1. Cnonyka 3aransHoi popmynm 1, abo ii papmaLeBTMYHO NPUNHATHA Cirb,
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R' BuGupatotb 3 H, C1-Cs ankiny (BkStouatoum posranykeHuin ankin i umknoankin), (CHz)aNHW', (CH%)bCOWZ
(CH2):OW’, CH(Me)OW?, (CHz)a-CeHe-W® i (CH2)eSW°®, ne @ €2-5,b e 1-4,ce 1-2,d € 1-2, e € 1-3, W' € COW®, CO,W®
a6o SOW’, W? e OH, NHz, OW® a6o NHW®, W® ¢ H a6o W°, W* € H a6o W°, W° € H, OH a6o OMe, i W° € C+-Cs
ankinomMm, 6eH3nnom, HeobOB'I3KOBO 3aMilleHUM peHinoM, HeobOB'A3KOBO 3aMilLlEeHVMM reTepoapuiioMm, WO MOXYTb
HeOOOB'I3KOBO MICTUTU 0 ABOX 3aMiCHUKIB, ki Bubupatote C+-Cs ankiny, C1-Cs ankokcewu, Fi Cl;

R?eH abo (CH2)nNH-CsH3N-Y, ne n e 2-4 i Y Bubupatots 3 H, F, Cl, NO2i CN, a6o

R'i R? pa3om € -(CHz2)p-, oe p € 3 abo 4;

X BnbupatoTb 3

(i) ogHOT @60 GinbLwoi KinbkocTi L-a-amiHoauunbH1x rpyn BubpaHux 3 Ala, Arg, Asn, Asp, Cys, GIn, Glu, Gly, His, lle, Leu,
Lys, Met, Phe, Pro, Ser, Thr, Trp, Tyr i Val;

(i) rpyn RBCO, ne R3¢ BogHeM, C1-Ce ankinom (Bkmovatoumn posranyKeHun askin i uuknoarkin) abo geHinom;

(iii) pyn R*COOC(R®)(R®)OCO, ne R* € BogHem, C1-Ce arnkinom (BKMKOYAKOUM po3ranyKeHwid ankin i uuknoankin),
6eH3nnom abo HeobOB'A3KOBO 3aMilLEHVM (heHINoM, Skun Moxe ByTn 3aMilleHnin Ao OBOX 3aMiCHUKIB, ski BUGrpatoTb 3
C+-Cz ankiny, C1+-Cz ankokeu, F i Cl, i R%iR%¢ KOXHUI, He3anexHo, BoaHeM abo C1-Ces ankinom abo RS R® pasom € -
(CH2)m-, e m € 4-6; i

(i\;) MeToKcukapboHiny, eTokcrkapboHiny i 6eH3nnokcrkapboHiny;

R’ BuGuMpatoTb 3 nipnanny i HeoOOB'I3KOBO 3aMilLEHOrO dieHiny, AkuiA Moxe Byt 3amilleHnid A0 OBOX 3aMiCHUKIB, sKi
Bubupatotb 3 C1-Cz ankiny, C+-Cz ankokeu, F, Cl, NO2, CN i COzH;

R®e H a6o C+-C3 ankinowm; i

R®e H, C+-C¢ ankinom, C1-Cs ankokcu a6o deHinom

3a BUKITHOYEHHAM N-(Z-Val)-2-uiaHoniPoniuMHy.

2. Cnonyka 3rigHo 3 nyHkToM 1, e R’ € iHWwWmM Hix H i R%¢H.

3. Cnonyka 3rigHo 3 NyHKTOM 2, ae R' € C4-Cs ankinom.

4. Cnonyka 3rigHo 3 nyHkTom 1, oe R'eH,Ae rpynoto 3aranbHoi dopmynum 2 abo 4, i R%e (CH2)nNH-CsH3N-Y.

5. Cnonyka 3rigHo 3 nyHkToM 4, ae ne 2i Ye CN.

6. Cnonyka 3rigHo 3 nyHkToM 5, e NH 3amicHuK 3HaxoauTbCca B 2-H10MOKEHHI i LiaHOrpyna 3HaxoAMTbCsa B 5-NMOMNOXEHHI
NipNaMNbLHOTO KiNbLs.

7. Cnonyka 3rigHo 3 NnyHKTOM 1, Ae A€ rpynoto 3aranbHoi opmynu 2 i X € amiHoauNbHOK rpyroto.

8. Cnonyka 3rigHo 3 NyHKTOM 7, Ae amiHoauurbHa rpyna € nisunom abo apriHinom.

9. Cnonyka 3rigHo 3 NyHKTOM 8, Ae aMiHoauubHa rpyna € apriHinom.

10. Cnonyka 3rigHO 3 NyHKTOM 7, Aie aMiHoauunbHa rpyna € rmiunHinom.

11. Cnonyka 3rigHo 3 nyHkTOoM 1, e A€ rpynoto 3araneHoi opmynu 2 i X e R4COOC(R5)(R6)OCO.

12. Cnonyka 3rigHo 3 nyHkTom 11, oe R* € C4-Cs ankinom.

13. Cnonyka 3rigHo 3 nyHkTom 11, ae oauH 3 R®i R® € H i iHwWil € MeTUnom.

14. Cnonyka 3rigHo 3 nyHkToM 11, oe R* € meTunom, oouH 3 R%i R® e H i iHLLiit € MeTUrOM.

15. Cnonyka 3rigHo 3 nyHkToM 1, ae A € rpynoto 3aranbHoi dopmynu 2 i X € MeToKcuKkapOOoHinom.

16. Cnonyka 3rigHo 3 nyHKTOM 1, e A € rpynoto 3arasnbHoi opmynu 3.

17. Cnonyka 3rigHo 3 nyHkToM 1, Ae A€ rpynoto 3aranbHoi opmynu 4.

18. Cnonyka 3rigHo 3 nyHkTom 17, e R® e C1-C3 ankinom.

19. Cnonyka 3rigHo 3 nyHkToM 18, fe R® e Mmetunom.

20. Cnonyka 3rigHo 3 nyHkToM 17, oe R® € C4-C3 ankinom a6o C+-C3 ankokou.

21. Cnonyka 3rigHo 3 nyHkTom 20, ge R® e MeTunom abo MeToKoH.

22. Cnonyka 3rigHo 3 NyHKTOM 1, siky BUOMpatoThb 3
(28)-1-((2'S)-2'-(1"-aueToKCcieTokenkapboHinamiHo)-3',3'-gumeTnnbyTaHoin)niponiaMH-2-kap OoHI TpUny;
(2S)-1-(N'-(1"-aueToKCcieTokevkapboHin)izonenumn)niponiauH-2-kap OoHITpuIy;
(2S)-1-(N'-(MeTokcrkap6oHin)isonenumn)niponiguH-2-kapOoHiTpuny;
(2S)-1-((N')-(4"-okconeHT-2"-eH-2"-in)izoneiumn)niponiguH-2-kap6oHiTpuny;,
(2S)-1-(rniynnisoneAuun)niponianH-2-kapboHiTpuny;

(2S)-1-(apriHinisonenunn)niponignH-2-kapooHiTpuny;
(2S)-1-((2'S)-2'-(aueToKCUMETOKCMKapOOHINamiHo)-3',3"-aumeTunbyraHoin)niponiamH-2-kapboHiTpuny;
(2S)-1-((2'S)-2'-(1"-aueToKCieTOKCMKapbOOHiNamiHO )-2'-unKriorekcmnaue TMn)niponiavH-2-kapboHiTpuny;
(2S)-1-((2'S)-2'-(1"-aueToKCieTOKenkapboHinamiHo )-4',4'-auMeTUINEeHTaHOo IN)NiPoNiaMH-2-Kap OoHITpUIY;
(2S)-1-(N'-(1"-aueTokcieTokevkapboHin)-O'-TpeT-6yTMnce pmHin)niposniamH-2-kap6oHi Tpuny;
(2S)-1-(N®~(1"-aueTokcieTokcukapBoHin)-N*-n-tonyoncyns GOoHINNi3MHIN)NiponianH-2-«apBoHITpMIY,
(2S)-1-(N-(1'-aueTokcieTokcmkapOoHin)-N-(2"-(5"-uiaHonipnamH-2"-inamiHo e Tmn)rmiuuHin)niponiamH-2-kap 6oHi Tpuny;
(2S)-1-(N'-(6eH3unnokevkapboHin)-O'-TpeT-6yTMnTpeoHiHiN)niponignH-2-kapBoHiTpuny;

(2S)-1-(S"-TpeT-6yTMN-N'-(€ TMNOKCUKAPBOOHIN)UMCTEIHIN)NipoNianH-2-kapBGoHiTpMnY;
(2S)-1(Nw-auetmn-Na-6eH3oinnismHin)niponiaMH-2-«ap6oHiTpuny i
(2S)-1-(Na-(auetnn)-Nw-(6eH3unokcmkapObOoHiN)opHiTUHIN)NiponigMH-2-kapOoHiTpuIy.



23. Cnonyka 3rigHo 3 6yab-akM 3 nonepeaHix NyHKTiB, AKY BUOMparTe 3 ONTUYHNX i30MEPIB CMOMyK, 3ragaHnx B Oyab-
SIKOMY 3 MONepeHiX MyHKTIB.

24. Cnonyka 3rigHo 3 6yab-gkMM 3 nonepefHix NyHKTIB, Ky BUOMpatoTb 3 dapMaLeBTUYHO NPUIAHATHUX CONMEN CMOomMyK,
3ragaHux B 6yOb-AKOMY 3 NONepeaHiX NYHKTIB.

25. dapmaueBTMYHa KOMMO3ULIA, WO MiCTUTb AK aKTUBHWIA areHT CrnomyKy, Ky BuOuMpaloTb 3 Cronyk Oyab-skoro 3
nonepeaHix nyHkTiB a6o N-(Z-Val)-2-uiaHoniponiguH.

26. Komnosuuis 3rigHO 3 NyHKTOM 25, iKYy BUKOPUCTOBYIOTb ANA MiKyBaHHSA MOripLIeHHs TonepaHTHOCTI 4O [MoKo3n Ta
piabety Tvny 2.

27. Cnocib nikyBaHHA NOripLWeHHA ToNepaHTHOCTI A0 MMIOKO3K Ta AiabeTy TMny 2, WO nondrae y NpudHadeHHi cyb'ekTy,
LWo noTpebye Takoro nikyBaHHS, TepaneBTUYHO ePEKTUBHOI KiNbKOCTI Cnonyk(u) 3rigHo 3 6yab-skum 3 NyHKTIB 1-24.

28. BukopucTaHHa cnonykn abo crnonyk 3rigHo 3 6yab-sakMM 3 NyHKTIB 1-24 y BUpOOHMLUTBI MeaVKaMeHTIB ANS NiKyBaHHs
noripLIeHHs ToNepaHTHOCTI 4O rMoko3n Ta aiabeTty Tuny 2.



