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(57) 1. Noxigni iHaony 3aransHoi dopmynu (1)

Z R
R, |
N\
| R,
N Z,
R4 |
R
3 ? ¥
y ki R nosHavae
- BOOEHb;
- NiHinHUM abo posranyxkeHui (C1-Ce)ankinkapOoHin;
- NiHIAHWIA abo po3ranyxeHui (Cs-

Ce)ankinokcmkapOoHin;

R1 no3Havae

- 5-,6-,7-xiHonin;

- Nipnao[2 3-bjnipasuHin; iHaasonin; isoTiazonin;

- iHgonin;

- i3okcasonin;

Heobor'A3koBo 3amiweHi (C1-Ce)ankinbHow rpymnoto
a60o (C+-Ce)ankokcumpyroto;

R2 nosHavyae 6eH3un, 3amiwleHun ranoreHoMm; Rs, Ra
Nno3Ha4aloTb BOAEHb;

Z1, Z2 no3HavawTb O, S.

2.MoxigHa iHpony 3a n. 1, Aka BiAPI3HAETLCA TUM,
wo R, Ro, R3, R4, Z1 Ta Z> npuiimaloTb 3HaYeHHs,
BKasaHi Buwe, i R1 npeagcraBnsae xiHonin, skun
€ MOHO- u4M nonidamilWeHum niHinHum  abo
poaranyxeHum (C+-Cs)ankinom abo (C+-Ce)ankokcu.
3. MoxigHa iHpony 3a 6yab-akum 3 nn. 1 abo 2, ska
BigpisHAeTbcA TMM, WO R, Rz, R3, R4, Z1 Ta 2>
npurMaloTb  3HaA4YeHHs, BKasaHi Buwe, a Ry
npegcraenae 2-MmeTun-6-xiHonin.

4. MoxigHa iHpony 3a Oyab-akmm 3 nn. 1-3, ska
BigpiaHAeTbCA TUM, WO R, R2, R3, R4, Z1 1a 22
npurMaloTe 3HAYeHHdA, BkasaHi Buwe, i Ry
npeacrtasnse (2-metnn)-6-xiHonin, R2
npeacraensie  4-xnopbeHsaun, Rz Ta Rs KoxeH
nosHayvyae BoAeHb, a Z1 Ta Z2KOXXEeH No3Ha4ae KNCEHb.
5. MoxigHa inpony 3aransHoi dopmynu (1) 3a 6yab-
kMM 3 Nn. 1-4, dka BiAPISHAETLCA TUM, LLUO BOHA
npusHaveHa NS 3aCTOCYBaHHSA SK Mikapcokuii 3acib.
6. MoxigHa ingony 3aranbHoi chopmynm (1) 3a 6yab-
aKkMMm 3 nn. 1-4, ska Bigpi3HAETbCA TUM, WO BOHA

npu3HaveHa ANs 3acTOCYBaHHA K NikapCbKui
3acib Ang nikyBaHHA NYXIMHHMX 3aXBOpOBaHb Y
ccaBliB.

7. Cnocib ogepxaHHA MOXiAHWX iHOONY 3aranbHoOT
dopmynu (1) 3a 6yab-skum 3 nn. 1-4, y skomy
nonepesHuK iHaony 3aransHoi hopmynu (2)

Rs

N
R, |

R
. ) _
y akin Rz, Rz Ta Rs MaloTb 3HauyeHHsA, BKa3aHi
BMLe, NiggatTb peakuil 3i CMONYKOK 3aranbHoil
opmynm (3)
z,

Yy
Yi

ERC)
y SIKin Z1 Ta Z> MaloTb 3HaYeHHs, Bka3aHi Buwle, i Y
Ta Y2 He3anexHo OAWH Bif OAHOrO MpeAcTaBnslTb
BiOXigHY rpyny, Taky sk ranoreH, (C+-Ce)-ankokcu, -O-
T03un, -O-me3un abo —-N1-imigason, a noTim 3
amiHoM 3aranbHoi gopmynu (4) abo (5)
R

N
7N
H R,

, (4)

HoN <

NG
y akin R tTa R4 maloTb 3Ha4yeHHs, BkasaHi BuLle, 3
ofepxaHHsaM GaxaHoi cnonyku 3aranbHoi gopmynm
() (3 amiHom 4), abo cnonyku 3aranbHOi OpMYynun
(6) (3 amiHoM 5)

R . )
y akin R4, Rz, R3, R4, Z1 Ta Z2 maoTb 3HaYeHHS,
BKa3aHi BMLUE, BUKOPMCTOBYOUYM Npu HeobxigHoCTi
po3pigxyBayi Ta JONOMIXHI pevyoBUHU, e CMOoMyKy
3aranbHoOi dopmynu (6) MOXyTb NOTIM nigaasaTv
peakuii 3i cnonykoto 3aranbHoi opmMynu (7)
RYs (7)
y fKin R Mae 3HaueHHs, BkasaHe Buwe, i Y3
npeacraBnae npuaatHy enekTpodinbHy BiAXiAHY
rpyny, Taky sk ranoreH, (C+-Ce)-ankokeu, -O-tosun, -
O-me3unn abo -N1-imigason, 3 ogepxaHHsM GaxaHoi
cnonykn (1), ne R He gaBnse coboto BoAeHb,
BMKOPMUCTOBYIOUN NMpu HEOBXiAHOCTI po3pimpkyBadi Ta
OOMOMDKHI pEYOBUHU.
8. Cnocib nikyBaHHs MyXNIMHHOTO 3aXBOp OBaHHSA
ccaBUs, KU BiAPI3HAETLCA TUM, WO CCaBLUEBI
BBOAATb NPUMHaAWMHI OAHY NOXigHY iHAony 3a
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Oyab-akmum 3 nn. 1-4 y posi, edekTMBHIN And
NiKyBaHHS NyXITMHHOIO 3aXBOPIOBAHHS.

9. Nikapcbknin 3acib, Akuin BigPIZHAETLCA TUM,
WO MIiCTUTb SIK @KTUBHWM KOMMOHEHT MpUHaWMHI
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OAHY noxXigHy iHAony 3a 6yab-akmum 3 nn. 1-4, 3a

HeobxigHocTi y  CyMmiLli 3i CcTaHOapTHUMU
dapmMaLeBTUYHO NPUAHATHUMN OOMOMDPKHUM M
peyoBnHaMMU, nobaskamu i HOCIIMU.

BuHaxin cTocyeTbCa HOBMX MOXiAHWX iHAONY
3ararmbHoi  copmynu 1, iX oJepxaHHa Ta
3aCTOCYyBaHHA $AK MeAVKaMmeHTiB, 30Kpema, nAnd
niKyBaHHS BiJ NYXNH.

MoxigHi iHpoon-3-iny 3 nesBHumn 2-, 3-, 4- Ta 8-
XIHONIHOBUMW  3anuLUKaMW OMUCcaHO Y [HiMeubKin
3asBui DE 19814838.0]. OgHak noxigHi iHgon-3-iny 3
5-, 6- abo 7-XiHOMIHOBYMMW 3aMiCHVKaMM Y Uil 3asBLi
He OMuCYTbCS | He 3raayloTbes.

3rigHo 3 OfgHMM 3 acnekTiB  BUMHaXoAay,
NPOMOHYIOTLCA NOXiAHI iHOONY 3aranbHOoT opmynm 1

®opmyna 1

e

R o3Havae BoaeHb; MiHiHWIA abo po3ranyxeHwui
(C1-Ce)-ankin; ogHO- uM KiNbKapas3oBO 3aMilLeHWA
apunom (C+-Ce)-ankin, npuyomy apusbHUIA 3anuLioK
Moxe OyTn HesamiweHum abo Big OgHOro Ao N'ATu
pasiB ofgHakoBo abo MO-pi3HOMY  3aMilLeHUM
ranoreHom, (C1-Ce)-ankinom, (Cs-Cr)-umkrnoarnkinom,
kapbokcunom, (C1-Ce)-ankokcukapboHinom, B
onTUManbLHOMY BapiaHTi - TpeT-6yTokcukapboHinom,
3aMmilleHUn OJHMM YK KifbkoMa atoMaMu qTopy
niHinHMA  abo  posranykeHnn (Cq-Ce)-arkin, B
ONTUMarnbLHOMY BapiaHTi - TPUMTOPOMETUN, TAPOKCH,
niHivHMA  abo poaranyxkeHuii (C1-Ces)-ankokcu, B
onTMManbLHOMY BapiaHTi - MeTokcum abo eTokcu;
6eHavnoken abo  apun-(Ci-Ce)-arkin, npuyomy
apunbHUA 3anuwok Moxe 6yTu HesamiweHuM abo
ofHo- abo n'ATMpa3oBo ofHakoBo abo Mo-pisHOMY
3aMilleHM (C1-Ce)-arkinom, raroreHom abo
3aMilleHMM OAHVMM YM KiflbkOMa aTtomamu dropy
niHivHMM  abo  posranyxkeHum (C+-Ce)-ankinom, B
onTMManbLHOMYy BapiaHTi - TpUQTOPOMETUNOM;
NiHiNHWMIA a6o posranyxeHnn (C1-Ce)-ankokci-(C1-Ce)-
ankin, samiweHun abo HesamiweHuin apun-(C+-Ce)-
ankoKkcukapOboHin, B oONTMManbHOMY BapiaHTi -
6eHannokcvkapboHin, niHiHUN abo posranykeHwi
(C+-Cs)-ankinokcnkapboHin, NiHInHA abo
po3aranyxeHui (C1-Ce)-arkinkap6oHin, B
onTumanbHoMy BapiaHTi - aueTun, (C2-Ce)-arnkeHin, B
onTuManbHoMy BapiaHTi - anin, (C2-Ce)-ankiHin, B
onTMManLHOMY BapiaHTi - eTnHin abo nponaprin, abo
NiHivHMA abo posranyxeHun uiaHo-(C1-Ce)-ankin, B
onTUMarnbHOMY BapiaHTi - LiaHoOMeTun;

R4 o03Hayae HacuuyeHui, HeHacnyeHurn abo
apomaTnyHmi (Co-C1a)-reTepoumkn, Wo MiCTUTb OAWH
abo kinbka retepoatomis, BubpaHux 3-nomik N, O Ta
S, akun npamo abo yepes (Ci-Ce)-ankineHui mMicTok

Moxe OyTM 3B'A3aHMA 3 atomMoM asoTy amigy,
npunyomy (C1-Cq)-ankinbHuA 3anuwiok Moxe OyTun
He3aMiweHuM abo 0HO- YM Kinbkapa3oBOo OLHAKOBO
abo no-pisHomy 3amiweHum  (C4-Ce)-arkinom,
ranoreHom a6o okco (=0), i 2-, 4-, 5- abo 6-
NipUMIOVHINBHUIA 3anNULIOK MoXe ByTM He3aMmilleHVM
abo Big ogHOro Ao TpbOX pasiB ogHakoBo abo no-
pisHomy 3amiweHum  BogHeM, (C+-Ce)-arkinom,
ranoreHom, Hitpo, amiHo, moHo-(C1-Cs)-arnkinamido,
bi-(C1-Ce)-ankinamino, rigpoken, (C1-Ce)-ankokcu,
O6eHaunokcu, kapooken, (C1-Ce)-ankokcukapboHinom,
(C1-Ce)-ankokcukapboHinamiHo abo  ogHO-  uM
Kinbkapa3oso 3amillgHum dptopom (C+-Ce)-arkinom, B
onTMManbLHOMYy BapiaHTi - TpudgTopmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C1-Ce)-arkinom, 3a
ymoBu, WO Ri1 He € HesamiweHum 2- abo 4-
nipumignHinom abo ogHO- uM  Kinbkapa3oBo
3aMilLleHMM METUMBHO TPYNo 2- NipUMIgUHINBHUM
3anuwKkoM; i 3a BuHSATKOM 3aMmiweHoro (C+-Ce)-
ankinom, ranoreHoMm, HiTpo, amiHO Ta (C4-Ce)-
ankinamiHo abo HeszamiweHoro 2-, 3-, 4- Ta 8-xiHoniny
Ta 2-, 3- Ta 4-xiHoninmMeTuny, MpuM SKOMY aToMMu
BYrmeu Kinbusa NipuaMnMeTunbHOI  YacTuHn €
He3aMmiweHuMmn abo 3amiweHumu (C4-Ce)-arkinom,
(Ci-Cs)-ankokcmn,  HiTpo, amiHo Ta  (C4-Ce)-
ankokcukapboHinamiHo;

R2> osHauyae BogeHb, (C1-Cg)-arnkin, ogHo- wi
Kirlbkapa3oBo 3amiweHuin ranoreHom (Ci-Ce)-arnkin,
OAHO- YU Kirnbkapa3oBo 3amilleHunn deHinom (C1-Ce)-
ankin, npuyomy peHiNnbHUN 3armmMwoKk Moxe Oytn
HesamiweHMMm abo Big ogHoOro [0 n'aTM pasis
ofiHakoBoO abo Mo-pi3HOMY 3aMilLleHVM ranoreHoM, B
onTUManbLHOMYy BapiaHTi - Xxmopom, Gpomom abo
nogom, (Ci-Ce)-ankinom, (Csz-Cr)-umukroarkinom,
kapbokcunom, (C1-Cs)-ankokcvkapOoHinom, ogHo- yn
Kinbkapa3oBo  3amilleHym  ranoreHom  (C1-Ce)-
ankinom, B ontuMarnbHomMy BapiaHTi -
TpucptopmeTnnom, rigpoken, (Cq-Ce)-ankokon, B
onTMManbLHOMY BapiaHTi - MeTokcn abo eToKcw,
¢eHin-(C+-Cs)-ankokcu, B onNTMMarnbHOMY BapiaHTi -
6eHannoken, HiTpo, amiHo, MoHo-(C1-Ce)-arnkinamido,
ai-(C+-Ce)-ankinamino, (C+-Ce)-aumnamivo, ceHin-(C+-
Ce)-ankinamino, apurkapboHinamiHo,

retepoapurkapboHinamiHo, (C1-Ce)-
ankincynbgoHamigo, apuncynboHamigo,
ManeiHimigo, CYKLMHIMIZO, dranimigo,
©eH3unokcukapboHinamiHo (Z-amiHo), TpeT-
ByTokcukapboHinamiHo (BOC-amiHo), 9-
doryopeHinveToken-kapboHinamiHo (Fmoc-amiHo),
TpucpeHinmeTnamiHo  (Tr-amiHo),  2-(4'-nipnamn)-
eToKCHKapOOoHinamiHo (Pyoc-amiHo),

andeHinvetunesnin-amiHo (DPMS - awmiHo), -NH-
CH2-COOH; -NH-CH(CH3)-COOH; (CH3)2CH-CH2-
CH2-CH(NH-)-COOH;  H3C-CH2-CH(CH3)-CH(NH-)-
COOH; HOH2C-CH(NH-)-COOH; deHin-CH2-CH(NH-
)-COOH; (4-imigasonin)-CH2-CH(CH3)-CH(NH-)-
COOH; NH=C(NH2)-NH-(CH2)3-CH(NH-)-COOH;
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H2N-(CH2)4-CH(NH-)-COOH; H2N-CO-CH2-CH(NH-)-
COOH; HOOC-(CH3)2-CH(NH-)-COOH;

2-, 3-, 4-, 5-, 6-, 7- Ta 8-xiHonin-(C1-Ca)-
ankineHUM 3anuuok, npuyomy 2-, 3-, 4-, 5-, 6-, 7- Ta
8-XiHOMINbHUM 3armMWoK Moxe Oyt HesamilleHUM
abo Big ogHOro Jo LWwecTu pasiB ogHakoBo abo rno-
pisHOMY 3aMiweHuM ranoreHoM, (C1-Cq)-arkinom abo
(C1-Cs)-ankokcy;

2-, 3- 1a 4-nipnamn-(C+-Cs)-arkinbHui 3anuLuok,
npuyomy 2-, 3- 1a 4-nNipuanHINEHAN 3anuLIOK MoXe
OyTm HesamiweHum abo Big OOHOrO OO0 YOTUPLOX
pasiB ofHakoBO abo MO-pi3HOMY  3aMilLeHUM
ranoreHom, (C1-Cg)-ankinom a6o (C1-Cg)-ankokcy;

apurKapOOHiINbHUIA 3anMLLIOK, MPUYOMY apUIbHUIA
3anuwok mMoxe Oytm HesamileHum abo Big OAHOrO
40 N'sTn pasiB 0AHaKOBO abo MO-Pi3HOMY 3aMiLLeHUM
ranoreHom, (Ci-Ca)-ankinom, (Cs-C7)-umkroarnkinom,
kapbokcu, uiaHo, (C+-Ce)-ankokcmkapboHinom, oaHo-
4YM KinbkapasoBo 3amilleHUm atomamu dropy (Ci-
Ce)-ankiiom, B  onTuMansHoMy  BapiaHTi -
TpudptopmeTnnom, rigpokeunom, (Cq-Ca)-ankokcu, B
onTUMarnbHOMY BapiaHTi - MeTokcy abo eTokeu, apun-
(C1-Cs)-ankokcu, B ONTMManbHOMY BapiaHTi -
OEH3UNOoKCU;

R3 Ta R4 MOXyTb 6yTM npuegHaHvmn 0o aTomiB
Byrneuto iHgony C-2, C-4, C-5, C-6 abo C-7 i
He3anexHo O[VH Bi4 OOHOr0 O3Ha4YaTM BOAEHD,
riapoken, (C1-Ce)-ankin, (Cs-Crz)-umknoarkin, (C+-Ce)-
ankinkap6oHing (C1-Ce)-ankoken, ranoreH, apvn-(C+-
Cs)-ankoken, B onTMMarnbHOMy  BapiaHTi -
©eHannokcn, HiTpo, amiHo, MoHo-(C1-Cas)-ankinamiHo,
Li-(C+-Cg)-ankinamiHo, (C1-Ce)-
arnkokcvkapOoHinamiHo, (C1-Ce)-
anknkcukapboHinamiHo-(C1-Ce)-arkin, uiaHo, niHinHMA
abo posranyxkeHuin uiaHo-(C+-Ce)-ankin, kapbokcun,
(C1-Cs)-ankokcukapboHin, 3amilleHun OfHMM  4u
Kinekoma atomamn  dropy  (C+-Ce)-ankin, B
onTUMarnbLHOMY BapiaHTi - TpUPTOpOMETUIBHY Tpyny,
kapbokcn-(C1-Ce)-arkin abo (C1-Ce)-
ankrkcvkapboHin-(C1-Ce)-ankin;

Z1 o3Havyae kuceHb abo cipky abo noasiiHO
3B'A3aHNI BOAEHb Ta MiapoKCu;

Z> 03Ha4ae K1MceHb abo Cipky,

iXHi TayTomepwu, CTepeoizomepwn, BKKYaW
diactepeomepu Ta €HaHTioMepu, a TakoX IXHi
dapmMaLeBTUYHO NPUMHATHI COfi.

Tak, Hanpukmnag, Crnonyku 3aranbHoi dopmynu
(1) srigHo 3 BMHaxoA4oM, siKi MalTb OguH abo Kinbka
LeHTpiB XipanbHOCTi i Tpannswtes Yy  dopmi
pauemariB, TpaauuUiiHMMy crnocobamm po3ainatoTbcs
Ha ixHi onNTu4Hi i3omepu, TO6TO eHaHTiomepn abo
piactepeovepun. PosgineHHs Moxe  Bigbysatucs
Yyepes3 KOJIOHKOBE PO3AifieHHss Ha XipanbHMX dhasax
abo wnaxom nepekpucTanisauii 3 ONTUYHO aKTUBHOIO
PO34YMHHUKA, ab0o 3 3aCTOCYBAHHAM OMTUYHO aKTUBHOI
KMUCMOTM 4M OcHOBM, abo LWNsixoM AepuBatu3auii 3a
[OMOMOrot ONTUYHO aKTUBHOTO peareHTa,
Hanpuknaz, oNnTUYHO aKTUBHOIO CNMPTY, 3 HACTYMHUM
BiALLENNEHHSAM 3asnLLKY.

Kpim Toro, noxigHi ingony saransHoi dopmynu (1)
3riHO 3 BMHAXoOOM MOXYTb Oyt nepeTBOpeHi Ha
ixHi coni 3 HeopraHiyHMMKM abo  opraHiYHMMK
KMCroTamm, 30Kkpema, Ha ixHi i3ionoriyHo NPUAHATHI
coni ans  dapMaueBTMYHOINO  3aCTOCYBaHHS.
MpuoaTHMMKM ANA UbOro KUCNoTaMWu €, Hanpvknag,
consHa  kucroTa, OGpOMUCTOBOAHEBa  KUCMOTa,
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cipyaHa kucnoTta, cdocdopHa kucnoTa, dymaposa
KucnoTa, GyplTMHOBA KMCMOTa, MOJIOMHA KMUcnoTa,
abnyyHa kucnoTta, emboHOBa KucrnoTta, MaroHoBa
KMCMoTa, NMMMOHHA KKcroTa, OuToBa KMUcroTa, BUHHA
KucnoTa, TpudTopooLToBa KucnoTa,
MeTaHcynboHOBa KucrnoTa, CynbgooLToBa KMcnoTa
abo maneiHoBa kucrnora.

Kpim Toro, cnonyku 3araneHoi chopmynm (1)
3rigHO 3 BMHaxo4oM, SIKWO BOHM MICTAATb OOCTaTHLO
Kucny rpyny, Taky sk kapbokcurpyna, y pasi
HeobXigHOCTI MOXYTb ByTN MepeTBOPEHi Ha ixHi coni 3
HeopraHiyHMuMuM  abo  opraHiYHUMMK OCHOBaMW,
30kpema, Ansa dapMaueBTMYHOIO 3aCTOCYBaHHSA - Ha
iXHi cphizionoriyHo nNpuiAHATHI coni. MpuaatHUMK ana
LbOro OCHOBaMW €, Hanpwknag, rigpokcvua Hatpito,
rigpokema  Karnito, rigpokcma  Kanbuito,  nisvH,
LUMKIOreKkcurnamiiH, eTaHonamiH, AdieTtaHonaMmiH Ta
TpUeTaHonamiH.

3rigHO 3 onTuMmaneHo OPMOK  BTINEHHS,
NPOMOHYIOTLCA NOXiAHI iHAOMNY nNpeAcTaBneHol BuLle
3aranbHoT dpopmMynun 1, Aki BiApi3HAITLCS TUM, WO R,
R2, Rs, R4, Z1 Ta Z2 matoTb BULLEBKA3aHi 3HAYEHHS, i

R1 € 2-, 4-, 5- abo 6-nipuMiguHiNbHUM 3anuLLKOM
abo 2-, 4-, 5- abo 6-nipumigmHin-(C1-Cas)-ankinbHum
s3anuwkoM, npuvomy (C1-Ca)-ankinbHMn 3anuiuok
Moxe 6yt HesamilweHMM abo 04HO- YK KinbKapa3oBo
ogHakoBo aGo no-pisHoMy 3amiweHum (C+-Ce)-
ankinom, ranoreHom abo okco (=0), i 2-, 4-, 5- abo 6-
NipUMIOVHINBHUIA 3anULLIOK MOXe OyTM He3aMilueHVM
abo Big ogHOro Ao TpbOX pasiB ogHakoBo abo no-
pizHomy 3amiweHum  BogHeMm, (C4-Ce)-arkinom,
ranoreHom, HiTpo, amiHo, MoHo-(C1-Ce)-ankinamiHo,
ni-(C1-Ce)-ankinamiHo, rigpoken, (C1-Ce)-ankokcu,
6eHannokcn, kapboken, (C+-Ces)-ankokcmkapboHinom,
(C1-Ce)-ankokcukapboHinamiHo  abo  ogHO-  uu
Kinbkapa3oBo 3amillgHum dptopom (C+-Ce)-arkinom, B
onTMManbLHOMYy BapiaHTi - TpudgTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C10)-apun-(C+-Ce)-arkinom, 3a
ymoBu, WO R4 He € HesamiweHum 2- abo 4-
nipumiguHinom abo  OOHO- uM  KifbKapasoBo
3aMileHUM METUILHOK PYNoK 2-NipUMIANHINBEHUM
3arnuLIKoOM;

3-, 4-, 5- abo 6-nipuagasvHiNbHUM 3anuLKomM abo
3-, 4-, 5- abo 6-ipngasuHin-(C1-Cas)-ankinbHum
3anuwikomM, npudomy (C1-Ca)-ankinbHuMm 3anuiuok
Moxe 6yt He3zamilleHuM abo 0JHO- YK Kinbkapas3oBo
ofgHakoBo abo no-pisHomy 3amiweHum  (C+-Ce)-
arnkinom, ranoreHom abo okco (=0), i 3-, 4-, 5- abo 6-
NipMaasuHinbHAM 3anuwiok Moxe GyTM HesaMmilleHUM
abo Big ogHOro Ao TpbOX pasiB ogHakoBo abo no-
pisHomy 3amiweHum  BogHeM, (C+-Ce)-arkinom,
ranoreHom, Hitpo, amiHo, MoHo-(C1-Ce)-arnkinamido,
fi-(C1-Ce)-ankinamiHo, rigpoken, (C4-Ce)-ankokcu,
6eHsunnoken, kapboken, (C1-Ce)-ankokcmkapboHinom,
(C1-Ce)-ankokcukapboHinamiHo abo  ogHO-  uM
Kinbkapa3oBo 3amillgHum dptopom (C+-Ce)-arkinom, B
onTUManbHOMYy BapiaHTi - TpudgTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-arkinom;

2-, 3-, 5- abo 6-1ipasuHinbHUM 3anuikom abo 2-,
3-, 5- abo 6-nipa3uHin-(C1-Cs)-arkinbHMM 3anuiiKom,
npnyomy (C1-Cq)-ankinbHun 3anuLIoK MoxXe OyTun
He3aMmilweHMM abo OOHO- YM KifbKapa3oBO OOHAKOBO
abo no-pisHomy 3amiweHum  (C+-Ce)-arkinom,
ranoreHom ab6o okco (=0), i 2-, 3-, 5- abo 6-
nipasvHiNbHWA 3anuLLIOK MOXe Oyt He3aMilleHUM
abo Big ogHOro A0 TpbOX pasiB ogHakoBo abo no-
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pisHomy 3amiweHum  BogHeM, (C+-Ce)-arkinom,
ranoreHom, HiTpo, amiHo, MoHo-(Ci-Cs)-arnkinamido,
bi-(C1-Ce)-ankinamiHo, rigpoken, (C1-Ce)-ankokcu,
6eHsnnoken, kapboken, (C1-Ces)-ankokcmkapBoHinom,
(C1-Ce)-ankokcukapboHinamiHo  abo  ogHO-  uM
Kirlbkapa3oBo 3amilleHum ctopom (C1-Ce)-ankinom, B
onTuManbHOMYy BapiaHTi - Tpudropmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apnn-(C1-Ce)-ankinom;

3-, 4-, 5-, 6-, 7- ab0 8-LMHOMiIHINMbHUM 3anULLKOM
abo 3-, 4-, 5-, 6-, 7- abo 8-umHoniHin-(C+-Cy)-
ankineHuM 3anuvukom, npuyomy (C1-Ca)-ankineHwi
3anuwok Moxe OytM HesamiweHum abo ofHO- uum
Kinbkapa3oBo 0JHakoBO abo Mo-pi3HOMY 3aMilLeHVM
(C1-Ce)-ankinom, ranoreHom abo okco (=0), i 3-, 4-, 5-
, 6-, 7- abo 8-UMHOMIHINbHWMI 3anuLWOoK MoxXe OyTn
Hes3aMiweHuM abo Big Of4HOro [o n'ATM  pasis
ofHakoBo abo mo-pizHoMy 3amiweHum BogHeMm, (Ci-
Ce)-ankinom, raroreHoM, HiTpo, amiHo, MoHO-(C+-Ce)-
ankinamiHo, ai-(C+-Ce)-ankinamiHo, rigpokcu, (C1-Ce)-
arnkokcu, OeH3nnoKeu, kapbokcu, (C1-Ce)-
ankokcukap6borinom, (C+-Ce)-ankokcrkapboHinamiHo
abo ofHo- 4K Kinbkapa3oBo 3amiweHum gpropom (Ci-
Ce)-ankinom, B  onTMMarnbHOMy  BapiaHTi -
TpudtopmeTnomM, (Ce-Cro)-apunom abo (Ce-C1o)-
apun-(C1-Ce)-arnkinom;

2-,4-,5-,6-, 7- ab60 8-xiHa30MiHINIbHAM 3anULIKOM
abo 2-, 4-, 5-, 6-, 7- abo 8-xiHasoniHin-(C-Ca)-
ankinbHuM  3anuukom, npudomy (C1-Ca)-ankinsHum
3anuwok Moxe OytM HesamiweHum abo ofHO- uum
Kifbkapa3oBo ofHakoBo abo No-pisHOMY 3aMilLeHVM
BoaHeM, (C+-Ce)-ankinom, ranoreHom abo okco (=0), i
2-, 4-, 5-, 6-, 7-a60 8-xiHa30MiHINbHWU 3aNULLOK MOXe
OyTM HesamiweHym abo Big OOHOrO A0 M'ATU pasiB
ofHakoBo abo no-pisHoMy 3amiweHum BogHeMm, (Ci-
Ce)-ankinom, HiTpo, amiHo, MoHo-(C+-Ce)-arnkinamiHo,
0i-(C1-Ce)-ankinamiHo, rigpoken, (C1-Ce)-ankokcu,
6eHsnnoken, kapboken, (C1-Ces)-ankokcmkapBoHinom,
(C1-Ce)-ankokcukapboHinamiHo  abo  ogHO-  uM
Kirlbkapa3oBo 3amilleHum ctopom (C1-Ce)-ankinom, B
onTMMarnbHOMYy BapiaHTi - TpudTopmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apnn-(C1-Ce)-ankinom;

2-, 3-, 5-, 6-, 7- abo 8-xiHokcaniHinbLHUM
3anuwkom 2-, 3-, 5-, 6-, 7- abo 8-xiHokcaniHin-(Cs-
Cs)-ankineHum  3anuwkom,  npudomy  (Cq-Ca)-
ankinbHUM 3anuuok Moxe Oyt HesamiweHum abo
O[HO- 4M Kinbkapa3oBo ojHakoBo abo no-pisHoOMy
3amiweHum (C1-Ce)-arnkinom, ranoreHom abo okco
(=0), i 2-, 3-, 5-, 6-, 7- abo 8-xiHOKCaniHiNbEHWNA
3anuuwok Moxe 6ytM HesamiweHum abo Big OAHOro
[0 N'sT pasiB 0AHaKoBO abo Mo-pi3HOMY 3aMiLLeHUM
BogHeM, (C+-Ce)-ankiniom, ranoreHom, HiTpoO, amiHo,
MoHo-(C1-Ce)-arnkinamido, Ai-(C+-Ce)-ankinamiHo,
rinpoken, (C1-Ce)-ankokcn, 6eHaunokcu, kapbokcu,
(C1-Ce)-ankokcvkapboHinom, (C1-Ce)-
ankokcukapboHinamiHo abo oAHO- YK KinbkapasoBo
3aMiLLeHM hTopom (C+-Ce)-arkinom, B
onTMManbHOMYy BapiaHTi - TpudTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-arnkinom;

1-, 4-, 5-, 6-, 7- abo 8-pTanasuHinbHUM
3anuwkom abo 1-, 4-, 5-, 6-, 7- abo 8-granasunHin-
(C1-Ca)-ankinbHum  3anuwkom, npuvomy (C+-Ca)-
ankineHUM 3anuwok Moxe 6yTM HesamiweHum abo
O[HO- 4M Kinbkapa3oBo ogHakoBo abo no-pisHOMY
3amiweHmm (C+-Ce)-arkinom, rarnoreHom abo OKco
(=0), i abo 1-, 4-, 5-, 6-, 7- abo 8-pranasnHinbHUN
3anuwok mMoxe Oyt HesamileHum abo Big OAHOrO
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[0 N'ATn pasiB 0gHaKoBO abo MO-PiBHOMY 3aMilLeHUM
BogHeM, (C+-Ce)-ankinom, ranoreHoMm, HiTpo, amiHo,
MOHO-(C1-Ce)-arnkinamiHo, Ai-(C1-Ce)-arkinamivo,
rinpoken, (C+-Ce)-ankoken, GeHaunokcn, kapbokew,
(C+-Ce)-ankokcukapboHinom, (C1-Ce)-
ankokcukapboHinamiHo abo OAHO- YK KinbkapasoBo
3aMilleHm dropom (C1-Ce)-arnkinom, B
onTMMansLHOMYy BapiaHTi - TpudgTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C1-Ce)-arnkinom;

2-, 3-, 4-, 5-, 6-, 7- ab0 8-XiHOMINMbHUM 3anULLKOM
abo 2-, 3-, 4-, 5-, 6-, 7- abo 8-xiHonin-(C1-Cs)-
ankineHuM 3anuukom, npuyomy (C1-Cg)-ankineHum
3anuwok Moxe 6ytn HesamiweHum abo oaHO- 4n
KiNbkapa3oBO OfHakoBO abo MO-pi3HOMY 3aMilLEHUM
(C1-Ce)-ankinom, ranoreHom abo okco (=0), i 2-, 3-, 4-
, 5-, 6-, 7- abo 8-XiHOMINMbHUIN 3anMLoK Moxe OyTn
HesaMmiweHMM abo Big OOHOrO 00 LecTu pasis
ofHakoBo abo no-pizHomy 3amiweHum BoaHeMm, (Cq-
Ce)-ankinom, B onTMmarnsHOMY BapiaHTi - METUIIOM, Y
HarKpalwoMy BapiaHTi - 2-MeTUioM, rafioreHoMm,
HiTPO, amiHo, MoHOo-(C+-Cs)-ankinamino, N,N-gi-(C1-
Ce)-ankinamido, rigpokeu, (C1-Ce)-ankokem, (Ce-Cia)-
apun-(C+-Ce)-ankinokcu, B onTMmanbHOMY BapiaHTi -
6eHannoken, kapbokan, (C1-Ce)-ankokcmkapboHinom,
(C1-Cs)-ankokcukapboHinamiHo abo  ogHo-  un
Kirbkapa3oBo  3amilleHum  ranoreHom  (C1-Ce)-
arnkinom, B onTUMansHoOMy BapiaHTi -
TpudtopmeTnomM, (Ce-Cs)-apunom abo (Ce-C1a)-
apun-(C+-Ce)-arnkinom, 3a BuHATKOM 3amilieHoro (Cq-
Ce)-ankinom, ranoreHoMm, HiTpo, amiHo Ta (C+-Ce)-
ankinamiHo abo HezamiweHoro 2-, 3-, 4- Ta 8-xiHoniny
Ta 2-, 3- Ta 4-xiHoninmeTuny, nNpu siKOMy aTomwu
BYrneulw y Kinbu nipyuaMnvMeTunibHOI YacTuHU €
He3aMmiweHuMn abo 3amiweHumu (C4-Ce)-arkinom,
(C1-Ce)-ankokcn,  HiTpo, amiHo Ta  (C4-Ce)-
arnkokcrkapOoHinamiHo;

1-, 3-, 4-, 5-, 6-, 7- abo 8-i3oxiHonin- abo 1-, 3-,
4-, 5-, 6-, 7- a6o 8-izoxiHonin-(C1-Cs)-ankinbHum
3anuwkom, npuyomy (C+-Ca)-ankinbHmMin 3anuiuok
Moxe 6yt HesamilweHMm abo 04HO- YK KinbKapas3oBo
ogHakoBo abo no-pisHoMy 3amiweHum  (C1-Ce)-
ankinom, ranoreHom a6o okco (=O), i 1-, 3-,4-, 5-, 6-,
7- abo 8-i3oxiHONIMbHMIA 3anuWoK Moxe Oytn
HesamiweHMM abo Big OO4HOrO A0 LecTu pasis
ofHakoBo abo no-pisHomy 3amiweHum BogHeM, (Ci-
Ce)-ankinom, rasioreHoMm, HiTpo, amiHo, MoHo-(C1-Ce)-
arnkinamiHo, gi-(C+-Ce)-ankinamiro, rigpokcu, (C1-Ce)-
ankokeu, GeHsunnokeu, kapbokcu, (C1-Ce)-
ankokcukapborinom, (C+-Ce)-ankokcukapboHinamiHo
abo oaHo- uM Kinbkapa3oBo 3amillueHum cropom (Cq-
Ce)-ankinom, B  onTUMarnbHOMy  BapiaHTi -
Tpugtopmetunom, (Ce-C1o)-apunom abo (Ce-C1o)-
apun-(C+-Ce)-arnkinom;

2-, 6-, 8- abo 9-[9H]-NypUHINbHUM 3anuKom abo
2-, 6-, 8- abo 9-[9H]-nypuHInN-(C1-Cas)-ankinbHum
3anuwikom, npudomy (C1-Ca)-ankinbHuMm 3anuiuok
Moxe 6yt He3zamilleHuM abo 0aHO- YK Kinbkapas3oBo
ofgHakoBo abo no-pisHomy 3amiweHum  (C+-Ce)-
arnkinom, ranoreHom abo okco (=0), i 2-, 6-, 8- abo 9-
[9H]-nypuHinbHUA 3ammLiok Moxe Byt HesaMmileHUM
abo Big ogHoOro Ao TpbOX pasiB ogHakoBo abo no-
pisHomy 3amiweHum  BogHeM, (C+-Ce)-arkinom,
ranoreHom, Hitpo, amiHo, MoHo-(C1-Ce)-arnkinamido,
bi-(C1-Ce)-ankinamiHo, rigpoken, (C1-Ce)-ankokcu,
6eHsunnoken, kapbokem, (C1-Ce)-ankokcmkapboHinom,
(C1-Ce)-ankokcukapboHinamiHo abo  ogHO-  uM
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Kinbkapa3oBo 3amiweHum gtopom (C1-Ce)-arnkinom, B
onTuManbHOMYy BapiaHTi - TpudropmeTtunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-arnkinom;

2-, 6-, 7- abo 8-[7H]-NypuHinsHMM 3anuwkom abo
2-, 6-, 7- abo 8-[7H]-nypuHin-(C+-Cas)-ankinbHum
3anuwkom, npuyomy (C4-Ca)-ankinbHuin 3anuiuok
Moxe 6yTv He3amileHum abo 0gHO- YK KinbKkapasoBo
0o4HakoBO abo no-pisHomy 3amiweHum  (C1-Ce)-
ankinom, ranoreHom abo okco (=0), i 2-, 6-, 7- abo 8-
[7H]-nypuHinbHWA 3ammwok moxe ByTn He3aMmileHM
abo Big ogHOro A0 TpbOX pasiB ogHaKoBO abo mno-
pisHomy 3amiweHum  BogHeM, (C+-Ce)-arkinom,
ranoreHom, HiTpo, amiHo, MoHo-(Ci-Ce)-arnkinamido,
0i-(C1-Ce)-ankinamiHo, rigpoken, (C1-Ce)-ankokcu,
6eHsunnoken, kapboken, (C1-Ces)-ankokcmkapBoHinom,
(C1-Ce)-ankokcukapboHinamiHo  abo  ogHO-  uM
Kirlbkapa3oBo 3amilleHum ctopom (C1-Ce)-ankinom, B
onTuManbHOMYy BapiaHTi - Tpudropmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C1-Ce)-ankinom;

1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- abo 9-akpuauHin- abo
1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- abo 9-akpuamHin-(C-Ca)-
ankineHuM 3anvukom, npuyomy (C1-Ce)-ankinsHwi
3anuwok Moxe OytM HesamiweHum abo ofHO- uum
Kinbkapa3oBo 0fHakoBO abo No-pi3HOMY 3aMilLeHVM
(C1-Ce)-ankinom, ranoreHom abo okco (=0), i 1 -, 2-,
3-, 4-, 5-, 6-, 7-, 8-a60 9-aKpUOVHINBHUIA 3anMLLIOK
Moxe Oyt He3amilleHum abo Big O4HOrO 4O BOCbMM
pasiB ogHakoBO abo No-pi3HOMY 3aMilleHUM BOLHEM,
(C1-Ce)-ankinom, ranoreHom, HiTpo, amiHo, MoHO-(C1-
Ce)-ankinamiHo, gi-(C-Cs)-ankinamino, rigpokeu, (C+-
Ce)-ankokcn,  GeHsunokcu, kapbokcu, (C+-Ce)-
ankokcukapborinom, (C+-Ce)-ankokcrkapboHinamiHo
abo ofHo- 4K Kinbkapa3oBo 3amiweHum gpropom (Ci-
Ce)-ankiom, B  onTuManbsHoOMy  BapiaHTi -
TpudtopmeTnomM, (Ce-Cro)-apunom abo (Ce-C1o)-
apun-(C1-Ce)-arnkinom;

1-, 2-, 3-, 4-, 5-, 6-, 7-, 8, 9- a6o 10-
beHaHTpuauHineHuv abo 1-, 2-, 3-, 4-, 5-, 6-,7-, 8-, 9
abo 10-cbeHaHTPMAMHIN-(C1-Ce)-ankinbHum
sanuuwkoM, npuydomy (C1-Ce)-ankinbHui  3anuLuok
Moxe 6yt HesamileHMM abo 0gHO- Yn Kinbkapa3oBo
ofHakoBo abo no-pizHoMy 3amiweHum BogHeMm, (Ci-
Ce)-ankinom, ranoreHom abo okco (=0),i 1-, 2-, 3-, 4-,
5-,6-, 7-, 8-, 9- a6o 10-heHaHTPNANHINbHWIA 3aNNLLIOK
Moxe Oyt He3amilleHum abo Big O4HOro 4O BOCbMM
pasiB ogHakoBo abo no-pisHomy 3amiweHum (C+-Ce)-
ankinom, ranoreHoMm, HiTpo, amiHo, MoHO-(C+-Ce)-
ankinamiHo, gi-(C+-Ce)-ankinamiHo, rigpokcu, (C1-Ce)-
ankokcu, (Ce-C1o)-apun-(C+-Ce)-ankokcu, B
onTMManbLHOMY BapiaHTi - 6GeH3urokcn, Kapbokcw,
(C1-Ce)-ankokcukapboHinom, (C1-Ce)-
ankokcukapboHinamiHo abo oAHO- YK KinbkapasoBo
3aMiLlleHnm cdTopom (C1-Ce)-arnkinom, B
onTuManbHOMYy BapiaHTi - Tpudropmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apnn-(C1-Ce)-ankinom;

2-, 3-, 4-, 5- abo 6-NipuaMNbHUM 3anULLKOM,
npuyomy 2-, 3-, 4-, 5- a6o 6-nNipMANHINBHUIA 3aNNLLOK
Moxe OytM HesawmiweHum abo Big opHoro Ao
YOTUPLOX pasiB  ofHakoBo abo  no-pisHOMY
3amiweHum BogHeM, (C1-Cg)-ankinom, ranoreHom,
HiTPO, amiHo, MoHO-(C1-Ce)-ankinamivo, pgi-(C+-Ce)-
ankinamiHo, rigpokecu, (C1-Ce)-ankokcu, 6eHsunoken,
kapbokcu,  (C4-Ce)-amkokcukapboHinom,  (C+-Ce)-
arnkokcukapOoHinamiHo abo oAHO- YK Kinbkapa3oBo
3amilleHuUm dropom (C1-Ce)-arnkinom, B
onTMMansHOMYy BapiaHTi - Tpudtopmetunom, (Ce-
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C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-ankinoM| 3a
ymoBM, Wo Z1, Z2, R2, R3 Ta R4 63 obmexxeHs MatoTtb
BULWLEBKa3aHi abo Hwk4yeonucaHi 3HayeHHs, i R
o3Hayvae (C2-Ce)-ankeHin, B onTuMarnsHOMY BapiaHTi -
anin, (C2>-Ce)-ankiHin, B onTManbHOMY BapiaHTi -
eTuHin abo nponaprin, (C+-Ce)-ankokcu-(C1-Ce)-arnkin,
a6o niHiMHUM abo posranyxeHun LiaHo-(C1-Ce)-arkin,
B OnTMManbHOMy BapiaHTi - uiaHomeTun, abo 3a
ymoBM, Wo Zz, R, Rz, R3 Ta R4 6e3 o6MexeHb Matotb
BULWUEBKa3aHi abo Hwk4yeonucaHi 3HayeHHs, i Z4
O3Ha4vae NOABIVHO 3B'I3aHMA BOAEHDb Ta rigpoKcy;

2-, 3-, 4-, 5- abo 6-nipnann-(C+-Ce)-ankinbHum
s3anuwikom, npudomy (C+-Ce)-ankinbHMn 3anuiuok
Moxe 6yTv He3amilweHuM abo 0gHO- Y KinbkapasoBo
ofHakoBo abo no-pisHoMy 3amiweHum  (C1-Ce)-
ankinom, ranoreHom a6o okco (=0), i 2-, 3-, 4-, 5- abo
6-NipUAOMHINBHUIA 3anULIOK MoXe ByTn He3aMilleHUM
abo Big 0gHOro A0 YoTMPLOX pasiB ogHakoBo abo no-
pisHomy 3amiweHum  BogHeM, (C+-Ce)-arkinom,
ranoreHom, Hitpo, amiHo, moHo-(C1-Cs)-arnkinamido,
bi-(C1-Ce)-ankinamino, rigpoken, (C1-Ce)-ankokcu,
O6eHsaunokcu, kapooken, (C1-Ce)-ankokcukapboHinom,
(C1-Ce)-ankokcukapboHinamiHo abo  ogHO-  uM
Kirlbkapa3oBo 3amilleHum gtopom (C1-Ce)-ankinom, B
onTuManbHOMYy BapiaHTi - Tpudrtopmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C1-Ce)-arnkinom;

2-, 3-, 4- ab0o 5-TieHinbHMM 3anMLIKoM abo 2-, 3-,
4- abo 5-TieHin-(C1-Ce)-ankifbHM  3anULLKOM,
npuvomy (C+-Ce)-ankinbHuim 3anuwok Moxe Oytn
He3aMmilweHUM abo 0gHO- YM Kifnbkapas3oBO OOHAKOBO
abo no-pisHomy 3amiweHum  (C4-Ce)-arkinom,
ranoreHom ab6o okco (=0), i 2-, 3-, 4- abo 5-
TIEHINBHUIN 3a/MLIOK MOXe Oyt HesamilweHum abo
BiJ 0QHOro A0 TPbOX pasiB ogHakoBO abo no-pisHOMY
3amiweHmm BogHem, (C1-Ce)-ankinom, ranoreHom,
HiTPO, amiHo, MoHo-(C1-Ce)-ankinamiHo, Ai-(C1-Ce)-
ankinamiHo, rigpokcu, (C+-Ce)-ankokcu, 6eH3unokeu,
kapbokcn,  (C1-Ce)-amkokcukapboHinom,  (C1-Ce)-
arnkokcukapOoHinamiHo abo OAHO- YK Kinbkapa3oBo
3amilleHm dropom (C1-Ce)-arnkinom, B
onTUManbHOMYy BapiaHTi - TpudgTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-arnkinom;

2-, 4- abo 5-TiasoninbHMM 3anuLwikom ato 2-, 4-
abo 5-tiazonin-(C+-Ce)-arkineHum 3annLLKOM,
npuyomy (C1-Ce)-ankinbHuA 3anuwiok Moxe OyTu
He3aMiweHuM abo 0HO- YM Kinbkapa3oBO OLHAKOBO
abo no-pisHomy 3amiweHum  (C+-Ce)-arkinom,
ranoreHom abo okco (=0), i 2-, 4- abo 5-TiazoninsHUN
3anuwok Moxe OyTM HesamiweHum abo opHo- abo
OBOpa3oBO OAHakoBO abo no-pisHOMY 3aMileHuM
BogHeM, (C+-Ce)-ankinom, ranoreHom, HiTpo, amiHo,
MoHo-(C1-Ce)-arnkinamido, Ai-(C+-Ce)-ankinamino,
rinpoken, (C1-Ce)-ankokcn, GeHaumnokcu, kapbokcu,
(C+-Ce)-ankokcvkapboHinom, (C1-Ce)-
ankokcukapboHinamiHo abo oAHO- YK KinbkapasoBo
3aMilleHM pTopom (C+-Ce)-arkinom, B
onTUManbHOMYy BapiaHTi - TpudgTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-arkinom;

3-, 4- abo 5-i3oTiaszoninbHUM 3anuwkom abo 3-,
4- abo 5-izoTiazonin-(C+-Cq)-arkinbHMM 3anuLIKOM,
npnyomy (C1-Ce)-ankinbHun 3anuLIoK MoXe OyTun
He3aMmilweHMM abo OOHO- YM KifbKapa3oBO OOHAKOBO
abo no-pisHomy 3amiweHum  (C+-Ce)-arkinom,
ranoreHom abo okco (=0O), i 3-, 4- abo 5-
i30Tia3onineHUN 3anULWOK Moxe Byt He3aMilleHUM
abo ogHo- abo aBopas3oBo 0aHaKOBO abo No-pisHOMY
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3amiweHum BoaHeMm, (C1-Cg)-ankinom, ranoreHom,
HiTpO, amiHo, MoHOo-(C1-Ce)-arkinamiHo, Ai-(C+-Ce)-
ankinamiyo, rigpokcu, (C+-Ce)-ankokcu, 6eH3nnokcu,
kapbokcu,  (C+-Ce)-armkokcukapboHinom,  (C4-Ce)-
ankokcukapboHinamiHo abo ogHO- YK KinbkapasoBo
3aMilleHM dropom (C1-Ce)-arnkinom, B
onTuManbHOMYy BapiaHTi - Tpudropmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apnn-(C1-Ce)-ankinom;

2-, 4-, 5-, 6- abo 7-6eH30Tia30MiflbHUM 3aNMLLIKOM
abo 2-, 4-, 5-, 6- abo 7-6eHsoTiazonin (C4-Ce)-
ankineHuM 3anuvukom, npuyomy (C1-Ce)-ankineHwi
3anuwok Moxe OytM HesamiweHum abo ofHO- uum
Kinbkapa3oBo 0JHakoBO abo Mo-pi3HOMY 3aMilLeHVM
(C1-Ce)-ankinom, ranoreHom abo okco (=0), i 2-, 4-, 5-
, 6- abo 7-6eH30Tia3oninNbHUA 3anMwok Moxe OyTn
He3aMiweHuM abo Big OOHOrO [0 4YOTMPLOX pasiB
ofHakoBo abo mo-pizHoMy 3amiweHum BogHeMm, (Ci-
Ce)-ankinom, raroreHoM, HiTpo, amiHo, MoHO-(C+-Ce)-
ankinamiHo, ai-(C+-Ce)-ankinamiHo, rigpokcu, (C1-Ce)-
arnkokcu, OeH3nnoKeu, kapbokcu, (C1-Ce)-
ankokcukap6borinom, (C+-Ce)-ankokcrkapboHinamiHo
abo ofHo- 4K Kinbkapa3oBo 3amiweHum gpropom (Ci-
Ce)-ankinom, B  onTMMarnbHOMy  BapiaHTi -
TpudtopmeTnomM, (Ce-Cro)-apunom abo (Ce-C1o)-
apun-(C1-Ce)-arnkinom;

1-, 2-, 4- abo 5-imigasoninbHUM 3anuiukom abo 1-
, 2-, 4- abo 5-imigasonin-(C+-Ce)-ankinbHum
3anuwkom, npuyomy (C+-Ce)-ankinbHuin  3anuiuok
Moxe 6yt HesamileHMM abo 0QHO- Y KinbKkapa3oBo
ofHakoBo abo no-pisHomy 3amiweHum  (C1-Ce)-
ankinom, ranoreHom abo okco (=0), i 1-, 2-, 4- abo 5-
iMiga3onineHWA 3arMLIOK MoXe OyTM HesaMilleHUM
abo Big ogHOro OO0 TpbOX pasiB ogHaKoBO abo mno-
pisHoMy 3amileHum BogaHeMm, (C1-Ce)-arkinom,
ranoreHom, HiTpo, amiHo, MoHo-(C1-Ce)-ankinamio,
ni-(C1-Ce)-ankinamiHo, rigpoken, (C1-Ce)-ankokcu,
6eHsnnoken, kapboken, (C1-Ces)-ankokcmkapBoHinom,
(C1-Ce)-ankokcukapboHinamiHo abo O1HO-4U
Kirlbkapa3oBo 3amilleHum ctopom (C1-Ce)-ankinom, B
onTMMarnbHOMYy BapiaHTi - TpudTopmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apnn-(C1-Ce)-ankinom;

1-, 3-, 4- abo 5-nipasoninbHMM 3anuwkom abo 1-,
3-, 4- a6o 5-nipazonin-(C+-Ce)-arkinbHAM 3anuiuKkoMm,
npuvomy (C+-Ce)-ankinbHum 3sanuwok moxe Oytn
He3aMilweHUM abo 0HO- YM Kinbkapa3oBO OAHAKOBO
abo no-pisHomy 3amiweHum  (C+-Ce)-arkinom,
ranoreHom abo okco (=0), i 1-, 3-, 4- abo 5-
nipasoninbHWN 3anuok Moxe Oyt HesamileHuUM
abo Big ogHoro Oo TpbOX pasiB ogHakoBo abo no-
pisHoMy 3amilleHum BoaHeM, (C1-Ce)-arkinom,
ranoreHom, HiTpo, amiHo, moHo-(C+-Cs)-arnkinamido,
ai-(C1-Ce)-ankinamiHo, rigpoken, (C1-Ce)-ankokcw,
6eHannokcn, kapbokacn, (C1-Ce)-ankokcrkapboHinom,
(C4-Cs)-ankokcukapboHinamiHo abo  ogHo-  uum
Kinbkapa3oBo 3amiweHum gtopom (C1-Ce)-arnkinom, B
onTuManbHOMYy BapiaHTi - Tpudgropmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-arnkinom;

1-, 2,- 3,- 4- abo 5-niponinsHYM 3anuwkom abo 1-
, 2~ 3,- 4- abo 5-niponin-(C+-Ce)-ankinbHum
s3anuwikom, npudomy (C1-Ce)-ankinbHuim 3anuiiok
Moxe 6yTv He3amilleHum abo 0gHO- YK Kinbkapas3oBo
OAHakoBO abo no-pisHoMy 3amiweHum  (C1-Ce)-
ankinom, ranoreHom ato okco (=0),i 1-, 2,- 3,- 4- abo
5-nmiponinbHun 3anuwok Moxe Oyt HesaMmilleHUM
abo Big 0HOrO 40 YOTUPLOX pasiB 0aHakoBo abo Mo-
pisHomMy 3amiweHum  BogHeM, (C+-Ce)-arkinom,

ranoreHom, Hitpo, amiHo, MoHo-(C1-Ce)-arnkinamido,
fi-(C1-Ce)-ankinamiHo, rigpoken, (C4-Ce)-ankokcu,
6eHannoken, kapbokan, (C1-Ce)-ankokcmkapboHinom,
(C1-Ce)-ankokcukapboHinamiHo abo  ogHO-  uM
Kinbkapa3oBo 3amiweHum gtopom (C1-Ce)-arnkinom, B
onTUManbHOMYy BapiaHTi - TpudgTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-arkinom;

1-, 3- abo 5-[1.2.4]-TpnasoninbHIM 3anmLIKOM
abo 1-, 3- abo 5-[1.2.4]-Tpmaszonin-(C+-Ce)-ankinbHum
3anuwkom, npuyomy (C+-Ce)-ankinbHmMin 3anuiuok
Moxe 6yt HesamilweHMm abo 04HO- YK KirbKapa3oBo
0oAHakoBO abo no-pisHoMy 3amiweHum BogHeMm, (Cq-
Cs)-ankinom, ranoreHom abo okco (=0),i 1-, 3- abo 5-
[1.2.4]-TpnasoninsHni 3anmLokK MOXe oyt
He3amiweHuMm abo ogHo- abo ABOpa3oBO OOHAKOBO
abo no-pisHomy 3amiweHum  (C+-Ce)-arkinom,
rafnoreHom, HiTpo, amiHo, MoHo-(C1-Ce)-ankinamiHo,
ni-(C1-Ce)-ankinamido, rigpoken, (C4-Ce)-ankokcu,
6eHsunnoken, kapboken, (C1-Ce)-ankokcmkapboHinom,
(C1-Ce)-ankokcukapboHinamiHo  abo  ogHO-  uu
Kirlbkapa3oBo 3amilleHum ¢topom (C1-Ce)-ankinom, B
onTMManbHOMYy BapiaHTi - TpudTopmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C1-Ce)-arnkinom;

1-, 4- abo 5-[1.2.3]-TpnasoninbHAM 3anmLIKOM
abo 1-, 4- abo 5-[1.2.3]-Tpnasonin-(C+-Ce)-ankinbHum
s3anuwkomM, npudomy (C1-Cas)-ankinbHMn 3anuiuok
Moxe 6yTM HesaMilleHMM abo OfHO- UM Kinbkapas3oBo
ofgHakoBo aGo no-pisHoMy 3amiweHum  (C+-Ce)-
arnkinom, ranoreHom abo okco (=0), i 1-, 4-, abo 5-
[1.2.3]-TpnasoninbHuii 3anmLok MoXe Byt
HesamiweHum abo oaHo- abo ABOPa3OBO OAHAKOBO
abo no-pisHomy 3amilleHum BoaHem, (Ci-Ce)-
arkinom, ranoreHoM, HiTpo, amiHo, MoHo-( C1-Ce)-
ankinamiHo, gi-(C1+-Ces)-ankinamito, rigpokcu, (C1-Ce)-
ankokcu, BEeH3UNNOKCH, kapbokcu, (C4-Ce)-
ankokcukapboHinom, (C1-Ce)-arnkokcrkapboHinamiHo
abo oaHo- 4K Kinbkapa3oso 3amileHum dpropom (Cq-
Ce)-ankinom, B  onTUMarnsHoMy  BapiaHTi -
TpudtopmeTnom, (Ce-Cro)-apunom abo (Ce-C1o)-
apun-( C1-Ce)-ankinom;

1- abo 5-[1H]-TeTpasoninbHuM 3anuwkom abo 1-
abo 5-[1H]-tetpa3zonin-(C-Ce)-ankinbHUM 3anuLLKOM,
npnyomy (C1-Ce)-ankinbHun 3anuLIok Moxe OyTun
He3aMmilweHMM abo OgHO- YM Kifnbkapa3oBO OOHAKOBO
abo no-pisHomy 3amiweHum  (C+-Ce)-arkinom,
ranoreHom abo okco (=0), i 1- abo 5-[1H]-
TETPA30MiNbHUIA 3aNMLLIOK MOXe Oyt He3aMmileHUM
abo 3aMilleHM BOJHEM, (C+-Ce)-arnkinom,
ranoreHom, HiTpo, amiHo, moHo-(C1-Cs)-arnkinamido,
bi-(C1-Ce)-ankinamino, rigpoken, (C1-Ce)-ankokcu,
O6eHaunokcu, kapboken, (C1-Ce)-ankokcukapboHinom,
(C1-Ce)-ankokcukapboHinamiHo abo  ogHO-  uM
Kinbkapa3oBo 3amillgHum dtopom (C+-Ce)-arkinom, B
onTuManbHOMYy BapiaHTi - Tpudtopmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C1-Ce)-arnkinom;

2- abo 5-[2H]-TeTpasoninbHUM 3anukomM abo 2-
abo 5-[2H]-teTpaszonin-(C+-Ce)-ankinbHUM 3anuLLKOM,
npudomy (C+-Ce)-ankinbHuim 3anuwok Moxe 6ytn
He3aMmilweHMM abo 0gHO- YM Kirnbkapas3oBO OOHAKOBO
abo no-pisHomy 3amiweHum  (C4-Ce)-arkinom,
ranoreHom abo okco (=0), i 2- abo 5-[2H]-
TETPa30oniNbHNA 3anuLLIOK Moxe Oyt He3amiweHuM
abo 3aMilleHM BOJHEM, (C+-Ce)-arkinom,
ranoreHom, HiTpo, amiHo, MoHo-(C1-Ce)-ankinamiHo,
ni-(C1-Ce)-ankinamido, rigpoken, (C4-Ce)-ankokcu,
6eHsunnoken, kapboken, (C1-Ce)-ankokcmkapboHinom,
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(C1-Ce)-ankokcukapboHinamiHo abo  ogHO-  uM
Kinbkapas3oso 3amilleHum cpropom (C+-Ce)-arkinom, B
onTMManbHOMYy BapiaHTi - TpudTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apnn-(C1-Ce)-ankinom;

2-, 4- a6o 6-[1.3.5]-TpMasnHINLHUM 3anMULLKOM
abo 2-, 4- abo 6-[1.3.5]-TpmasunHin-(C1-Ces)-ankinbHum
3anuwkom, npuvomy (C1-Ce)-ankinbHUn 3anuiuok
Moxe 6yt HesamileHMM abo 0QHO- UM KinbKkapa3oBo
ofHakoBo abo no-pizHoMy 3amiweHum BogHeMm, (Ci-
Ce)-ankinom, ranoreHom abo okco (=0), i 2-, 4- abo 6-
[1.3.5]-TpnasnHinbHuiA 3anuLoK  Moxe oyt
He3amiweHuMm abo ogHo- abo OBOpa3oBO OOHAKOBO
abo no-pisHomy 3amiweHum BogHem, (C+-Ce)-
ankinom, ranoreHoMm, HiTpo, amiHo, MoHO-(C+-Ce)-
ankinamiHo, gi-(C+-Ce)-ankinamido, rigpokcu, (C1-Ce)-
arnkokcu, OeH3nnoKeu, kapbokcu, (C1-Ce)-
ankokcukapborinom, (C+-Ce)-ankokcrkapboHinamiHo
abo ofHo- 4K Kinbkapa3oBo 3amileHum gpropom (Ci-
Ce)-ankinom, B  onTMMarnbLHOMy  BapiaHTi -
TpudtopmeTnomM, (Ce-Cro)-apunom abo (Ce-Co)-
apun-(C+-Ce)-arnkinom;

2-, 4- abo 5-okcasoninbHMM 3ammwkom abo 2-, 4-
abo 5-okcaszonin-(C+-Ce)-ankinbHum 3annLLKOM,
npnyomy (C1-Ce)-ankinbHUA 3anuLIok Moxe OyTun
He3aMiweHuM abo 0HO- YM KiNbkapasoBO OAHAKOBO
abo no-pisHomy  3amiweHum  (C1-Ce)-arkinom,
ranoreHom abo okco (=0), i 2-, 4- abo 5-
OKCa3ofiNbHUIA 3anMwok Moxe Oyt HesamillgHUm
abo ogHo- abo aBopas3oBo 0AHAKOBO abo No-pisHOMY
3amiweHum BoaHeMm, (C1-Cg)-ankinom, ranoreHom,
HiTpO, amiHo, MoHo-(C1-Ce)-arkinamiHo, Ai-(C+-Ce)-
ankinamido, rigpokcu, (C+-Ce)-ankokcu, 6eH3nnokcu,
kapbokcn,  (C+-Ce)-armkokcmkapboHinom,  (C4-Ce)-
ankokcukapboHinamiHo abo ogHO- YK KinbkapasoBo
3aMilleHM dropom (C1-Ce)-arnkinom, B
onTuManbHOMYy BapiaHTi - Tpudropmetunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apnn-(C1-Ce)-ankinom;

3-, 4- abo 5-isokcasoninbHUM 3anuiikom abo 3-,
4- abo 5-isokcasonin-(C+-Ce)-arnkiflbHUM 3anuLLIKOM,
npudomy (C+-Ce)-ankinbHum 3sanuwok Moxe Oytn
He3aMmiweHMM abo 0AHO- YM KirnbKapas3oBO OOHAKOBO
abo no-pisHomy 3amiweHum  (Cs-Ce)-arkinom,
ranoreHom abo okco (=0), i 3-, 4- abo 5-
i30KCa3oninbHNIN 3anMLok Moxe ByTM HesamilleHUM
abo oagHo- abo ABOpa3oBO OAHaKOBO abo Mo-piHOMY
3amiweHmm BogHem, (C1-Ce)-ankinom, ranoreHom,
HiTPO, amiHo, MoHO-(C1-Ce)-arkinamivo, pgi-(C+-Ce)-
ankinamiHo, rigpokcu, (C1-Ce)-ankokcu, 6eHsunoken,
kapbokcn,  (C1-Ce)-amkokcmkapboHinom,  (C1-Ce)-
arnkokcukapOoHinamiHo abo OfHO- YK KirnbkapasoBo
3amilLeHm dTopom (C1-Ce)-arkinom, B
onTMManbHOMYy BapiaHTi - TpudTopmeTunom, (Ce-
C1o)-apunom abo (Ce-C1o)-apun-(C+-Ce)-arnkinom;

1-, 2-, 3-, 4-, 5-,6- abo 7-HOONINbHMUM 3anULLKOM
abo 1-, 2-, 3-, 4-, 5-, 6- abo 7-iHponin-(C1-Ce)-
ankineHuM 3anuukom, npuyomy (C1-Ce)-ankinsHwui
3anuuwok Moxe Oyt HesamiweHum abo ofHO- 4n
Kinbkapa3oBo ofHakoBO abo Mo-pi3HOMY 3aMilLlEeHUM
(C+-Cs)-ankinom, ranoreHom abo okco (=0), i 1-, 2-, 3-
, 4-, 5-, 6- abo 7-HOOMINBHUIA 3anMLIOK Moxe OyTn
HesaMmiweHMM abo Big OOHOMO A0 LecTM pasis
0AHakoBO abo nmo-pisHoMy 3amiweHum BogHeMm, (Ci-
Ce)-ankinom, rarnoreHom, Hitpo, amiHo, MoHO-(C1-Ce)-
ankinamiHo, pj-(C1-Cs)-ankinamino, rigpokcu, (C+-Ce)-
ankokcu, GeHsunnokeu, kapGokcu, (C1-Ce)-
ankokcukapboHinom, (C1-Ce)-ankokcrkapboHinamiHo
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abo oaHo- 4K Kinbkapa3oBo 3amilleHum dropom (Cq-
Ce)-ankinom, B  onTuMarnsHoMy  BapiaHTi -
TpudtopmeTnom, (Ce-Cro)-apunom abo (Ce-Co)-
apun-(C+-Ce)-ankinom, a Takox ixHi i3omepw,
30Kpema, Taytomepu, niactepeomepu Ta
€HaHTioMepu, Ta IxHi dapmMaueBTUYHO MPUAHATHI
coni, 30KpemMa, KUCNOTHO-aaUTUBHI COSi.

3rigHo 3 iHWOo dopmoto BTiNEHHS,
NPOMOHYIOTLCA MNOXiAHI iHOOMY 3aranbHoi dopMynu
(1), ki BigpisHsoTbea MM, WO R, Rz, R3, R4, Z1 1a 22
MaloTb BULUEBKAa3aHi 3Ha4YeHHS, i R1 03Havae xiHonin,
SAKUN € 0aHO- abo GaratopaszoBo 3aMilLlEHUM MiHINHWUM
abo posranykeHum (C1-Ce)-arkinom abo (C1-Ce)-
arkokcu.

3rigHo 3 iHWOo dopmoto BTiNEHHS,
NPOMOHYIOTLCA MNOXiAHI iHOONY 3aranbHoi dopMynum
(1), ki BigpisHsioTbes MM, WO R, R2, R3, R4, Z1 1a 22
MatloTb BULLEBKA3aHi 3HayeHHd, i Ri1 o3Havae 2-
MeTUnN-6-xiHonin.

3rigHo 3 iHLLIOO dopmoto BTiNEHHS,
NPOMOHYITLCA NOXIAHI IHOOMY 3aranbHoi opMynu
(1), ski BigpisHAOTECA TUM, WO R, R, Rs, R4, Z1 1a Z»
MalTb BULLEBKa3aHi 3HaveHHda, i R1 o3Havae (2-
Metun)-6-xiHonin, Rz - 4-xnopbeHsnn, Rs 1a R4 -
BiMOBIAHO BOAEHb, | Z1 Ta Z2 - KNCEHb.

3rigHO 3 iWe OoJHMM  acnekToM BUHaxXoAay,
NPOMNOHYETLCH CNOCi6 ofepKaHHA NOXiAHMX iHOONY 3a
oaHuMM 3 nn. 3 1 no 5, Ak BIAPIBHAETLCA TUM, LIO
nonepeaHio iHOOMbHY CMNOMYKYy 3aranbHOi chopmynu

).

RJ

g,
RI

®opmyna 2

ne Rz, R3 Ta R4 MatoTb BuLIEBKa3aHi 3HaYeHHs,
nepeTBOPKOOTL 3a AONMOMOIOK CMOJYKU 3aranbHOoi

dopmynu (3)

Zi

Y1 Y2

®opmyna 3

ne Z1 1a Z> MmaloTb BULLEBKA3aHi 3Ha4YeHHs, i Yq
Ta Y2 He3anexHo oJHe Big O04HOro 03HavalTb
BiQNOBIAHY BiALENNIOBaHYy rpyny, Taky K ranoreH,
(C1-Ces)-ankokcu, -O-to3un, -O-vesvn a6o N1-
imigason, i Bigpasy nicna UbOro - 3a AOMOMOrOH
amiHy 3aranbHoi popmynu (4) abo (5),

R H,N
{ ~
H Mg YR,
dopmyna 4 ®dopmyna 5
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ne R 1a Ry mawTb BulLEBKa3aHi 3Ha4yeHHs, 3
YTBOPEHHSIM MNOTPiOGHOT noxigHOT iHOoNy 3aranbHol
dopmynu (1) (3 amiHom 4) abo cnonyku 3aranbHOi
dopmynu (6) (3 amiHom 5)

®opmyna 6

e R, Ry, R3, R4, Z1 Ta Z2 maloTb BULLEBKa3aHi
3HAYEeHHsl, 3a HeoOXAHOCTI - 3 3aCTOCYBaHHAM
po3pipKyBayiB Ta [onoMbkHUX 3acobiB, npuyomy
BiApasy nicns uboro crnonyky 3aranbHoi cpopmynu (6)
nepeTBOpPIOOTL 3a AOMOMOrOK CMOMYKW 3aranbHoi
copmynm (7)

R-Y3 7)

ae R mae BuweBkasaHe 3Ha4yeHHs, i Y3 o3Havae
BigNOBiAHY enekTpodinbHYy BigLWennoBaHy rpyny,
Taky, sk ranoreH, (Ci-Ces)-arkokcu, -O-to3un, -O-
me3un abo N1-migason, 3 ogepkaHHaAM NOTPiGHOT
cnonykn (1), npnyomy R He € BogHem, y paasi
HeobXAHOCTI - 3 3aCTOCyBaHHAM pO3piLKyBayiB Ta
[OMNOMDPKHUMX 3acobiB.

LUnaxy cuHTesy:

Cnonyku 3aranebHoi dopmynu 1 ogepxywoTb 3a
npeacraBrneHoro Hwkye Cxemoro 1:

Cxema 1

Cxema 2
1. (COCI
( )2 Q M = I
OO = Lt
(o]
A0S '
Za N H
[ ema |
NaH, DMSO

0 —
NH. P
: N oM,
NK@

&

Cnonykn 3aranbHoi dopmynn 1, y dkux R =
MeTunoBa rpyna, 6eHannosui 3anmLLOoK,
nponaprinoea rpyna abo LiaHOMETUNOBUIM 3aSTNLLOK, i
R1, Rz, R3 1@ R4 3sarambHoi cdopmynu 1 matomb
BKa3aHi 3HayeHHsl, TakoX MOXyTb OyTM ogepxaHi
LLNAXOM CMHTe3y 3a Cxemoto 3:

Cxema 3
.
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Kpim Toro, cronyku 3aransHoi dopmynu (1)
TaKOX MOXYTb OyTM ofepxaHi LUIAXOM CMHTe3y 3a
Cxemoto 2:

BuxigHi cnonykm (2), (3) Ta (4) abo BunyckatoTbCs
cepinHo, abo MoxyTb GyTM ofepxkaHi TpaauLinHUMM
cnocobamu. lMpoayktn BuainenHa (2), (3) ta (4)
ABNAOTL €060  UiHHI  NpOMPKHI  cnonykv  Ans
ofdepKaHHsA noxigHux iHaony dopmynu (1) 3rigHo 3
BMHaX040M.

Ona opgepkaHHA BUMXIAHWX Ta KiHLEBUX CMONyK
MOXHa 3BEpHYTUCS, Hanpuknag, no pobit 3
OpraHiyHoro CuHTe3y, 3MIiCT SKUX € CKIagoBOH
YaCTMHOLO ONucy AaHoi 3asBku: [1, 2, 3].

B3actocoByBaHi y pa3i Heo6XiQHOCTI PO3UMHHUKM
Ta AonoMixHi 3acobu i Taki HeobxigHI napameTpu, sk
TemnepaTtypa Ta TpuBanicTb peakuii, € BiAOMUMU 3
nitepaTypn abo CTaHyTb 3pO3yMinMMM cnewianicTosi
Ha OCHOBI crieLianibHMX 3HaHb.

MoxigHi iHoony 3aranbHoi dopmynu (1) 3rigHO 3
BMHAXo4OM € npuaaTtHUMKU $K Tikapcbki 3acobwu,
30Kkpema, fK NPOTUNYXIMHHI 3acobu, Ans nikyBaHHA
ccaBLiB, 30Kpema, MnoAVHU, a TaKoX CBIMCbKMX
TBapuWH, TakuX sIK KiHb, kopoBa, cobaka, Kilka, Kpinb,
BiBLSAA, AOMALUHS NTULUSA Ta iH.

3rigHO 3 iWe OoOHMM  acnekToM BUHaxoAay,
NpornoHyeTecss  cnocié  6opoTebn 3  nyxnuHamu
CcaBLiB, 30KpemMa, fanHN, SKUA BiOPIBHAETLCS TUM,
WO MpuvHaANWMHI OOHY nOXAHY iHOoOMYy 3aranbHoi
dopmynu (1) BBOAATL ccaBuUeBi B edeKTUBHIN Ans
NiKyBaHHA B4 NyXIWH KinbkocTi. [puaHaveHy ansg
BBEEHHS 3 MeTOK JKyBaHHA TepaneBTUYHO
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edeKTUBHY A03Y BiANOBIAHOT NOXiAHOT iHAONY 3riAHO 3
BMHAXO4OM BM3HA4YaloTb, KpiM iHWOro, 3a TMNOM Ta
cTagieto NyXIMHHOIO 3aXBOPIOBAHHS, BIKOM Ta CTaTTio
nauiedTa, LWNSXOM BBEAEHHS Ta  TpuBanicTiO
nikyBaHHsi. BBegeHHs Moxe OyTM nepoparnsHuM,
pekTanbHMM, GykanbHUM (Hanpuknag, nia'a3vkosum),
napeHTeparnsHAM (Hanpwvknag, NigWKIipHUM
BHYTPILUHbOM'A30BMM,  BHYTPIiLUHbOLLKIPHAM abo
BHYTPILUHbOBEHHMM ), MicLIEBUM @60 Kpi3bLUKIPHUM.

3rigHo 3 iWe ogHMM  acrekTOM  BUHaxoAay,
NPOMNOHYIOTLCA FiKW ANA NiKyBaHHSA Big MyXIWH, SKi
BIOPI3HAOTECA TUM, WO MICTATb $K aKTUBHUN
KOMMOHEHT nNpWHaMMHI OAHY MoXiAHY iHAony 3a
ogHmm 3 nn. 3 1 mo 5 abo ii dapmaueBTMYHO
NPUMHATHY Cinb, Yy BiANOBIAHOMY pa3i - pasom 3
TpaamuinHuMm dapmaLeBTUYHO NPUAHSATHUMMN
LOMOMDPKHUMM [OOATKOBMMM PEYOBUHAMM Ta HOCISIMU.
Mpu upbomy MaeTbca Npo TBepAi, HanieTBepdi, piaki
abo aepo30rbHi KOMNO3ULYi. MpugaTtHnmm
KOMMO3ULiSMW €, Hanpuknag, Kancynu, NOpoLKU,
rpaHyns™, Tabnetku. MNpugatHuMmn HaniBTBEPANMU
KOMMO3ULiAMU €, Hanpuknag, Masi, Kpemwu, reni,
nactu, cycneHasii, emynbcii "onia y Bogi" Ta "Boga B
onii. lMpuaatTHUMK  pigKMMKW  KOMMNO3MLiSMKU €,
Hanpvknag, CcTepusbHi  BOAHI  KomMo3uuii  ans
napeHTepansHOro BBEAEHHS, siKi € i30TOHiYHMMKU 3
KpOB'lo NauieHTa.

Bunaxig JoknajHiwe
NpPeacTaBneHnXx  HUx4e
0bMeXYyeTbCA HUMN.

MNpuknagn BTiNEHHSA

Mpuknag 1 (nepetBopeHHst 3a Cxemoto 1. 141
eTan):

OpepxaHHs 1-(4-xnopbeH3nn)HHgony

Oo cymiwi 1,32r rigpuagy Hatpito (0,055morb,
cycneHsis B  MiHepanbHin  onii) 'y  50mn
anmeTuncynbgokenay — gopjarTe  po3uuH 5,86t
(0,05monb) iHpgony y 25mMn DMSO. HarpisatoTb
npotarom 1,3 rogunm po 60°C, noTim gatm
OXOMOHY™ i no kpannax gogatots 17,71 (0,11mornb)
4-xnop-6eHannxnopunady. Po3uvH HarpiBaloTb g0
60°C, 3anuwaioTb CTOATM A0 HACTYMHOro AHSA, a
noTiM Npu nepemillyBaHHi BunueatTs y 200mMn BOAW.
Kinbka pasiB ekcTparnyloTb 3aranbHOH0 KinbKicTio 75mn
CH2Cl2, opraHiuHy a3y BucywyioT 6e3BOOHVM
cynbdaTtoM  HaTpito, inbTpyloTe | inbTpaT
3BYXYIOTb Y BaKyyMi.

Buxig: 11,5r (95% Teop.)

Mpuknag 2 (nepetBopeHHst 3a Cxemoro 1. 24
eTan):

OpepxaHHa amigy N-(2-meTtun-6-xiHonin)-[1-(4-
xnop6eHsnn)diHpaon-3-in}-rniokcunosoi  knucnomm (D-
69429)

Jo posunHy 5,50mn okcaninxnopugy y 50mn
etepy npu 0°C B aTtmocdepi as3oty no Kpannsax
popatoTb po3ymH 10,2r (42,2monb) 1-(4-xnopbeH3aun)-
iHgony y 50mn etepy. HarpisatoTe npoTtarom 2rog. fo
aednermadii i Bigpady nicng  UbOro  PO3YMHHMK
Bunaptotote. [loTim o 3anuwky pgopatots 100mn
TeTparigpodypaHy, po3yvH oxonomKyioTb Ao -4°C i
no Kkpannax 3MmiwyloTe 3 po3vmHom 15,661
(99,0Mmomb) 6-amiHO-2-MeTUn-XiHONiIHY 'y  350mn
THF. 4 roguvHun HarpiBaioTb 3 pednermadieto i
3anuwalTb CTOATU A0 HACTYMHOMO OHA NPU KiMHAaTHINA
TemnepaTtypi. 6-aMiHO-2-MeTUN-XiHONIHriApOXIopua
BIACMOKTYIOTb, OcCaj npomusatTe THF, dinbTtpar

MOSICHIOETLCS Ha
npvknagax, ane He

3BYXYIOTb Y BaKyyMi i 3anMMLLOK NepeKkpucTaniaylotb i3
MeTUNEeTUNKETOHY/MeTUNeHxnopuay.

Buxia: 14,8r (77,3% Teop.)

Touka nnaeneHHs: 182-185°C

OpepxaHHa rigpoxnopuay:

Oo 0,453r (1mmomnb) amigy N-(2-metnn-6-
XiHonin)-[1-(4-xnop©6eH3un)-iHgon-3-nj-rniokcMnoBoi
kucnotm y 20Mn  rapsidoro  eTaHony AoAakTb
€KBiBaNeHTHY KiNnbKiCTb i30NpONaHONOBOI  COMSHOI
KMNCMoTW, cymiw HarpiBatoTb Ao 70-80°C i po3uuH y
Bakyymi npu 40°C KOHUEHTPYIOTb OO0 CYXOro CTaHy.
KinbkapasoBe nponaptoBaHHA 3 TOMyoriomM fJae
6e36apBHUIA KpUCTaNiYHUI rigpoxnopua.

Buxiag: 0,49r (100% Teop.)

T.nn.: 196°C

OpepaHHa MeTaHCcynbdoHaTy:

Cymiw 0,453r (1mmorb) amigy N-(2-meTtun-6-
XiHonin)-[1-(4-xnop©6eH3un)-iHgon-3-n]-rniokcmnoBoi
kucrnotm Ta 0,67Mn meTaHCynb(OHOBOI KUCROTW Y
15mn gnxnopmeTtaHy 30 xBunuH Harpisatom Ao 50°C,
YTBOPEHWI PO34YMH 3BYXYIOTb Yy Bakyymi npu 35°C,
3anuvwoK KinbkapasoBo MponaploTb 3 MeTUn-tpeT-
OyTMNoBMM €TepoM i 3anuLlioK, Lo 3anuiimBecH,
BMCYyLWY0Tb Npu 35°C y Bakyymi.

Buxig: 0,46r (84% Teop.)

T.nn.: >230°C

Mpuknag 3 (nepeTBopeHHs 3a Cxemolo 3):

OpepxanHa amigy N-nponaprin-N-(2-veTtun-6-
xiHonin)-[1-(4-xnop©6eH3un)-iHgon-3-n]-rniokcmnoBoi
KNCRoTn

Oo cycneHnasii 0,154r rigpngy HaTtpito (5,13mMmornb,
cycneHsis y MiHepaneHin onii) y 10mn OM® npwu
KiMHaTHI TemnepaTtypi B aTMocdepi a3oTy AoaaTb
cycneHsito 2,32r (5,13mmonb) amigy N-(2-metun-6-
xiHonin)-[1-(4-xnop6eH3nn)-ingon-3-in}-rniokcnnoBoi
kucnotn y 20mn OM®. MNpu 3abapBneHH y XOBTUN
Konip BigbyBanocsa curbHe cniHoBaHHs. Mo kpannax
aonasanu PO34MH 0,382r (5,13vmornb)
nponaprinxnopugy y 10mn OM®, nepemiwysanu 24
roouHU npu KiMHaTHIM TemnepaTtypi B aTtmocdepi
asoTy i Ha 4 gHi 3anuwanu CToATM MpU KiIMHATHINA
Temnepatypi. TeMHO-Oypui po34MH nicns  LbOro
BunuBawTe Ha 120mMn  fboasdHOI BOAW, PO3YMH
nopuismum ekctparyiote 250mMn MeTuneHxnopuay i
ob6'egHaHi opraHiyHi asn BucywyloTb 6e3BOAHUM
cynbaToM HaTpito. 3BYKYOTb Yy BaKyyMi, 3arnuLLoK
ounyioTb Ha KomnoHui 3 cunikarenem (Kieselgel 60,
Fa. Merck AG, Darmstadt) 3 BuKOpUCTaHHAM $K

eneHTa MeTuneHxnopuay/etaHony (97:3,
o6'em/ob'em).
Buxia: 1,98r (78,6% Teop.) Mac-cnekTp:

m/e=491,9 (M")

BionoriyHi gocnimpkeHHs

1. AHTMNponidepaTnBHA Aia Ha PI3HMX KMITMHHUX
NiHIAX NyXxuH

PeuoBnHy D-69429 nigppgaBarm BunpoGyBaHHIO
nponicepaii Ha KNITUHHUX NiHIAX CTIMKUX NYXIUH Ha
ii  aHTMNponidepaTMBHY aKTUBHICTb. 3acTocoBaHe
BMNPOOYBaHHA  BM3HA4a€  KIMiTUHHY  aKTUBHICTb
JeriaporeHasu i J03BOJIAE BU3HAYNTU XKUTTE3QATHICTb
Ta, HeNpsMo, KinbKicTb KNiTUH. TMig 3acTtocoBaHMMK
NiHIAMW KIITUH cnig po3yMiTy NiHIit0 KNiTUH KapLUHOMMU
wuikn maTtkm nognHn KB/Hela (ATCC CCL17),
nimcoumTtapHy nenkemito muwen L1210 (ATCC CCL-
219), niHil0O ageHOKapUMHOMW MOJIOYHOI  3anosu
nmognHn  MCF7  (ATCC  HTB22) Ta niHito
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afeHokapumHommn matkm SKOV-3 (ATCC HTB77).
Mpn UbOMY noeTbcs npo ayxe nobpe
OxapaKkTepu3oBaHi, CTiWKi MiHIT  KNiTUH, AKi
opepxysanu Big ATCC i nepeHocunu B KynbTypy.
MpencraeneHi y Tabnuui pesynbTatu
niaTBEPIKYIOTh ayxe ePeKTUBHY
aHTunponicdepatneHy Aig D-69429 y KNiTMHHUX MiHIAX
SKOV-3, L-1210 ta HelLa/KB. Yepes ocobnusict
nosinbHoro pocty niHii MCF7 pia D-69429 3a 48-
roAVHHUA nepiog gocnigy € HesHauyHow (18%

iHribyBaHHa npu  3,16MKr/Mn; ODKe, MOKa3HMWK
cTaHoBUTb >3,16).

2. Cnoci6

XTT-BMNpoOyBaHHA Ha KIiTMHHY aAKTUBHICTb
aerigporeHasu

CyMDXHO BMpOLLYBaHi KMiTUHHI  NiHIT  NyXIuMH
HelLa/KB, SKOV-3 ta MCF7, a Takox BMpOLLyBaHi y
cycneHsii nidito nerikemii L1210 kynbTuByBanu 3a
CTaHO4apTHUX YMOB B iHKyGaTOpi 3 dhymirauiero npu
37°C, 5% CO2 i 95% Bornorocti nosiTpa. Y 1-n AeHb
E€KCNepuMEeHTY CYMiXKHI  KIITUHW  BiAOKPEMIIoITbL

TpuncuHom/EDTA i rpaHyrnioTbL LLMAXOM
LueHTpudyrysaHHsa. [licna uboro rpaHynu  KniTuH
MOBTOPHO  CYCMeHAYylTb Yy  KynbTypanbHOMY

cepeposuli RPMI y BignoOBIAHIA KiNbKOCTI KNITUH i
nepeHocaT A0 96-NMYHKOBOrO MiKPOTUTPYBaNbHOMO
nnadweTa. [MoTiMm nNNaHWeT A0 HACTYMHOIO [AHs
KYNbTUBYIO Tb B  iHKyDGaTopi 3  cbymirauieto.
BunpobyBaHi peyoBMHN NPUrOTOBASOTL SK OCHOBHI
po3umHn y DMSO i Ha 2-i AeHb eKcnepuMeHTy
po3BOAATL  KynMbTypanbHAM  CEPedoBULLEM [0
BigMoBigHOT KOHUeHTpauji. PeyoBuHu B
KyNnbTypanbHOMY CepefoBuLLi Micns UbOro AoAakwTb
[0 KNiTUH i NnpoTsarom 45rog iHKyoyloTb B iHKyGaTopi 3
dymirauieto. KOHTporbHUMKU criyKaTb KMITUHU, SKi He
006pobnatoTLCA BUNPOGYBAHO PEYOBUHO.

Ona XTT-aHanizy 1mr/mn XTT (Hatpin-3'-[1-
(dbeHinamiHokapboHin)-3,4-TeTpasonb]-6ic(4-
MeTOKCM-6-HiTpO)B6eH30mncynbpoHOBOI KMCnoTwn)
po3umHsatloTe y cepeposuwj RPMI-1640 6es
deHonbHOro 4epBoHoro. [loaaTkoBO OAepXKyl0Tb
0,383mr/mn pO3UUnHY PMS (N-
MeTunanbeHsonipasnHmeTUncynbgary)
docda THO-O0ychbepHOMY COMbOBOMY PO3UUHI (PBS)
Ha 4+ peHb ekcrnepyMeHTy Ha nnaHwet 3
KniTuHamn, aki npotsirom  45ron  iHkyGyBanu 3
BMNPOOYBaHOK PEYOBUHOW, MNiNeTKaMu nepeHocsTb
75mkn/nyHky  cymiwi  XTT-PMS. Hesapgosro pfo
3acTocyBaHHsA AoMiwyBanu po3dmH XTT 3 po3ynmHoOM
PMS vy cniBeigHoweHHi 50:1 (06'em:06'em). Bigpasy
nicng UbOro nnaHweT! 3 KMiTMHaMW iHKYOyIOTb B
iHKyDaTopi 3 dymirauieto Wwe 3 roamHmn i y doTomeTpi
BM3Ha4atoTb onTUYHY rycTuHY (OD agonm).

3a [0MOMOTroto BM3HaYyeHoTl OD490mMm
pO3paxoBylOTb  BIACOTOK  iHrOyBaHHS  BiAHOCHO
KOHTPOMbHUX 3paskiB. AHTUNponidepaTMBHy Aito
OUiHI0I0Tb 3@ AOMNOMOIOK0 perpecinHoro aHarisy.
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Tabnuya  LluroTokcuusicte D-69429 ma kniTuHHUX niHiAX nyxnuH in vifro (Kpusi

NpeacTaBneHo Ans 8 pisHUX KOHUEHTPaUIA peYoBHHK)

D-69429 BUKNWKAE iHrBYBAHHA POCTY KNITUH PI3HUX NYXNUH

KB/Hela (wwiaka/nioguHa) | SKOW-3 (seuxminioguma)

IHriGysaxmMA pocTy
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[HriyBaHHA pocTy
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TuriGysanns pocty, IC50 [MrM]
KB/HeLa 0,17
SKOV-3 0,17
MCF7 0,26
L1210 035
Mpuvknag |
TabneTka 3 50Mr akTMBHOT pEYOBUHM
Cknag:
(1) AkTMBHa pevoBMHa 50,0mr
(2) Mono4Hun uykop 98,0mr
(3) Kykyp yassHum kpoxmarns 50,0mr
(4) MNonisiHinniponigoH 15,0mr
(5) Cteapat marHito 2,0mr
3aranom: 215,0mr
OpepxaHHs:

(1), (2) Ta (3) 3MiLyIOTb | rPaHyNOTL 3 BOAHUM
po34nHoM (4). [lo BUCYLLEHOIO rpaHynATy AOMILLYIOTh
(5). I3 yiei cymiwi WrTamnytoTe TAbNETKN.

Mpwvknag Il

Kancyna 3 50Mr akTMBHOT pe4YOBUHU

Cknap:

(1) AkTMBHa pevoBMHa 50,0mr
(2) Kykyp yassiHun Kpoxmarb,
BUCYLLEHWNN 58,0mr
(3) Mono4Hui Lykop, nopoLkonoAioHmii 50,0mr
(4) Cteapat martito 2,0mr
3aranom: 160,0mr
OpepxaHHs:

(1) postupatotb i3 (3). MoOTiIM NpuU iHTEHCMBHOMY
nepemillyBaHHi gogatoTb cymiw i3 (2) Ta (4). Uieto

nopowkonogibHow  cymiwwo 332 JOMOMOIoH
dacyBarnbHOI MaLUMHN 3anoBHIOKOTb TBEPAI
XernaTMHOBI Kancynu poamipy 3.
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