1999-2001 p.p.
Haii0inbu pe3ynpTaTuBHUM OYB 3HOBY BU3HAYCHHMN CKPUHIHT BETUKUX
010J110TeK 1HIUBIAYaTbHUX CIIOJYK, @ HE CyMIIIeH

\ 4
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Crparerisi KOHCTPYIOBAHHS
Ta CHHTE3Y XIMiYHMX
0i0s1ioTeK

[[ Kombinamopnuii nioxio

-
> Po3poOka MeTo/1iB MPUCKOPEHOT0 CUHTE3y PEYOBUH OJIM3bKOI

Oyn0BH
.

A 4

Ocnognuil npunyun
SAxmo npoaykt AC yTBOprO€eThCs y pe3ynbTati B3aemonii A ta C, To
omHOYacHe BHUKopucTaHHa 10 cmomyk Al...... A" 1a Cl...... cto
3abe3neunTh oaepkaHHsa 100 pi3HUX PEUOBHH OJTHOTUIIHOI Oy10BU
Al+Cl=AlC, AlC?....... AlC?
A%+ Cl=A2CH AC2....... A*C!0

Heooniku
Takwmii miaxig ay’ke 4acTo HEMPOIYKTUBHHM, TaK K, B MEPIILY 4epry
B3a€MOJIIIOTh HAMOLIbII aKTUBHI peareHTH. [Hmn OyayTh NPUCYTHI Y
HE3HAYHMX KUIBKOCTSX. Taky CyMill BayKKO pO3ILUTHTH.
Lle#t MeTo BUKOPUCTOBYIOTH, KOJIM IIBUAKOCTI peakUiii MpUOIU3HO
OJTHAKOBI

:{ bararocTaniitHi nepeTBOpEeHHS ]

A 4

VYuactp 10 pearenriB 4-x TUIIB
Al A B'...... B, C!...... clo,pl...... D!
VY 4 cranii moxxna ogepxartu 10000 crionyk

1 10 1 10 1
AL A0 YB..B Angn yc'.c Angnen YRLD nn npn
100 1000 10000
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Crparerisi KOHCTPYIOBAHHS
Ta CHHTE3Y XIMIYHHMX
0i0s1ioTEK

[Ipomiec cTBOpeHHs O10MIOTEKH pPEYOBHH MOXKHA PO3MISANATH  SIK
iTepaliiiny npouenypy, Koiu ojHa O0i0jioTeka CTa€ OCHOBHOIO JUIS
CTBOPEHHS HOBOL

A 4

[ Emanu cmeopennsa dioniomexu ]

A 4

1. IlnanyBanHs 01010TEKH.

2. Bin6ip “OyniBaux 6510kiB” (BB— buildingblocks).

3. XiMiuHa ampoOarlisi CMHTE3y y po3uuHi abo Ha TBEpAOMY HOCII Ta
KOHTPOJIb SIKOCTI TPOIYKTY.

4. Cunre3 010/110TEKH.

5. bionoriuHuil CKpUHIHT.

6. [nenTudikaris akTHBHUX CIIOJYK.

7. IlinTBEpIKEHHS] aKTHBHOCTI.

8. [nTepnperarist pe3yabTaTiB

~245~



Peunupbimin O.H., PewwHosa C. . OpraxiyHa Ta GIOAOTIHHA XiMist AIKAPCBKMX MPenapaTiB

Eranu crBopeHHd
0i0J1ioTeKu

Ilnanysannsa oioaiomex ]]

\ 4

[ Busnauenns memu npogedenns CKpuHinzy ]

“CxpuHiHr Ha 3rajgKy”’ (random screening)

)

[TinGip miranmiB g0 MimeHi, OyJoBa sKOi HEBiJIOMa, Ta HE Mae
BIZIOMOCTEH MPO CTPYKTYPY CHONYK, 3AaTHUX 3 HEIO 3B’ si3yBaTHCA. Takuii
CKpUHIHT  mependavyae TEPEeBIpKY  aKTHBHOCTI  cepell  BEJIMKOL
PI3HOMAHITHOCTI CTPYKTYp 1 y pe3yibTaTi Oyae ojepikaHa BeJHKa
610mioTeka ab0 CyKYITHICTh JIEKIIBKOX APIOHUX, TOOTO CKPUHIHT TOJISITAE
y BUSBIJICHHI aKTUBHOCTI Y OKeaHi “HeaKTUBHOCTI”

[{iboB1 O10MIOTEKH

)

MicTTh CrIOpiAHEHI CTPYKTYPH, SIKi Pi3HATHCS TUIBKH 3aMiCHUKaMU, Ta
MalOTh 3HAYHO MEHIIMI po3Mip y MOpIBHAHHI 3 MacuBamu broad a6o
random screening. [Ipu mpoMy yci wieHu Oi0IIOTEKH, SIK TPABHUIIO,
BOJIOAIIOTh AKTHUBHICTIO, 1 BUOIp 3BOJIUTHCS N0 ieHTU(IKAIi] HANOLIbII
aiHHUX cepel HUX

\ 4
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ETanu crBopeHHd
0i0sioTexn

Ilnanysannsa oioaiomex ]]

Y

Cnocobu KOHCTPYIOBaHHs 010J1I0TEK ITUX JBOX THITIB PO3PI3HAIOTHCS
KUTBKICTIO OyJiBHUX OJIOKIB, IKi BUKOPUCTOBYIOTBCS, PO3MIpOM HOCIiB,
CTPATETI€I0 IeKOTyBaHHS

A 4

Xapaxmepucmuka 0ioniomex XiMiuHUX CROJIYK

Y

bioniomexa ona broad ckpuninzy bioniomeka cmpykmyp-ananocie

Benukuii po3mip 6i6mioreku (Binm HeBenukuii po3mip 6i0mioTek (10
10 1o 100 Tuc. cronyk) 1000 cnonyk)

[upoxke pisHOMaHITTS CTPYKTYp  OIHOTHIIHI CTPYKTYpH

He mae cnerudiunoi ctpykryproi CnernudiuyHa CTpyKTypHa MeTa
METH BizTOMa

Benuka kinpkicTh pizHOMaHITHUX OJHOTUIHICTHOYIIBHUX OJOKIB
OyniBHUX OJIOKIB

HeBusHauena KUIBKICTE Bigomo 4ynciio koMOiHalin
KOMO1HaIi
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ETanu crBopeHHs
0i0JrioTeKHn

[[ Biooip oyoieenvnux 610Ki6

[Tpu BuGopi BB nuisixom peTpocuHTe3y BU3HAYAIOTH:

1. JlocTynHiCTb.

2. PeakiiifiHy 31aTHICTb.

3. HeoOXxiaHICTh TX CHHTE3Y CepiliHO a0o 3a JTIOMOMOTOI0 TapajeIbHOTO
CHHTE3Y.

Binbmricts BB — 11e amian, kapOOHOB1 KHUCIIOTH, apOMaTHYHI aJIbJIeT1Iu
Ta 1H. Bmamum € takuit HaOip BB, sxuii 3a0e3nedye makcuMalibHE
PI3HOMAHITTSI 3aMICHUKIB y IIITBOBHUX CIIOJIyKaX Ta yCl MOXJIUBI BapiaHTH
iX TPOCTOPOBOTO PO3TAITyBaHHS, BPaXOBYIOUM TaKOX (HI3UKO-XIMIYHI
XapaKTePUCTUKU

A\ 4

Kinekicmo cnonyk 6 6ibniomeyi

TeopeTnyHO KUTBKICTh CIOJIYK y 0101i0Tell BU3HAYAOTh unciom BB,
AKl MPUIMAaIOTh y4acTh y KOXKHIM CTajii, Ta 4MCIOM OKpEMHX CTaJii.
Axmo uncio BB gopiBHIOE b, a crasiii X, TO 3arajgbHa KUIBKICTh pEYOBUH
N = b*. Axuro uncno BB Ha koxHiit crazii pizue (b, ¢, d y 3-x cragiitHomy
cuntesi), To N = bed. Tpeba BpaxoByBatu mo BB MoxyTs maTu pizHy
peakiiiny 3natHictb. Tomy mindip BB 3aiiicHIOI0TE TAKMM YHHOM, 11100 B
pe3yabTaTi yTBOPUIIACh €KBIMOJIEKYJISIPHA KUTBKICTD IIJTOBUX MPOIYKTIB.
[Ipu nmpoBeneHHI CUHTE3Y B OJJHOMY PEaKLiIHHOMY COCYAl ONTUMAIbHOIO
JUTSI CKpUHIHTY € cyMmii 3 20 pedoBHH

\ 4
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CTBOPEHHS CYYACHMX AIKQPCbKMX Npenaparis

MPOAYKTY

XiMiyHa anpoOauiss CHHTe3y
y Po34uHi 200 HA TBEPAOMY
HOCIil TA KOHTPOJIb AKOCTI

\ 4

Tunm peakiiii, 3a JOMOMOrOK SIKHX MOXHA 310paTv IIHOBI
KOHCTPYKIIi: nukionpueaHands [3+2], [2+2], [4+2]; koHmeHcaris;

(hOTOPO3IICIUICHHS,

OKHMCHCHHSI/BITHOBJICHHS;

peakuis ~ Mixaens;

HyKJIeop1IbHE 3aMIIICHHS; BITHOBJICHE aMiHYBaHHS; alKITyBaHHSI —N, —

S, —-C; wMeranoopraHiyHui
anuiyBanas —N, —O

CUHTE3;

rigponiz;  ¢dochopuaroBaHHS;

\ 4

Haii0inbi pecypcoeMHa yacTUHA y CTBOPEHHI 0i10i0TeK € ampoobartis

OJIEp)KAHHS CIIOJIYK, SIKY
napanelbHUX CHHTE31B

3BUYAHO MPOBOJATH

3a JO0IIOMOI'OKO

Y

Y

Teepoogpaznuii cunmes

[TinOip miHKepiB Ta mepeBipka
aIarToBaHOCTI MOJTIMEPHOTO
Hocisg 10 BigiOpanux BB, To6TO
BU3HAYAIOTh XapaKTep B3aeMOJIT
BB sk 3 XapakTepUCTUYHUMHU
rpynaMu Moau(IKOBAaHOTO
noJIiMepy, Tak U 3 aHAIOTITYHUMH
JiraHaaMu |y po3uuHi. Takox,
ONTUMI3yIOTh ~YMOBU  IIPOBE-
JICHHA peaklUiil 3 ypaxyBaHHAM
BJIACTUBOCTEH HOCIS Ta JIIHKApiB

Cunmes ¢ po3uunax

BinpizHseTscs Big 3BHUaii-
HOTO  OpPraHiyHOTO  CHHTE3Y
TUIBKH ~ amapaTypHuM  0(opM-
JCHHSM Ta BUCOKHM CTYTCHSIM
pobotuzanii. Lle moxe Oytu sk
CUHTE3 1HJMBIyaJIbHUX PEUOBHUH
Ta i cymimeit
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OpraHniyHa Ta BioAOTiYHA XiMis AIKAPCbKUX MPenapaTis

ETanu crBopeHHs
0i0J1ioTeKH

Ilopisnanvna xapaxmepucmuka
PioKkogaznozo ma meepooghaznozo cunmesy

Cunme3 na meepoomy Hocii

Cunme3 y po3uuni

IlepeBaru

Pearentn MoxxHa BHKOPHUCTO-
ByBaTMU Yy  HaUIMIIKy, Y
MOAAIBIIOMY HE BUHUKAE
npoOieM 3 posaineHHsM. Peaxiii
HOyTh 10 KiHIA

Moxna BUKOPUCTOBYBAaTU
OyIib-sIKi OpraHiyHi peaKxiii

OuncTka MPOAYKTIB 3MIMCHIO- He noTpiOHa ajanTanis
€TbCS IPOMMBKOIO IPAaHyJI HOCIsl ~ peareHTiB 10 HOBHX  YMOB
MIPOBEICHHS MPOIIECIB
IIpocrota aBTOMaTH3alii BincyTtHicTb JOJaTKOBUX
MPOLECY CUHTE3Y CTaii, OB’ SI3aHUX 3
OpUETHAHHAM 0 JIHKEpy Ta
PO3IICIUICHHS JIIHKEpa
MoxuBiCTh IIPOBEEHHS MoXxJUBICTh OJZlep>KaHHs
PO3MIEIICHOTO CHHTE3Y HEOOMEKEHHUX KUTBKOCTEH
PEUOBHH
Henoaixkn

BigcytHi TOwHI maHi mpo
BUTpPATH dYacy Ha TPOBEIACHHS
CUHTE3Y

HasBHicTs 10JaTKOBUX CTamii
[0 3B’S3YBaHHIO 3 JIIHKEpaMH Ta
1X pO3IIEIUICHHIO

Hocii ta niHkepu oOMexyIoTh
BUKOPHCTaHHS MINPOKOTO HAabOpy
peaxuin

HenoctatHpo po3BUTI MeTOoaU
KOHTPOJIIO MPOTIKAHHS NPOLIECIB

HeMoxmBO BUKOPHUCTOBYBATH
peareHTH |y HaJUIMIIKy 13-3a
CKJIATHOCTI OYHCTKH IIILOBHX
MPOJTYKTIB BT JOMIIIOK BUX1THUX
pEYOBUH

ABTOMaTH3aIisa MPOIIECiB
BU/IUICHHS PEYOBHH Ta IX OYMCTKU
SIBJISIE TIEBHI CKJIAIHOCTI

~250~




CTBOPEHHS CYYACHMX AIKQPCbKMX Npenaparis

Posain 6.

BHHDOAHDMO
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IHepcuekTuBH
MOAAJBIIOT0 PO3BUTKY
KOMOIHATOPHOI'0 CHHTE3Y

Aemomamu3zayia ma miHiamiopuszauisa npoyecie
00€PHCAHHA HOBUX CROJIYK AK Y POZUUHAX, MAK | HA
meepoomy HocCii

- [TosiBa HOBHX JIIHKEPIB Ta CEKBECTPAHTIB

Po3mmpennss Habopy peakiiil, siki mpuaaTHi JUIsl 371HCHEHHS
TBep0ha3HUX CUHTE31B

v

Y 10CKOHAJICHHSI METO/I1B KOHTPOJIIO CKJIay PeakLiiHoi cymini

v

VY nockoHajIeHHs CIOCO01IB PO3ALICHHS TPOAYKTIB

v
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Po3ain 6. CTBOPEHHS CYYACHUX AIKOPCbKUX MPpenapaTis

Biogoriuni gocaikenHs
HOBHMX CIIOJIYK

bionoriuni AOCTIIKEHHS] HOBUX CIIOJIYK MPOBOAATH ISl TOTO, 1100
BU3HAYUTU Y HUX HAsBHICTb Ta BHPA3HICTh Oyb-sKOi (hapMaKoIOriyHOi
aKTUBHOCTI, a s camMoi aKTUBHOI 3 JOCHIDKEHUX PEYOBHH
BCTaHOBJIIOIOTh, BOJIOJIE BOHA YM Hi O10JIOTIYHUM e(]eKToM in vivo y
CIIOJIydeHHI 3 OaXaHOH TPHUBANICTIO JAii TpH  BUKOPUCTaHHI
paIliOHaTBFHOTO LUISIXY BBEACHHS

A\ 4 A 4

/ CkpuHiHT, SK MeTOIL\ / st OL[iHIOBaHHh

BILOOpY ~ peYoBHH B (apmakonoriyHoi  aKTHB-
3JIEKHOCT! Bl CTYIIEHS HOCTI Oynp-siKOi  Tpymu
BUPA3HOCTI Oyab-KOTO HOBUX  CIIONYK  Tpeba
010JI0T1YHOTO edexry peaiizyBatu nmporpamy
CUHTETUYHUX OpPTaHiYHHX JIOCIIIIKEHHS, sKa
PEUOBHH Ha PI3HHUX 3pa3Kax 3BHYAWHO CKJIAJAETHC 3
Qionoriqm/lx TKaHUH / NEKITHKOX eraniB
IOCIIKEHD In Vitro Ta in

Vivo /
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Biogoriuni gociaixenus
HOBHX CIIOJIYK

Ckpumnine in vitro

Eman nonepeonvozo ckpuninzy

\ 4

\ 4

OLiHIOITh aKTUBHICTh JOCTIKYBAaHMX 00’ €KTIB Ta BIICIIOIOTH Ti 3
HUX, K1 HE MPEJCTABISAIOTh MOJAIBIINNA 1HTepec. ETamoHoM akTUBHOCTI €
npenapar MopiBHAHHS — HalOUIbII e(heKTUBHUI TiKapChKUi 3aci0 y naHii
dbapmakoTepaneBTUYHIN TpyTIi. SIKIIO peuoBHHA, 110 TECTYETHCS BHUSBIISE
edeKT, KUl TEpeBHIyE ETAJOHHWN pIBeHb, TO BOHA TpHUIATHA IS
JIOCJIIJDKEHHS Ha HACTYIHIN CcTafii

Eman nepeunnozo ckpuninzy

\ 4

A 4

Mema: BinOip pevyoBUH-XITIB” sSKI NpUAATHI i1 MOJAIBIINAX
nociikeHb. [IepBUHHI TECTH 3BUYAMHO HOCATH SKICHUN XapakTep Ta
KpUTEpieEM BIOOPY € piBEHb KOHIIEHTPAIIT TOCTIPKYBAaHUX CIOJYK, TIPH
SIKOMY BOHH BUSIBJISIFOTH aKTUBHICTh

/Jlpyeuit eman ckpuninzy

\ 4

A 4

PiBeHp aKTHUBHOCTI OILIHIOIOTH KIJIBKICHO. PE4OBMHHM 3 BHCOKUMH
MOKa3HUKAMH TIPEJICTABISIIOThCS s crenu(iuHuX JOCHiIKEHb, SKi
TaKOXX MOXYTh OyTH MpoBejieH1 in vitro. OHaK, y IbOMY BHUMAJKY, 5K
NpPaBUJIO, BUKOPUCTOBYIOTbCS METOJMKH, IO BIJIPI3HAIOTHCS BiX
NIEPBUHHUX
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Biogoriuni gocaixeHus
HOBMX CIIOJIYK

Ckpumnine in vivo

Ilepuwuii eman

\ 4

\ 4

JocmikeHHss 010J0T1YHO AaKTHBHHUX PEYOBMH Ha AaHECTE30BAHUX
TBapuHax. BWBYEHHS BIUIMBY Ha OpraHW, 3 PEECTPAIIE0 KITbKICHUX
MOKa3HUKIB

/lpyeuii eman

\ 4

A 4

HocmipkeHHs O10JIOTIYHO AaKTUBHUX PEUOBMH HAa 1HAKTUBHHX
(310poBUX) TBApUHAX, PEPIEKCH KX MAIOTh IPUPOJHUNA XapaKTep

Tpemiit eman

\ 4

\ 4

ExcniepuMeHTH Ha TBapuHAaX 3 MOZAEISIMH 3aXBOPIOBaHb, /IS JIIKYyBaHHS
a00 MPOQIITAKTUKH SIKOTO TIAHYEThCS BUKOPUCTOBYBATH Y TOJIAJIBIIIOMY
PEYOBUHHU, 110 TOCIIKYIOThCS

Yemeepmuit eman

\ 4

\ 4

SIKmo crnosyka BUSIBWIA 3aJIOBUIBHUM piBEeHb €QeKTy in vivo, BOHA
MOxe OyTH Tiepe/iaHa Ha KJIIHIYHI JOCIIKEHHS 3 MTOYaTKy Ha 3JI0POBHUX
JTOOPOBOJIBIISIX, @ MOTIM Ha MaIi€HTaX 3 BiIMOBIAHOIO MATOJOTIEI0
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Biogoriuni gocaigxeHHs
HOBHX CIIOJIYK

;’[[ Tomanvuuii ckpuninz ]]

Y

YV 80-Ti poku 3 po3BuTkoM TexHosorii high-throughput screening uvac, mo
BUTpPAuaBCs HA MIPOBECHHS 10 KITHIYHUX JOCHTIKEHb KaHAUIATIB y JIIKapChKi
3acobu, ckopoTuscs Ha 70-90 %. KpiM Toro, 3Hu3uIuCsS BUTpaTH HAa G100T14HI
JOCHIJKEHHS, TaK SIK paHillle TUIbKH Ha CKPUHIHT mpunagaino 10 45 % Komris
MPU3HAYEHUX Ha PO3POOKY HOBOTO JiKapchbkoro 3acody. Y 90-ti poxku
KOMOIHATOPHUN CHHTE3 PO3LIMPUB MOXKIMBOCTI OPraHivHOI XiMil Ta J03BOJIUB
OJICP)KYBAaTH JIECSATKU Ta COTHI THUCSY CIOJYK 3a JyXe KOPOTKHI MPOMiXKOK
yacy. Y TemepiliHiii 4ac BUKIMKAE IHTEpPEC CydacHa TEXHOJIOTiS MPOBEICHHS
Oi0JIONIYHMX JOCIHiKEHD, KA 103BOJIAE OLiHIOBAaTH 10 10° cronyk y neHs —
yJIBTPaBUCOKOUIBUIKICHOTO CKPUHIHTY

CKpuHinz KomoinamoprHux
oioniomex

A 4

CkpuHiHr 6107110TEK, 1110 O/Iep’KaHl METOAAMU MAapaJIeIbHOIO CUHTE3Y, TOOTO
TUX, SKi CKIQJAOTHhCS 13 IHIUBITYaTbHUX CIIOJNIYK, HE BIJPI3HAETHCS BIJ
3BHYallHOTO BHCOKOIIBHU/IKICHOTO TECTYBaHHS BEJIMKHX MAacHBIB PEUOBHUH, SIKi
OJIEPXKYIOTh Y BENUKHX (hapmaneBTHUHUX KommaHisx. IlepeBara momsirae B
TOMY, 110 KOMOIHATOpHI O10J10TEKH JETKO IHTETPyBaTH y BXKE ICHYIOUl CXEMHU
OIIHIOBAaHHS aKTUBHOCTI. KpiM TOro, mi JOCHIDKEHHS BXE Ha CaMOMy
MOYATKOBOMY €Tari MOXYTbh OyTH KiJIbKICHUMHU
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AADPABITHUN NOKAIYMK

AspaBiTHHI MOKA3YUK

[1,4]-ben3omiazeninu 133, 134, 213
1,2-Turigporen-3H-[1,4]-6en3oniazemin-2-on 133
1,4-Murinpomipunuuau 148
10,11-Iurigporen-6en3o[b,f]riemin 132
1-Metun-4-denin-1,2,3,6-rerpariaponipuaun 211
2-Metun-1,4-nadroxinon 195

2-Oxconipwriaua 127
2-Tpudropmerundenoriazut 72
4-Enitetpammkiia 137
5-Jle3okcuaneHo3mikobanamin 187
8-MerokcurncopaneH (pypoxymapun) 214

G-611ku 30
N-(2-rigpokcuerwn)minepasun 129, 131
N-(y-riapokcurnpomnin)minepa3u 132
N,N-Jliankinrigpazunu 88
N-p-Oxcuerunminepasus 135
N-Metunmopdinan 125, 126
N-Metunminepasun 130, 131, 135
N-Metunnipasun 129, 132

OSAR 227, 228

a.p-Anpenobnokaropu 140, 166, 168
a1-Anpenobnokaropu 166, 172
o2-Anpenopeuentopu 166, 173, 174

o-1Tpoaun 114

[-Anpenobiiokaropu 141, 150,157, 158, 166, 168
v-Aminocimptu 101
o-AMiHoJieByTiHaTCHHTETa3a 185

AGcopbuis mikapeskoro 3acody 11, 15, 18, 22, 238
Aronictu (MimeTnkn) 33, 38, 57
AroHicTH-aHTarosictu 33

Arperartis 176

Anenosun 151, 181
Anenozuamonodocdar (AMD) 217
Anenosunrpugocdar (ATD) 153, 155
AT®-nour 155

Anunomutu 165

Anpenanin 42, 192, 217

Anpenaniny rigpoxiopua 157
A3somigun 93

AxcepodTon 194

Axrusariig 39

AKTUBHMH TpaHcnopt 22, 24
Anenonumin 141

Amnikcipun 174

Anxkanoinu 217
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Anokcum 212

AnocrepuuHa B3aeMoist 38
AnpOymin 25

Asnpnerinun 84

Anpnoctepon 169, 170

Awminu 87

AwminoTpancepasza 185
n-Aminogenoi 101

Awmionapon 141, 146, 157, 159
Awmirtan 60

Awmmonumin 140, 145, 146
Amperamin 107, 108
Amnanpunin 141, 157, 158
Amnriorensus 169-171, 174
AmnrioteHsunmneperBoprorounii pepment (AIID) 166, 169-171
Amninia 99

Anopetruku 108

AmnTtaronictu (61okaropum) 33, 38, 57
AmnTarosict BiTaminy B2 77
AwnTaronictu Bitaminy K 176
Antnarperantu 141, 152
AHTUOI0THKH TeTpaluKIiHOBOTO psigy 137, 216
AnTnnor 212
AHTUKOHBYJIbCAaHTHU 74
AnTtnokcugantu 142
AnTtumapkiacosik 102
AHTHCenTHYHI 3acoou 207
Arnpecun 140, 175

Amnpobarris 249

Apurmis 156, 157

ApomarnyHi crionyku 95, 96
Acmapkam 160

ATtenonon 141, 157, 158
Atepockiepos 147, 161
AyToinrioyBanHs 42

Adiniter (ciopigHeHicTs) 33
Adinnicts 57
Anerun-KoA-kap6okcumnaza 190
Anerunxonin 64, 181, 183, 212
Anunos 181

Anukinosip 205,206

Bap6irtan 60

bap06itypatu 60
bennpodnymeriazun 74
benzorekconiii 174
benzomopdan 120

bibmioreka crionyk 228, 241, 244-248, 250, 251
Bbinku 20, 21, 30

bioaktusarist 239
BiogoctynHicts 18, 226, 237
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Bioizocrepu 229, 231, 232
bioizocrepuuni nepemimenns 230-233
Bionoriuno aktuHi peuoBunu (BAP) 47,48
Biompekypcopu 236
biotectryBanns 220
biotpancdopmaris abo merabonizm 11, 27, 221
biogaza 18
bideninrerpazonu 171
Bpamnapurmist 157
Bpagukininu 153, 169, 170
Bbpomkamdopa 137, 216
ByTtupodenonn 79, 105, 106
Banigon 35, 141, 151
Bancapran 140, 171
Bepanawmin 141, 145, 146, 157, 172
Binapa6in 204
Binkawmin 178
Bipion 202, 203
Bipycu 201
Biraminm, knacudikamis 179, 180
Bi1 (tiamin) 181
B2 (pubodmnasin) 76, 142, 182
B3 (manrorenoBa kucnora) 186
Bs(siTamin PP) 184
Be (mipunoxcun) 185
B2 (miankobanamin) 186, 187, 189
Bc (pomieBa xkucnora) 188, 189, 192, 209
H (6iotun) 190
C (ackop6inoBa kucinota) 191-192
A (petunanb) 193-194
K (dinoxinon) 195-196
E (Toxodepomn) 142, 197, 198
D (xaneuudeponn) 199
F 200
BayTpimHs aktuBHICTB 32
Bonnesi 38’ s3ku 54
Byrnesoani 67
I'anorenu 61, 67, 68, 81-84, 95-97
lNanonepugon 79
lanrmio6nokaropu 166, 174
lNannuknoBip205
I'em 185
I'emaroenrnedamitnaauiidbap’ep 26, 89
I'emapunu 176
I'ereponuxmivyni criomyku 110
INamyponigaza 153
I'igpasunu 88

INppoxcumoBanus 192
INapokcumetmrmotapmi-CoA-peaykrasa 164
I'apomopdon 122, 124
INapodo6uHmit epekr 53
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INnppoxmopTiazuin 140
[NineppeakTuBHICTH 167
lNimeprensis aprepiansHa 166
[Nnokcist 155

[cramin 153, 154
I'nmixorenomnis 168, 217
['miko3untpancdepasa 194
I'mikomiz 155

['nmikonporeinu 193, 194
['minepun 200
['myTamatnexapOokcunaza 185
I'myration 191

I'mrokaron 157
I'moxoxopTtukoinu 40
I'mrokoneorenes 190
I'opmonu 29

['paniuni minigm 21
I'yanosuamonodocdar (IMP) 30
['yaninariukiasza 143
Herigporenaszu 182, 193
He3zaminyBanus 185
Jesindexriitai 3acobu 207
Je3okcuryanosus 206
He3okcuryanosunrpudocdar 206

He3okcupudonyxkieinona kuciota (JJHK) 187, 189, 201, 202, 204, 206, 214
JHK-BmicHi Bipycu 201

JHK-nonmimepaza 204, 206, 192, 210, 215
Hexap6okcnnaza 181, 185
Hexap6oxcumoBaras 190
Jwnb6azom 175
Jubens[b,f]rienin 132
Hubens[b,e][1,4]xiazemnin 132
HMunriazem 145, 146, 157, 172
Hunipugamon 141
Jumnipokcum 212
Junone-aunonsHe 3B’ A3yBaHHs 52, 55
Hucnepciiina abo Ban-nep-BaanbcoBa B3zaemomist 52, 53
HudeninOytunamiaum 105,106
Hudeninmeran 100
Hudenin 36, 157
Hudmnydenican 75
Hudysis 18, 19, 22, 23
Hiazenam 78, 133, 134, 213
Himenpon 101
Hiyperuku 77, 167
Hist mikiB 34-37
- anajerermyHa (ananresusHa) 75, 100, 99, 104, 114, 120-125, 153, 154, 173
- aHTuaHriHaibHa 149, 150, 159
- @HTUAHJpPOreHHa 75
- a"TtHaputmiuna 155, 159
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- anturemopariuyga 195, 196
- aHTuricrtamigza 100
- adrurineprensuBHa 127, 168, 171-174
- aHTugenpecusHa 129
- aHTUKOHBYJbciiiHa 110, 111
- aHTHUMaispiiHa 119
- anTuUMikpoOHa 209
- anTHmipernyHa 154
- aHTUpaauKaibHa 198
- adTHcentu4Ha 90
- areporeHHa 161
- BazoperyJiatopHa 178
- rinomimagumivga 165
- ’Kapos3Hwkytoda 153, 154
- 30ymxkyroua 128
- KapmiozernpecuBHa 158
- MmeMOpanocTtabimizyroua 158, 198
- He#iposentnuHa 105, 106, 129, 131, 132, 135, 136
- He#porokcuuHa 116
- IpoTUarepockiepotuyHa 147
- mpoTuBipycHa 76
- mnpotuzanaibHa 153
- npotukamiesa 124, 126
- nporucnactuyHa 128
- nporucyaomMHa 90
- ncuxorponHa 115
- pe3opOTuBHA 35
- pednexropHa 35
- cegatusBHa 90, 100, 173
- cenekTtuBHa 37
- cHoxinHa 173
- cnasMmoditiyuHa 175
- TpaHksimizytoua 133, 134
- xomiHomituyHa 100
Hogamin 195, 213, 218
Hodaminrigpokcunasza 211

HportaBepun (Ho-mma) 141, 151
Eccenmane 142

Eiikozanoigu 165

Exckpernis 28

Enimingaris 28

Enananpuin 140, 169
Ennomuros 165

Enkedaninu 93, 94
Enniponin 74
Enpozapran 171
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Eprokxansmudeposr 199
Epumnir 143
Eranepasun 72

ETepu 83

Etionamig 210
Edenpun 42

3apun 212

3ikcopuH 39
IBabpanuu 141
[nokcypunun 204
[3omepis

- reometpis 47

- KoH(opmariiiHa 64
- onTH4HA 65
I3oniazun 209

[30cop06iny nunitpar 141, 144
[30cop6iny moHOHITpaT 141, 144

[30ctepu 230

- ©6ioizoctepu 230

- wiacuyni 230, 231

- HekjacuuHi 230, 232
Imynonutokinu 153

[aribyBanns 39
[amanamin 167

Ino3unperinporenasza 204
[adiniroBanns 202
Impo3un 210
IZIOI[I/I(biKaHiSI 221

Honanposinni antudiotuku 51

WonHe 38’ s13yBanHa52, 55
Kagiton 178

Kamito oporar 142

Kauniro xmopun 160
Kanbrurpion 199
Kanbuudepomau 199
Kamdopa 137, 216
Kanpecapran 140
Kancumu 201

Kanronpun 140, 169, 170
Kapbamatu 82

KapOoxcubiotun 190
Kapboxcunaza 190
KapOoxcumoBanns 190
Kapsenunon 140, 168
Kapaiomiorutu 158-160
Karanaza 165
Karexomaminu 158, 192
Ksepuerun 142
Ksinanpun 140
Kucnorn
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- y-aminomacisna (CAMK) 40, 185, 208, 213, 215

- apaximoHosa kuciotu 152, 200
- ackopbinosa 190,191
- anerwicammiosa (acmipun) 141, 152-154

- BoJIbIIpOBa 86

- mmoraminosa 142, 188, 196, 209
- TOMOr€HTH3HHOBa 192

- nmerigpoackop6inoBa 190

- koBuHI 165

- 13oHiKOTHHOBa (4-mipuarHKapOoHOBa) 210
- kap0OoHOBi 85

- a-kerorayTtaposa 181, 183

- miHonea 200

- minonenona 200

- S-metmnrerpariapodoiieBa 186
- MeBajoHoBa 164, 165

- MedeHamiHoBa 78

- MoiaouHa 181

- Huduymona 73

- HixkotuHOBa 162, 165, 184

- n-aminun6en3oiina (ITABK) 188, 209

- mipoBuHorpagna 181, 183, 103

- peruHoesa 193, 194

- camnuiosa 98

- rterparigpodomiea (TT'OK) 188, 189, 192
- Quydenaminona 73, 81

- ¢omiesa 188, 189, 190, 209

- (yzapunona 211
Kinazu 206

Kinypeninaza 185

Kiacigikartist mikapcbkux 3aco0iB 9
Knodenin 173

Koarysmsimis 176

KoBanentne 3B’s13yBanHs 52, 55
Koensum 183

Konaren 192

Komb6inaropna 6i6mioteka 241, 256
Komb6inatopna ximist 240
Komb6inaropuuii cuntes 240-243
KombinyBanus 221
Kondopmariitai oomexenus 234
Koptuxocrepoinu 183

Kodaxrop 190, 196

Kodepment 188

Kodepment A (KoA) 183
Kpearundocdoxkinaza 175
Kpomakamin 127, 213
KcenobGiotuku 29

Kymynsis 41, 45

JlaGeranon 168

JlakToH gieHONTYJIOHOBOT KHcaoTH 191
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JleBoMinerun 77

Jlirann-3B’s13y10unii ToMeH 29
Jliranmou 29, 33, 47
Jigep 226, 227, 230, 233, 242
Jligokain 157
Jlisunonpun 140, 169
Jlixapceki 3aco0u 9
- aroHICTH LEHTPAJIBHUX O2-apeHopeuentopis 166, 173

- arowictu iminazoninoBux (1) peuenropis 166, 174

- aapeHoMiMmeTH4Hi 157
- anabomiyHi 142
- AHTaroHICTH KaybIlito (0JIOKaTOpH KambllieBuX KaHamiB) 139-141, 145-148, 157, 166, 172
- aHTaroHiCTH UEHTPAJIBHUX 02-aapeHopenenTopi 166
- anTHaHriHanbHi 139, 141, 142, 149, 150, 159
- anrurinepren3usHi 139, 166-175
- aHTumnapkiHcoHuku 102
- amrucentuyHi 207
- Oenzomipanosi 127, 213
- OyokaTopu KajieBHX KaHaiB 159
- Onokaropu peuentopiB anriorensany I 140, 166
- Opamgukapauuni 141
- BiHIEBOpo3muproBaibHI 141, 151
- raarmo6nokytoui 166, 174
- rinepren3uBHi 139
- rinoxizemiuHi (mpotuatepockiaeporuyni) 139, 161-165
- rinoTteH3uBHi 80
- pesingikyioui 207
- piyperuku 140
- eJEeKTPOHOAKIenTopHi 142
- eHeprozabe3neuyBayibHI 142
- iHribitopu aHrioteH3uHIEepeTBoproouoro pepmenty (Alld) 140, 166, 169, 170
- 1HribiTOpH peHiny 166, 174
- KapaiompoTekTopu 155
- kapnaiotoniuni 139, 140
- KceHoOioTuku 29
- M’ski 239
- HererepouukmiyHi 171
- HewWposenTuuHi 79, 132
- He#ponporekTopHi 80
- HemnpsaMmoi aii 140
- HEeCTepoigHi nmpotu3anaibHi 73
- opraniuni HiTpatu 140, 141, 143
- nepudepiuni Bazonunaratopu 140
- mipuauHOBOTO psaxy 210-219
- mporuaputmiuni 139, 156, 157, 160
- TPOTHUITYXJIMHHI 76
- mpsmoi aii 140
- pednexropnoi aii 151
- ceuorinHi 166
- cmasmoJjiTuyHi 175, 177
- CTUMYJISITOPH HEPBOBOI cUCTEMHU 73
- CTPYKTYpHO Hecrierudiuni 56
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- CTpyKTYypHO crieuudivni 56
- CyAMHO-pO3UIMpIOBaibHI 166, 175, 177
- cynsdamiani 109, 209
- tuMmojientuku 135, 136
- ¢neborpomnni 139
Jlinkep 236, 249, 252
Jlinonporeinu 161
- IyXe HuU3bKOI mipHOCTI 161-163, 165
- HU3BKOI muIbHOCTI 161-165
- mpoMikHOI mitbHOCTI 161, 165
- BHCOKOI miieHOCTI 161, 163-165
Jlinodimenuicts 47-49, 71, 102, 238
Jlituku 38
JloBacratun 164
Jlozapran 171
Marpuuna pubonykieinona kuciaora (MPHK) 202, 203, 205

Mewm6Opana 19

MemOpaH-akTUBHI areHTu 51
MewmOpanocrtabinizatopu 157, 158
Menaxinon 195

Metanoun 104

Meronponon 141

Mertonponoiny cykiuHat 140
MeTtunkobanamin 187
Metunmanonin-KoA-myraza 187
Mertucazon 205

Merionin 93, 186, 187, 189
MertioHiHcuHTeTa3a 187
Metopun 79

Metotpekcat 188

MikpocomanbHi hepmentu 39
Minaponar 142

MokxkcoHninun 174

Moncunomin (cugnopapm) 141, 144, 149
Monoaminookcuaasu 210

Mopdoin 120, 123, 124

Mopdoinan 125

m-XomniHoOnokaropu 157

Hartpito agenosuntpudocdor (ATD) 155
Hartpiro nitponpycua 140

Heo6iBomoin 140, 168

Hebideninosi Terpazonu 171
Heitpokcun 211

Heiiponentuku 6-7-6 rpynu 132
Heiipomeniatop 29, 208, 213, 215, 225
Heoton142

Hepo6on 142

Humonurin 177

Hianamizg 210

Hianun 184

Hiammuamin 184
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Hixapaumin 172
Hikxorunamizg 184
Hixorunaminaneninmuaykieorun (HAJL) 184, 185, 193
Hixotunaminaaeninagunykineotundocdar (HAID) 184
Hirpazenawm 133, 134, 213
HirpoBazonunararopu 143, 144
HitporenoBmicHi cionyku 88
Hirpormiuepusn 35, 141, 143
Hitpont141
Hidenunin 80, 141, 145, 146, 172
Hogoxkain 35
Hosokainaming 157, 158
Hopanpenanin 42, 167, 170, 192,210, 215
Hopanpenaniny Taptpat 157
Hyxuneinosi kucnoru (HK) 201
Hyxkneosun 76, 138
Ob6imoxcum 212
OxucnoBanpHe fekapOokcuaoBaHHs 181
Oxcazomian-2,4-mion 110
OxucHEHHs

- MikpocomaibHe 27

- HeMmikpocomaibHe 27
Oxcwurenariist 178
Oxcumopdon 123, 124
Oxkcupaneram 90
Owmenpazon 211

Omiartu 126

[NanaBepuny rigpoxnopun 141, 151, 175
[Tapation 212

[Tapaneramon 99

[Mapuiansuuit koediuieHT 49

[Tenarpa 184

[lenramin 174

[TenTozodocharamii ukn 181

Ilentuau 93, 94

[TepeaminyBanHs 185
[epunnonpun 140
[lepokcuane okucHeHHs 198
ITepokcomu 165

Ietnouu 112-114
ITumosun 79
ITinonwmTo3 22, 24
[Tipaeram 90
[Tipunakcans 185
[Mipuauaansoxcumu 212
[Tipunokcansdocdar (ITAJID) 185
[Mipunokcamin 185
[Tipunoxcamindocdar ([TAMD) 185
[Mipunokcun 185
[Tipugoxcon 185
[Mipwnigun 127
[TipyBaTkapOoxcunaza 190
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[Tnanenrapuuii 6ap’ep 26
[ToBepxHeBO-akTHBHI areHTH 51
IToxazuuku aii 31, 32
[TocTcunantuynuii Helipon 208
TToximai
- 1, 4-mirinponipuauny 80, 117, 118, 172
- l-metun-4-genin-1,2,3,6-rerparinponipuauny 116
- 2-tpudropmerundeHoriazuny 72
- N-QeHUTaHTpaHUIOBOT KUCIOTH 78
- y-amiHoMachsHoi kucnotu 8§9-91, 176, 208
- y-OKCHMACJISIHOI KUCJIOTH 89
- aneno3uHbocdatHoi kuciaotu 217
- amkanoimy 6apBinky 176, 178
- a’mKanoimy MaTKOBHX PIXKIB 176
- aHiminay 99
- OapbitypoBoi kucnotu 128, 215
- O6enzomopdany 120
- Oewnzomipany 213, 214
- Oensrtiazeminy 145, 147, 172
- OinukniyHuxTeprnenoinil37, 216
- TaJIOreHOIOXIHI BYTJICBOIHIB 68
- rajoreHonoxigHi Tumiauny 204
- nubensennoxinHi[ 1,4]aiazeniny 132, 134
- nubenzennoxinHi [1,4]okcazeniny 132
- nuben3ennoxinHi[ 1,4]riazeminy 132
- nubeH3eHMoXiaHi azeniny 132
- nubeH3eHMNOXiaHI OKceminy 132
- nubOeH3eHnoxiaHi Tieminy 132
- purigpomipununy 145, 172
- mudeHuankiaminy 145
- mudeninmerany 101
- erepiBOen3rigpomis 102
- 130HHKOTHHOBOI KucaoTH 75, 210
- i3oxiHoiHYy 176
- igpmomy 115
- KapOOHOBMX KHUCJIOT 85
- kBepuetuHy 176
- wMeragony 104
- wmopdinany 125, 126
- Mopoiny 121-124
- MIKOJIIHOBOI KUCIIOTH 75
-  minepuaunyl12-114
- mipuguay 210-212
- 2-mipununakap6oHoBoi kucnotu 211
- mipomiguH-2,5-giony 111
- nypuny 176
- camnuiIoBoi KHcIoTH 98
- Tiokcanrteny 131
- ¢enimankinaminis 103, 145, 147
- N-¢deninantpaninoBoi kucinotu 78
- (enoriazuny 72, 129
- xinominy 119
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[IpaBactatun 164

[Tpanigokcum 212

[Ipenaparu payBonbdii 3miiHo1 166
[TpuBuKaHHS (TONEPAHTHICTD) 42
[Ipuponna cuposuna 223, 224
[Iporentasun 112

pomwmina 112

a-IIpogun 114

[Ipozepin 35

[Tponikul43, 221, 235, 236
[pominrigpokcunasa 192

ITposnin 93

[IponidepyBanns 188
[Iponadenon 157
[Ipocrarnanaunu 152-154, 200, 225
[IporusipycHi 3acobu (antu-BIY-npenaparu) 138, 201-206
[TpotumikpoOHi 3acobu 207
[Ipotronamin 20

[Tporunnasmoinu 73

[Tpodipamis 165

[Trepun 188, 209

Paminpun 140

Peabcopbuist 167

Peaxii kon toramii 27

Penykraza 204

Penakcantu 100

Pemmikarisa 204, 206
Penonspuzanis 156, 159

PetaGonin 142

Pernnans 193

Perunomn 193

Perpocuntes 248

Penenrop 29, 30, 32, 56, 64
Pubasipun 204

Pubokcun 142

Pubonykneinona kucnota (PHK) 189, 202, 204, 205
PHK-BM™icHi Bipycu 201
PHK-nonimepasza 202

Purmoxop 160

Pinkomosaiuna moaens 19-21

Pononcun 193

PozuunHicTh 47-49

CexsectpanTu 252

CekBecTpaHTH KOBYHHUX KUCJIOT 162, 163
Cencubinizaris 41

Cepun 154

Cepotonin 192, 210, 215

CumBacrtatud 164
Cummnarosiku 166

Cunnpom Bignaui 44
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Cunnpom Bingminu 44
Cumnepricr 181
Ckpuninr 221, 223, 227, 228, 242, 243, 246, 253-256
Coranon 157
Cnasmomituku 100
Cnuptu 81, 82
Crarunu 164
Crepeocnienudivticth 65
Crepoinu 142, 183, 192
Cynbsponu 92
Cycrak 141
Cdinrozun 20
Tanininon141
Taxidinakcis 42
TeepaodazHni cunresu 252
Tenwmicapran 171
Teopii aii mikiB
- KjacuyHa 58
- mpocTa OKymamiiHaS8
- CKJIaJHAOKYyTamiiHa58
Terpanukminu 216
Tumigun 187
Tuminnakinaza 205, 206

Tumonentuku 6-7-6 rpynu 135, 136
Tupo3un 94, 192

Tiamigm 210

Tiamin mipogocgar 181
Tiobapbitypatu 128
Tiotpuazonin 142
Tokodepomny anerar 142
TpanksinizaTopu 78
Tpanckap6okcumoBanns 190
Tpanckeronaza 181
Tpanckopun 187
Tpanckpuris 30
Tpancnsuis 202,205
Tpaxiapurmis 157-159
Tpurninepuan 161, 164, 165
Tpumerazunun (npeaykran) 142, 155
Tpunrodan 192
Tpudnynepunon79
Tpombokcanu 152, 153, 200
VYpeinu 87

daronuros 24

DAJL 182

®danazenam 133, 134, 213
dapmakadop 234, 239
®dapmakinernka 10
dapmakonuHamika 29
dapmaxkosnoris 9
dapmarieBTUYHA XiMis 9
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denonumin 140, 146
denamin 73
Deninanania 94
®deninankizaminu 103

@eninyperan 99
®enobapbitan 39, 42, 128, 215
®enomnu 97

®enoriazun 72, 129, 130
®endaypamin 73

®ibpartu 162, 165
®dinoxinoH 195
Oinbrparis mikiB 23
Onasinmononykieotun (PMH) 182
®nerazenam 78
Ony3unamin 74

®ayop 69-80
Onyopaunin 80
®nycnupuneH 79
Omytamin 75
Onydenazun 72
Onydenican 75
®o3unomnpun 140, 169
®onarpenykrasza 188
®opigon 80

®dochaaun (amenin) 218
®docharuauneranonamin 20
®docharuammirozuTII 20
®docoarunuicepun 20
®docharuaunxomnid 20
®docdomiecrepasa 165, 172, 175
®dochomimian 161
dochopunaza 217
®ortodopes 214
®dTopadyn 76
®dTopanuszul 72

®TopuH 80
dTopmeTazuH 72
dTopnpomasuH 72
dTopyparui 76
®ypocemin 140

XapaKTepuCTUYHI TPYTIN:
- amingHa 86
- awmiHorpyma 63, 89, 91, 95, 96
- anuibHal7, 96
- rigpokcuibHa 62, 63, 67, 81, 82, 84, 86, 95, 97,99
- kapOoxkcuibHa 62, 67, 85, 89, 91, 94-96, 99
- kapOoHnisnbHa 62, 84, 95, 96
- HiTporpyma 63
- HiTpo3orpyma 63
Xinomikonu 165
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Xinmomikponu 161

XimioteparneBTuuHi npenapata 207

Xinigun 157, 158

Xiuin 37, 119

Xmopodopm 68

Xonekanbudeponl99

Xonecrepon 161-165, 184

Xonectunoa 163

Xonectupamin 163

Xominanerunasza 181

Xominecrepasa 35, 181, 212

M-XomiHoOaokaTopu 157

Xominpeuenropu 212

Hukniyna anenosuaMonodocdopna kucnora (HAM®) 30, 151, 165, 172, 175, 217
Huxmiuaa ryanosuaMoHodocdopHa kuciota (il M®D) 143
LBiTTep-tion 208

Lepebpokact 80

Hukn Kpebea 181

Huknookcurenasa (L1OI') 152-154

Hunapesun 145, 146, 177
urapabin 204
Huropenentopu 29, 30
[ianobakrepii 224
YacTkoBHii aroHicT 58
isixu BBEAEHHS JIIKIB:
- ayonyanbHmid 12, 13
- eHTepaibHuii 12-15, 18
- 10 ekuiiawmii 12, 16
- iHramaninaui 12. 16
- HamKipHu#l (TpaHcaepmaibHo) 12, 16
- mapeHTepagbHui HuLsx 16, 18
- mepopaibHuii 12, 14
- pekrtampHuu 12, 15
- cy0bapaxHoinanbauii 16
- cyOOykanbumii 12, 13
- cybOnypanpHuii 16
- cyOmiarBaneHui 12, 13
- cyOokmumitansHuit 16
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