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(54) CIIOCOB CUHTE3A Ac-Arg-ITUKJIIO(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,

(57) ®opmyna u3oOpeTeHust
1. Crioco6 cunte3a Ac-Arg-ukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B sxuakoi

(daze, BKIIIOYAIOIIUNA METOAUKY KOHJIEHCAIMU (PparMEeHTOB.

2. Crioco6 cunTtesa Ac-Arg-mpkno(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B sxuakoit paze

10 1'[.1, B KOTOPOM HMCITOJIB3YIOT 3allMIICHHBIC aMUHOKHCIIOTHI.

3. Cnioco6 cuntesa Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkukoii paze

nomn.2, B KOTOPOM YKa3aHHBIC 3alIUIIICHHBIC AMUHOKHCIIOTBI BBI6paHI>I W3 I'PYIIIIBL, COCTOSIILIEHN
U3 aMMHOKMCJIIOT, 3alMILEHHBIX Boc, aMMHOKHUCIOT, 3aIIUIIEHHBIX 6CH3I/IHOKCI/IKap6OHI/IHOM,

AMMHOKHCIIOT, 3aIIMIIECHHBIX Fmoc U 3aIUIeHHBIX q)TOpaHFI/II[pI/II[OB AMHWHOKHUCIIOT.

4. Crioco6 cunte3a Ac-Arg-umkino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B sxxuaxoit paze

1o 1.3, T/Ie YKa3aHHBIN 3aIUIICHHBIN (PTOPAHTUAPUIT AMUHOKUCIIOTHI MPEICTABISIET COOO

(l)TOpaHFI/II[pI/I)I Fmoc aMMHOKUCIIOTBI WU (bTOpaHFI/II[pHI[ Bsmoc aMMHOKHMCIIOTEL.

5. Cnioco6 cuntesa Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkukoii paze

10 J'IIO6OMy n3 1'[1'[.1—4, rac IpuMEHACTCA MCTOAUKA CIHMBAHHA CMCIIAHHOT'O aHT'MAPHIA.

6. Crioco0 cunte3a Ac-Arg-nukito(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkukoit paze

10 J'IIO6OMy H3 IIII. 1—4, rac NpuMeHACTCA MCTOAWKA CINMBAHUSA IICIITUA-TUAPA3UIA.

7. Cnioco6 cuntesa Ac-Arg-unkiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkukoit paze

1o Jiro0oMy U3 m.1-4, rje ajs npeBpamieHus caokHOoIGUpHON PYHKIMOHATBHON I'PYIIIBI B
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aMUTHYIO (DYHKIMOHAJIBHYIO TPYIITY IMMPUMEHSIETCS] aMMHUAK.

8. Crioco0 cuntes3a Ac-Arg-uukio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B sxuakoti haze
1o JT100oMy U3 1Il.1-4, r/ie IpUMEHseTCs 3alUIIeHHbIN enTuaHbIi pparmeHT Trp-Cys wim
Arg-Trp.

9. Cnioco6 cunTe3a Ac-Arg-unkiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkuakoit paze
IO 1.8, TJIe YKa3aHHbIN 3alUIIEeHHBIN enTuaHbIN ¢pparmeHT Trp-Cys npeacrasisieT codoi
Boc-Trp-Cys(Acm)-OMe unu Boc-Trp(For)-Cys(Acm)-OMe.

10. Crioco® cunte3a Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xuakoi
daze o 1.8, rae MpUMeHsIeTCs 3alMIIeHHBIN NenTUIHbIN (parmMeHT D-Ala-His vmu His-D-
Phe.

11. Croco® cunte3a Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xuakoi
daze no 11.10, rae ykazaHHbIN 3alMIIEHHBIN enTUAHBIN pparmenT D-Ala-His nmpencrasisier
co0Ooti 6en3unokcukapoonui-D-Ala-His-OH wnm 6en3unokcukapoonuii-D-Ala-His(Trt)-OH.

12. Cnioco® cunresa Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B sxuakor
(aze 1o 1.8, BKIIOYAIOIIMIA CTaUH:

(a) cunTe3a (pparmeHTa OeH3mTokcukapooHmn-D-Ala-His-OH u3 6eH3uII0KCHKapOOHUII-
D-Ala-OH u H-His-OH B npuCyTCTBUM CIIIMBAIOIIETO peareHTa;

WITY, B KAUECTBE AJIbTEPHATUBBI, CUHTE3a (parMenTa OeHzmnokcukapoonun-D-Ala-His(Trt)
-OH u3 6en3unokcukap6onuin-D-Ala-OH u H-His(Trt)-OH B ipucyTCTBUM CIITUBAIOIIETO
peareHra;

(b-1) cunTe3a ¢pparmenta 6eH3uokcukapoonui-D-Phe-Arg(Pbf)-OMe u3
oenzunokcukapooHut-D-Phe-OH u H-Arg(Pbf)-OMe B mpurCyTCTBUM CIIMBAIOIIETO PeareHTa;

(b-2) cuntesa ¢pparmenTta H-D-Phe-Arg(Pbf)-OMe nyrem rugpupoBaHus pparmMeHTa
oeH3uokcukapooHua-D-Phe-Arg(Pbf)-OMe, noiaydeHHoro Ha craauu (b-1);

(c-1) cunTesa parmMenTa OeHzmnokcukapoOoumin-D-Ala-His-D-Phe-Arg(Pbf)-OMe u3
oensuiokcukapoonmin-D-Ala-His-OH u ¢parmenta H-D-Phe-Arg(Pbf)-OMe, nmoryueHHOTO
Ha ctaauu (b-2), B IpUCyTCTBUM CUIMBAIOLIETO PEArCHTA;

WITY, B KAUECTBE AJIbTEPHATUBBI, CHHTE3a (pparMenTa OeHzmnokcukapoonun-D-Ala-His(Trt)
-D-Phe-Arg(Pbf)-OMe u3 6en3unokcukapoonui-D-Ala-His(Trt)-OH u ¢pparmenta H-D-Phe-
Arg(Pbf)-OMe, nonydeHHOTO Ha cTaauu (b-2), B MPUCYTCTBUM CILIMBAIOUIETO PEATEHTA;

(c-2) cunTesa ¢pparmenta H-D-Ala-His-D-Phe-Arg(Pbf)-OMe ruapupoBanueM pparmMeHTa
oensunokcukapoonusi-D-Ala-His-D-Phe-Arg(Pbf)-OMe, moiyyeHHoro Ha cTaauu (c-1);

WK, B KQUECTBE aJIbTepHATUBHI, cuHTe3a parmerTa H-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-
OMe runpupoBaHueM ¢pparmenTa 6eH3unokcukapoouus-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-
OMe, nosryyeHHOTr 0 Ha ctaauu (c-1);

(d-1) cuaTesa pparmenta Fmoc-Arg(Pbf)-Cys(Acm)-OH u3 Fmoc-Arg(Pbf)-OH u H-Cys
(Acm)-OBzl B IpUCyTCTBUM CLIMBAIOLIETO PeAreHTa ¢ MOCIEAYOIMM THIPUPOBAHUEM;

(d-2) cunTesa pparmenta H-Arg(Pbf)-Cys(Acm)-OH u3 ¢pparmenta Fmoc-Arg(Pbf)-Cys
(Acm)-OH, nonyyenHoro Ha craauu (d-1), B MpUCyTCTBUU OCHOBAHUS;

(d-3) cunresa pparmenta Ac-Arg(Pbf)-Cys(Acm)-OH u3 ¢pparmenTa H-Arg(Pbf)-Cys(Acm)
-OH, nonyyenHoro Ha craauu (d-2);

WM, B KQUECTBE aJIbTePHATUBHI, cuHTe3a (pparmenTa Ac-Arg(Pbf)-Cys(Acm)-OH u3
dbparmenta Ac-Arg(Pbf)-OH u H-Cys(Acm)-OMe B IpUCYTCTBUM CIIMBAIOIIIETO peareHTa, ¢
MOCJIEAYIOLIUM TUAPOJIM30M C UCIIOJIb30BAHUEM OCHOBAHMUS,

(e-1) cunrteza pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-OMe u3 Ac-
Arg(Pbf)-Cys(Acm)-OH u H-D-Ala-His-D-Phe-Arg(Pbf)-OMe B IpUCyTCTBUHU CLIMBAIOLLIETO
peareHra;

WJIM, B KQUeCTBE aJIbTepHATUBBI, cuHTe3a ¢pparmeHTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His
(Trt)-D-Phe-Arg(Pbf)-OMe u3 Ac-Arg(Pbf)-Cys(Acm)-OH u H-D-Ala-His(Trt)-D-Phe-Arg(Pbf)
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-OMe B IPUCYTCTBUM CILIMBAIOLIETO PEATEHTA;

(e-2) cuntesa pparmenrta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-OH ruaponuzom
dbparmenrta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-OMe, nmosryueHHOTO Ha CTa UM
(e-1), B IpUCYTCTBUU OCHOBAHMUS;

WIH, B KAUECTBE aJIbTePHATUBHI, cuHTe3a (pparmeHTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His
(Trt)-D-Phe-Arg(Pbf)-OH rugpomzom pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-
Phe-Arg(Pbf)-OMe, nosiyueHHOTo Ha cTajiuu (e-1), B MpUCyTCTBUM OCHOBAHUSI;

(f) cunresa pparmenTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-NHNH, u3
dparmenrta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-OMe, mosryueHHOTO Ha CTa UM
(e-1), B IpUCYTCTBUM T'HIPA3UHA;

WK, B KAYECTBE aJIbTEePHATUBHI, cuHTe3a (pparmeHTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His
(Trt)-D-Phe-Arg(Pbf)-NHNH, u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-OMe, nonydeHHOTO Ha cTaauH (e-1), B MpUCyTCTBUU THAPA3ZUHA;

(g-1) cunresa ¢pparmenta Boc-Trp-Cys(Acm)-OMe u3 Boc-Trp-OH u H-Cys(Acm)-OMe B
MIPUCYTCTBUM CILIMBAIOLIETO PEATEHTA;

WJIM, B KAUECTBE aJIbTepHATUBBI, cuHTe3a parmeHTa Boc-Trp(For)-Cys(Acm)-OMe u3 Boc-
Trp(For)-OH u H-Cys(Acm)-OMe B IpuCyTCTBUM CILIMBAIOLIETO PEATEHTA;

(g-2) cuntesa ¢pparmenta H-Trp-Cys(Acm)-OMe u3 pparmenta Boc-Trp-Cys(Acm)-OMe,
IOJIYYEHHOr' 0 Ha crajauu (g-1), B mpucytcTBun TFA;

WK, B KQUECTBE ajIbTepHATUBHI, cuHTe3a parmerTa H-Trp(For)-Cys(Acm)-OMe u3
¢parmenta Boc-Trp(For)-Cys(Acm)-OMe, moIy4eHHOTO Ha cTaauu (g-1), B MPUCYTCTBUU
TFA;

(h) cunre3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp(For)-Cys(Acm)-OMe
u3 pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-NHNH,, moiyueHHOro Ha
cranui (f), u H-Trp(For)-Cys(Acm)-OMe ¢ UCIIOTb30BaHUEM KUCTIOTHI U TPET-OY TUITHUTPUTA;

WJIY, B KAYECTBE ajibTepHATUBBI, cuHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-Trp(For)-Cys(Acm)-OMe u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-
Phe-Arg(Pbf)-NHNH,, nosnyuennoro Ha craqauu (f), u H-Trp(For)-Cys(Acm)-OMe ¢

UCIIOJIb30BAHUEM KUCTIOTHI U TPET-OyTUITHUTPUTA;

WJIY, B KAYECTBE allbTepHAaTUBBI, cMHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp-Cys(Acm)-OMe u3 pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-NHNH,,
nosryueHHoro Ha crajauu (f), u H-Trp-Cys(Acm)-OMe ¢ UCTIOJIB30BAHUEM KUCIIOTHI U TPET-
OYTUITHUTPUTA;

WJIY, B KAYECTBE ajibTepHATUBBI, cuHTEe3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-Trp-Cys(Acm)-OMe u3 pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-NHNH,, nonyuyennoro Ha cragui (f), u H-Trp-Cys(Acm)-OMe ¢ UCIIOJIb30BAHUEM
KHUCIIOTBI M TPET-Oy TUITHUTPUTA;

WM, B KQUECTBE AlIbTepHATUBBI, cuHTe3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp-Cys(Acm)-OMe u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-OH u
H-Trp-Cys(Acm)-OMe B IpUCYTCTBUM CIIMBAIOLLETO PEATeHTA;

WJIY, B KAYECTBE aJibTepHATUBBI, cuHTEe3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-Trp(For)-Cys(Acm)-OMe u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-
Phe-Arg(Pbf)-OH u H-Trp(For)-Cys(Acm)-OMe B IpUCYTCTBMM CIIMBAIOILLIETO PEArCHTA;

WJIM, B KAYECTBE allbTepHATUBBI, cuHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp(For)-Cys(Acm)-OMe u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-
OH u H-Trp(For)-Cys(Acm)-OMe B NpUCYTCTBUM CIIMBAIOILIETO PEATEHTA;

WJIY, B KA4eCTBE ajibTepHATUBBIL, cuHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-Trp-Cys(Acm)-OMe u3 pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-OH u H-Trp-Cys(Acm)-OMe B IpUCYTCTBUM CIIMBAIOIIETO PEATCHTA;
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WJIM, B KAUYECTBE aJIbTEpHATUBBI, cuHTe3a Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp-Cys
(Acm)-OMe u3 pparmenTta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)
-OMe B npucytcreuu TFA;

WJIM, B KAUECTBE alIbTEpHATUBBL, cuHTe3a Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp-Cys
(Acm)-OMe u3 pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp-Cys
(Acm)-OMe B npucytcreuu TFA;

WJIM, B KQUECTBE alIbTepHATUBBI, CUHTE3a Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp(For)
-Cys(Acm)-OMe u3 pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp(For)-
Cys(Acm)-OMe B nipucytctBun TFA;

WM, B KAUECTBE AJIbTepHATUBBIL, cuHTe3a Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp(For)
-Cys(Acm)-OMe u3 pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp
(For)-Cys(Acm)-OMe B nipucytctBun TFA;

(i) cuaTe3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)-NH, u3
¢parmenTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)-OMe,
IIOJIy4YEHHOT 0 Ha ctaauu (h), B IPUCYTCTBUM AaMMHUAKa;

WJIY, B KAUECTBE AJIbTEPHATUBBI, CUHTE3a Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp-Cys
(Acm)-NH, u3 ¢pparmenTa Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp-Cys(Acm)-OMe,
IIOJIy4eHHOT 0 Ha ctaauu (h), B IpUCyTCTBUM aMMHUAKa;

WJIY, B KAUECTBE AJIbTEPHATUBBI, CUHTE3a Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp-Cys
(Acm)-NH, u3 pparmenrta Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp(For)-Cys(Acm)-OMe,
IIOJIy4eHHOT 0 Ha ctaauu (h), B IpyUCyTCTBUM aMMHUAKa;

WJIY, B KAYECTBE ajibTepHATUBBI, cuHTEe3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-Trp-Cys(Acm)-NH, u3 pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-Trp-Cys(Acm)-OMe, nnonydyeHHOro Ha crajauu (h), B IPUCYTCTBUM aMMHAKA;

WJIM, B KAUYECTBE aJIbTEPHATUBBL, cuHTe3a Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp-Cys
(Acm)-NH, u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)
-NH, B nnpucyrcrBun TFA;

WM, B KA4ECTBE aJIbTepHATUBLI, cuHTe3a Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp-Cys
(Acm)-NH, u3 ¢pparmenTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp-Cys
(Acm)-NH, B nnpucytctBun TFA; n

(j) cunTesa Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, u3 Ac-Arg-Cys(Acm)
-D-Ala-His-D-Phe-Arg-Trp-Cys(Acm)-NH, ¢ HCITOJIB30BaAHMEM OKUCIISIFOIIETO ATEHTA.

13. Cnioco® cunte3a Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xuakoi
¢aze no .12, B KOTOpOM:

YKA3aHHBIN OKUCIIAIOIINN areHT SIBISIETCS MOIOM;

yYKa3aHHBIN CHIMBAIOIIMI areHT npeacrasisieT cooort DCC, HBTU, HATU, DIC, EDC unu
U300y TUIIOBBIN 3(UP XJIOPMYPABBUHOMN KUCIIOTHI; U

yKa3aHHOE€ OCHOBaHue Mpescraniser cooor EtyNH, TAEA, nunepasuH, TMUIPOKCU HATPUS
WJIU TUOPOKCUL KAJIUS.

14. Cnoco® cunte3a Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B )xuakoi
¢aze 1o 1.8, B KOTOPOM UCIIOJIB3YETCs 3aIUIICHHBIN enTUAHbIN ¢pparmeHT Cys-D-Ala vmu
Arg-Cys.

15. Cioco6 cuntesa Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xuakoit
(ase rmo 11.14, rae yka3aHHBIN 3aIMIIEHHBIA TenTUIHbIA pparmMenT Cys-D-Ala mpeacraBiseT
coboti Boc-Cys(Acm)-D-Ala-OH.

16. Cnioco0 cunresa Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B sxugkor
daze mo .14, BKITIOUAIOITUI CTaIUH:

Crp.: 4

n o

€e€o0gclLcioc

v



A

2012125033

RU

(a-1) cunresa pparmenta Boc-Cys(Acm)-D-Ala-OH u3 Boc-Cys(Acm)-OH u H-D-Ala-OH
B IPUCYTCTBUM CIIMBAIOIIIETO PEAreHTa;

(a-2) cunresa pparmenta H-Cys(Acm)-D-Ala-OH u3 pparmenta Boc-Cys(Acm)-D-Ala-OH,
IIOJIyYEHHOT' 0 Ha cTaauu (a-1), B mpucyrcrBuun TFA:

(b) cuntesza pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-OH u3 Ac-Arg(Pbf)-OH u pparmenrta
H-Cys(Acm)-D-Ala-OH, nosiy4eHHOT0 Ha cTaauu (a-2), B TPUCYTCTBHM CLIMBAIOILErO PEATEHTA;

(c-1) cunrtesza pparmenta Boc-His-D-Phe-OMe u3 Boc-His-OH u H-D-Phe-OMe B
IIPUCYTCTBUM CILIMBAIOLIETO PEATEHTA;

(c-2) cunresa pparmenta H-His-D-Phe-OMe u3 pparmenta Boc-His-D-Phe-OMe,
IOJIYYEHHOT' 0 Ha crajuu (c-1), B mpucyrcTBum TFA;

(d-1) cunresa ¢pparmenTa Boc-Trp-Cys(Acm)-OMe u3 Boc-Trp-OH u H-Cys(Acm)-OMe B
MPUCYTCTBUM CIIIMBAIOIIETO PEeareHTa;

WITH, B KAYeCTBE aJIbTepHATUBHI, cMHTe3a (pparmenTa Boc-Trp(For)-Cys(Acm)-OMe u3 Boc-
Trp(For)-OH n H-Cys(Acm)-OMe B IPUCYTCTBUM CUIMBAIOUIETO PEATEHTA;

(d-2) cuareza H-Trp-Cys(Acm)-OMe u3 pparmenta Boc-Trp-Cys(Acm)-OMe, TOTy4€eHHOTO
Ha ctaauu (d-1), B mpucyrcTBun TFA;

WIH, B KauecTBe ajbTepHaTuBbl, cuHTe3a H-Trp(For)-Cys(Acm)-OMe u3 ¢pparmenta Boc-
Trp(For)-Cys(Acm)-OMe, nonydeHHOTO Ha ctaauu (d-1), B mpucyrctBumn TFA;

(e-1) cunTte3a pparmenTa 6eH3uIokcukapooHuI-Arg(Pbf)-Trp-Cys(Acm)-OMe u3
oensunokcukapoonu-Arg(Pbf)-OH u pparmenta H-Trp-Cys(Acm)-OMe, oaydyeHHOTO Ha
craauu (d-2), B MPUCYTCTBUM CIIMBAIOLIETO PEATEHTA;

WJIH, B KAYECTBE aJIbTEPHATUBHI, CHHTE3a (pparMeHTa OeH3unokcukapooHmi-Arg(Pbf)-Trp
(For)-Cys(Acm)-OMe u3 6en3unokcukapoonuin-Arg(Pbf)-OH u ¢pparmenta H-Trp(For)-Cys
(Acm)-OMe, nosrydyeHHOTO Ha craauu (d-2), B MPUCYTCTBUM CUIMBAIOIIETO PEATEHTA;

(e-2) cuntesa ¢pparmenta H-Arg(Pbf)-Trp-Cys(Acm)-OMe runpupoBanueM ¢pparmeHTa
oen3unokcukapooHuI-Arg(Pbf)-Trp-Cys(Acm)-OMe, mosrydyeHHOTO Ha cTaauu (e-1);

WK, B KA4eCTBE aIbTepHAaTUBBI, cuHTe3a (pparmenta H-Arg(Pbf)-Trp(For)-Cys(Acm)-OMe
rupupoBaHreM ¢pparMerTa oeH3umokcukapooHmit-Arg(Pbf)-Trp(For)-Cys(Acm)-OMe,
MOJIYYEHHOTO Ha ctaauu (e-1);

(f-1) cunrtesa ¢pparmenTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-OMe u3 ¢pparmenTa
Ac-Arg(Pbf)-Cys(Acm)-D-Ala-OH, nonyuenHoro Ha craauu (b), u ¢pparmenta H-His-D-Phe-
OMe, MOJIy4eHHOTO Ha CTauH (c-2), B IPUCYTCTBUU CIIMBAIOLLIEIO PEAreHTa;

(f-2) cunresa pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-NHNH, u3 ¢pparmenrta
Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-OMe, nosnyuennoro Ha ctaauu (f-1), B mpucyTcTBUM
TUAPA3UHA;

WM, B KQUECTBE aJIbTePHATUBHI, cuHTe3a (hparmeHTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-
D-Phe-OH niytem runponusza pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-OMe,
IIOJIyYEHHOT O Ha cTtaauu (f-1), B MPUCYTCTBUM OCHOBAHUS;

(g) cunrte3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)-OMe u3
dbparmenTa Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-NHNH,, noydenHnoro Ha craauu (f-2),
u ¢pparmenta H-Arg(Pbf)-Trp-Cys(Acm)-OMe, 1mojiydeHHOTO Ha cTaauu (e-2), ¢
UCITOJIb30BAHUEM KUCIOTHI U TPET-OyTUITHUTPUTA;

WJIM, B KA4eCTBE allbTepHAaTUBbIL, cuHTe3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp(For)-Cys(Acm)-OMe u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-NHNH,,
nojydeHHoro Ha craauu (f-2), u pparmenta H-Arg(Pbf)-Trp(For)-Cys(Acm)-OMe,
MOJIYYEHHOT O Ha CTa/Iuu (e-2), C UCTIOJIb30BAHUEM KUCIIOTHI U TPET-Oy TUITHUTPUTA;

WJIM, B KAYECTBE allbTepHATUBBIL, cuHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp-Cys(Acm)-OMe u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-OH, nosryueHHOTO
Ha craauu (f-2), u pparmenta H-Arg(Pbf)-Trp-Cys(Acm)-OMe, mojiydeHHOTO Ha CTa UM (e-
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2), B IPUCYTCTBUY CUIMBAIOIIETO ar€HTA;

WJIM, B KAYECTBE allbTepHAaTUBBI, cuHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp(For)-Cys(Acm)-OMe u3 ¢pparmenta Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-OH,
nojydueHHoro Ha craauu (f-2), u pparmenta H-Arg(Pbf)-Trp(For)-Cys(Acm)-OMe,
MOJIyYeHHOTO Ha CTaJIuu (e-2), B MPUCYTCTBUH CIIMBAIOIIIETO areHTa;

(h) cunre3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)-NH, u3 Ac-
Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)-OMe, mOJTy4EHHOTO HA CTAIUU
(g), B IpUCYTCTBUM aMMHAKA;

WJIM, B KAYEeCTBE allbTepHATUBBI, cMHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp(For)-Cys(Acm)-NH, u3 Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp(For)-Cys
(Acm)-OMe, OJIy4EHHOTO HA CTaIUM (&), B IPUCYTCTBUA AMMHUAKA;

VI, B KAYeCTBE albTepHATUBBIL, cuHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp-Cys(Acm)-NH, u3 Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)-
OMe, 1TOJIy4€HHOT' O Ha CTaJiuM (g), B MPUCYTCTBUM AMMHUAKA;

WJIH, B KQUECTBE alIbTEpHATUBBI, cuHTE3a Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)
-Trp(For)-Cys(Acm)-NH, n3 Ac-Arg(Pbf)-Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp(For)-Cys
(Acm)-OMe, MoIy4eHHOTO Ha CTA/IMU (g), B TPUCYTCTBUA AMMUAKA;

(i) cunTesa Ac-Arg-Cys(Acm)-D-Ala-His-D-Phe-Arg-Trp-Cys(Acm)-NH, n3 Ac-Arg(Pbf)-
Cys(Acm)-D-Ala-His-D-Phe-Arg(Pbf)-Trp-Cys(Acm)-NH,, nonyuennoro Ha craauu (h), B
npucytctBum TFA; u

(j) cunresa Ac-Arg-uukio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH; u3 Ac-Arg-Cys(Acm)
-D-Ala-His-D-Phe-Arg-Trp-Cys(Acm)-NH,, noinydeHHOro Ha crajui (i), ¢ UCIIOJIb30BAHUEM

OKHCIISIOIIEr O areHTa.

17. Cnoco® cunte3a Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xuakoi
¢daze o .16, B KOTOpOM:

YKA3aHHBIN OKUCIISIOIINN areHT SIBISIETCS UOIOM;

yYKa3aHHBIN CLIIMBAIOIIMI areHT npeacrasisiet cooort DCC, HBTU, HATU, DIC, EDC unu
U300y TUITOBBIHN 3(UP XJTTOPMYPABBUHOM KUCIIOTHI; U

yKa3aHHOE OCHOBaHHMe npeAcTasisieT coooit EtNH, TAEA, nunepasvH, TMIPOKCUA HATPUS

WIA TUIPOKCU]T KAJIUSI.

18. Crioco6 cunresza Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkuakom
(daze, BKIIOYAIOIIUI JIMHEWHYIO TOCTAIMMHYIO METOJIMKY CUHTE3a.

19. Cnioco0 cuntesa Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B sxuakor
daze 1o n.18, B KOTOPOM UCIOIB3YIOTCS 3aIMIIEHHbIE AMUHOKHUCIIOTBHI.

20. Crioco6 cunre3a Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkuakom
daze o .19, r1e ykazaHHbIE 3aIUIIEHHBIE AMUHOKUCIIOTHI BEIOPAHBI U3 TPYIIITHI, COCTOSIIIEH
U3 AMUHOKHUCIIOT, 3aIIMIIEHHBIX Boc, aMMHOKHCIIOT, 3alMIIEHHBIX Fmoc, 1 3a1MIIeHHbIX
(bTOpaHrUAPUAOB AMUHOKHUCIIOT.

21. Cnioco6 cunre3a Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkuaxkow
¢asze o 11.20, rae ykazaHHbIe 3aIMIICHHbIE (TOPAHTUIPUIBI AMUHOKUCIIOT MIPEACTABISET
coboit Fmoc ¢ropaHruapuasl aMMHOKHUCIOT U Bsmoc propaHruapuibl aMUHOKHUCIIOT.

22. Cnioco6 cunre3a Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkuakom
daze mo mobdomy u3 1. 18-21, rae Ha C-KOHIE 3aIUIIICHHOM ITENTTUIHOMN HETH UCTIONTB3YEeTCS
JUMETUILMKIIONPONUIMETUIIAMUH.

23. Cnioco6 cunre3a Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xuakom
daze mo m.22, B KoTopoM Ucoib3yioT pparmeHT Fmoc-Cys(Trt)-NH-CMe,CP.
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24. Cnioco6 cunre3a Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B xkuakom

(aze mo .23, BKITIOUYAIOITHUI CTaIHH:
(a) cunresa H-Cys(Trt)-NH-CMe,CP u3 Fmoc-Cys(Trt)-NH-CMe,CP B ipucyTcTBUA

OCHOBAHMS;
(b) curresa Fmoc-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-Trp(Boc)-OH n H-Cys(Trt)-NH-

CMe,CP, nos1y4eHHOT 0 Ha CTaauM (a), B IPUCYTCTBUM CIIMBAIOLLETO PEAreHTa;
(c) cunresa H-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-Trp(Boc)-Cys(Trt)-NH-CMe,CP,

MOJIYYEHHOT O Ha cTajuu (b), B IPUCYTCTBUM OCHOBAHMUS;
(d) cunTesza Fmoc-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP n3 Fmoc-Arg(Pbf)-OH n H-Trp

(Boc)-Cys(Trt)-NH-CMe,CP, nosryyeHHOTO Ha CTaauu (C), B MPUCYTCTBUU CLIMBAIOLIETO

peareHra,;
(e) cunresa H-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-Arg(Pbf)-Trp(Boc)-Cys

(Trt)-NH-CMe,CP, nosnyueHHoro Ha craauu (d), B IpUCyTCTBUM OCHOBAHMUS;
(f) cunresa Fmoc-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-D-Phe-OH u
H-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP, nosnydueHHOro Ha crajauu (e), B IPUCYTCTBUU

CIIIMBAIOIIIETO peareHTa;
(g) cunre3a H-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-D-Phe-Arg(Pbf)-

Trp(Boc)-Cys(Trt)-NH-CMe,CP, mostyueHHoro Ha craauu (f), B MpuCyTCTBUM OCHOBAHUS;
(h) cunre3a Fmoc-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-His
(Trt)-OH u H-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP, monydeHHOr0O Ha crajauu (g),

B IPUCYTCTBUU CIIIUBAIOIIETO PEAreHTa;
(i) cunreza H-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-His(Trt)-

D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP, nonyuenHoro Ha ctaauu (h), B IpucyTCTBUM

OCHOBAHMS;
(j) cuntesda Fmoc-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-

D-Ala-OH u H-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP, nony4eHHOTO Ha

craauu (i), B IPUCYTCTBUU CHIMBAIOLIETO PEATEHTA;
(k) cunresa H-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Fmoc-D-

Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP, monmyuenHoro Ha craauu (j), B

MPUCYTCTBUM OCHOBAHMUS;

(1) cuareza Fmoc-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP
13 Fmoc-Cys(Trt)-OH u H-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP,
MOJIy4eHHOTro Ha cTajuu (K), B IpUCYTCTBMH CIIMBAIOIIETO pearcHTa;

(m) cunre3a H-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP
u3 Fmoc-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP, moiyyeHHOrO
Ha ctaauu (1), B MpUCYyTCTBUM OCHOBAHMUS;

(n) cunrte3a Fmoc-Arg(Pbf)-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-
NH-CMe,CP u3 Fmoc-Arg(Pbf)-OH u H-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-
Cys(Trt)-NH-CMe,CP, mosry4eHHOr o Ha cTajuy (m), B IPUCYTCTBUM CIIMBAIOLIETO PEATeHTA;

(o) cunresa H-Arg(Pbf)-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-
CMe,CP u3 Fmoc-Arg(Pbf)-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-
CMe,CP, noy4eHHOr 0 Ha cTajguu (n), B IPUCYTCTBUA OCHOBAHMUS;

(p) cunte3a Ac-Arg(Pbf)-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-
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CMe,CP u3 H-Arg(Pbf)-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-
CMe,CP, nonyyeHHOT0 Ha ctaauu (0), u Acy)O, AcCl wm AcBr;

WJIY, B Ka4eCTBE aJIbTepHATUBBI, CUHTE3a Ac-Arg(Pbf)-Cys(Trt)-D-Ala-His(Trt)-D-Phe-Arg
(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP u3 Ac-Arg(Pbf)-OH u H-Cys(Trt)-D-Ala-His(Trt)-D-Phe-
Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP, moinydyeHHOTro Ha cTaguu (m), B IPUCYTCTBUU
CLLIMBAIOIIIETO PEAreHTa;

(q) cuntesa Ac-Arg-Cys-D-Ala-His-D-Phe-Arg-Trp-Cys-NH, u3 Ac-Arg(Pbf)-Cys(Trt)-D-
Ala-His(Trt)-D-Phe-Arg(Pbf)-Trp(Boc)-Cys(Trt)-NH-CMe,CP, moiydeHHOT0o Ha crajauu (p), B
npucyrcteun TFA; u

(r) cunTe3a Ac-Arg-uukino(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, u3 Ac-Arg-Cys-D-Ala-
His-D-Phe-Arg-Trp-Cys-NH,, nonydeHHOro Ha crajuu (q), B IPUCYTCTBUU OKUCIISIIOIIETO
areHra.

25. Cnioco06 cunte3a Ac-Arg-uukiio(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, B sxuakor

¢daze 1o m.24, B KOTOPOM:
YKa3aHHBIN OKUCTISIONIMI areHT SIBJISIETCSl HOA0M, KUCIIOpo10M, Bo3ayxoM uinu JIMCO;
yKa3aHHBIN CHIMBAOIIMI areHT npeactasiseT coooit DCC, HBTU, HATU, DIC, EDC uiau
U300y TUIIOBBIN AU XJTIOPMYPABBUHON KUCTIOTHI; U
yKa3zaHHOE OCHOBaHMe npejacrasiisieT coooi Et,NH, TAEA wiu nunepasuH.
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