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(57) ®opmyna uzoopeTeHust

1. @apmaneBTUUECKasi KOMIIO3ULMS YACTOTO BOAHOTO PACTBOPA WIIM Tellsl WIH
MOJIyTBEPOTO MaTepuaa, CoepKaasi KOHbIOraT COMaTOCTATHH-I0(aMIH WK eTo
(hapMaLeBTUYECKH TPUEMIIEMYIO COJIb, B KOTOPOW KOHBIOTAT COMAaTOCTATUH-10(haMUH
00pazyeT ocaJloK, WIK JAETO WIKM OCAA0K in Situ MOcje NOJAKOXHOTO WM BHYTPUMBILIEYHOT O
BBEJICHUS CyOBEKTY.

2. @apmManeBTHUECKast KOMITO3ULMS 110 1.1, Tie yKa3aHHBIA KOHBIOIaT COMATOCTATHUH-
nogaMuH MpeAcTaBIIsIeT COOO0M:

Dop2-DLys(Dop2)-uukino[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 1)

Dop2-DPhe-mkno[Cys-3ITyr-DTrp-Lys-Val-Cys]-Thr-NH,; (SEQ ID NO: 2)

Dop2-DPhe-1mkno[Cys-3ITyr(Dop2)-DTrp-Lys-Val-Cys]-Thr-NH,; (SEQ ID NO: 3)

Dop2-DPhe-Doc-DPhe-umkno[Cys-3ITyr-DTrp-Lys-Val-Cys]-Thr-NH,; (SEQ ID NO: 4)

Dop2-DPhe-Doc-DPhe-umkno[Cys-3ITyr(Dop2)-DTrp-Lys-Val-Cys]-Thr-NH,; (SEQ ID NO:
5)

Dop3-DPhe-mkno[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 6)

Dop4-DPhe-1ukio[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 7)

Dop2-Doc-DPhe-uukiio[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 8)

Dop2-Lys(Dop2)-umkiio[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 9)
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Dop2-Lys(Dop2)-DTyr-DTyr-umkio[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO:
10)
Ac-Lys(Dop2)-DTyr-DTyr-umkno[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 11)
Dop2-DPhe-1ykiio[Cys-3ITyr-DTrp-Lys-Thr-Cys]-Thr-NH,; (SEQ ID NO: 12)
Dop2-DLys(Dop2)-DPhe-uukno[Cys-31Tyr-DTrp-Lys-Thr-Cys]-Thr-NH,; (SEQ ID NO: 13)
Ac-DLys(Dop2)-DPhe-umkino[Cys-3ITyr-DTrp-Lys-Thr-Cys]-Thr-NH,; (SEQ ID NO: 14)
Dop2-Lys(Dop2)-DPhe-uukno[Cys-31Tyr-DTrp-Lys-Thr-Cys]-Thr-NH,; (SEQ ID NO: 15)
Dop2-Lys(Dop2)-DTyr-DTyr-uukno[Cys-31Tyr-DTrp-Lys-Thr-Cys]-Thr-NH,; (SEQ ID NO:
16)
Dop2-Lys(Dop2)-DPhe-uukno[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 17)
Dop5-Lys(Dop5)-DPhe-uukno[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 18)
Dop5-DPhe-1ukio[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 19)
Dop6-DPhe-1ukiio[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-NH,; (SEQ ID NO: 20)
Dop2-Tyr-uukiio[DDab-Arg-Phe-Phe-DTrp-Lys-Thr-Phe]; (SEQ ID NO: 21)
Dop2-Lys(Dopa2)-DTyr-Tyr-uukino[DDab-Arg-Phe-Phe-DTrp-Lys-Thr-Phe]; (SEQ ID NO:
22)
; (SEQ ID NO: 23)

s /w]/ Doc-D-Phe-unkno[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,

0

; (SEQ ID NO: 24)

s YAEPA-D-Phe—ummo[Cys-Tyr—D-Trp-Lys-Abu-Cys]-Thr-N H,
o)

"

H
: s Aepa-D-Phe-unkno[Cys-(3-iogo-Tyr)-D-Trp-Lys-Val-Cys]-Thr-NH,
HN /\H/
= )
N
H |
~_

(SEQ ID NO: 25)

; (SEQ
H
: s /\[( D-Phe-uykno[Cys-(3-itogo-Tyr)-D-Trp-Lys-Val-Cys]-Thr-NH,
HN
= o)
N
SN
ID NO: 26)
; (SEQ
H - §
- H
. N
HN Y N\[( \)J\ D-Phe-uukno[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,,
— O
N
H |
ID NO: 27)
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; (SEQ
/ﬁ]/ Aepa-Aepa-Lys-D-Tyr-D-Tyr-ynkno[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,
O

ID NO: 28)

Lt

(SEQ ID NO: 29)
PEN : (SEQ ID

D-Phe-unkno[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,

/ﬁ( D-Phe-unkno[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,
O

. (SEQ ID

/ﬁ( D-Phe-uukno[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH2
O

NO: 31)
; (SEQ

s /\{(Aepa-Lys-DTyr-D-Tyr-|.w|nu-lo[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH2

O

ID NO: 32)
; (SEQ

' S/ﬁ( Lys-DTyr-D-Tyr-ymkno[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,
HN

— O

; (SEQ

S/\”/ Doc-Lys-DTyr-D-Tyr-unkno[Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,
)

ID NO: 34)
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; SEQ ID

H
I Lys-D-Tyr-D-Tyr-umkno[Cys-
—_ o Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,
N
"l
NO: 35)
; (SEQ ID
H
; S/\”/ Aepa-Aepa-D-Phe-unkno[Cys-
HN . 5 Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,
N
"l
NO: 36)
; (SEQ
H
| s /\”/ Aepa-Aepa-D-Phe-yuno[Cys-
HN — o (3-i10p0 ) Tyr-D-Trp-Lys-Val-Cys]-Thr-NH,
N
"l
ID NO: 37)
H
HN ' s/\n/Aepa-D-Phe-qmmo [Cys-Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,
s O
N
B
(SEQ ID NO: 38)
; (SEQ ID
H
i S/\H/ Aepa-Aepa-D-Phe-unkno[Cys-
AN —— o (3- itono) Tyr-D-Trp-Lys-Val-Cys}-Thr-NH,
N
H |
NO: 39)
H
: Doc-D-Phe-uukro[Cys-Tyr-D-Trp-Lys-Abu-~Cys]-Thr-NH,,
HN s/\”/
— O
\""\/]\N/
H |

(SEQ ID NO: 40)

Ctp.: 4

ndy

LVY60S91L01L0C

\4



A

20101500947

RU

; (SEQ ID

H
| s Doc-D-Phe-uykro[Cys-(3-itopo ) Tyr-
HN /\[(])/ D-Trp-Lys-Val-Cys}-Thr-NH,
N
H |
NO: 41) unu
; (SEQ ID NO:
H
! Doc-Doc-D-Phe- uukro[Cys-
— o Tyr-D-Trp-Lys-Abu-Cys]-Thr-NH,
N
H |
42)

WK UX (apMaleBTUYECKH TPUEMIIEMbIE COJIH.

3. dapmaneBTHUECKAsT KOMITO3ULUS MO 1.2, TJIe YKa3aHHbIA KOHBIOTAT COMATOCTATHH-
nodamuH mpeactasiseT codort Dop2-DLys(Dop2)-mukio[Cys-Tyr-DTrp-Lys-Abu-Cys]-Thr-
NH, (SEQ ED NO: 1).

4. dapmaneBTUUECKasi KOMITO3ULUS 110 JII0OOMY U3 MII. 1-3, JOTIOJIHUTEIBHO coiepkKaniast
OPraHUYECKUN KOMITOHEHT, TA€ YKA3aHHBIA OPraHUYECKUI KOMITOHEHT YBEJIMUMBAET
pPacTBOPUMOCTh KOHBIOTAaTa COMAaTOCTATUH-T0()aMUH B BOJTHOM PAacCTBOPE MM CHHXKAET
BSI3KOCTbB TI'€JIsl WIIM MTOJIyTBEPIOr0 MaTepuana.

5. @apmaneBTUYECKAss KOMITO3UIMS 110 1.4, T€ YKA3aHHbBIM OPraHUYECKUA KOMIIOHEHT
BBIOUPAIOT U3 TPYIIIBI, COCTOSALIEH U3 OPraHUUECKOT O MOJIMMEPa, OPTaHUYECKOTO
pacTBopuUTes, CIMPTA, caxapa, UUKIOAEKCTpUHA, (pochomunuaa, BOJopacTBOPUMOTro
OPraHUYECKOTO PACTBOPUTEIIS], HEMOHOTEHHOT'O OBEPXHOCTHO-AKTUBHOT'O BELIECTBA U
CIIOJKHOTO 3dupa.

6. ®apManeBTHUECKas KOMIIO3UIMS MO 1.5, T/I€ YKa3aHHbIA OPraHUYeCKUid TOJIMMEp
npeacrasiisieT coboit PEG; ykazaHHbIH OpraHUYecKUil pacCTBOPUTENH MPEACTABISIET COOOM
aMUJT; YKA3aHHBIN CIUPT BBIOUPAIOT U3 TPYMIIbI, COCTOSIIEN U3 3TaHOIa, TPOMAaHoJIa U
MPOMWJICHTJIMKOJIS; YKA3aHHBINA HIUKIIOAEKCTPUH BBIOMPAIOT U3 TPYIIITbI, COCTOSIIEH U3
TUIPOKCUTIPOTTHII-IIMKIIOIEKCTPUHA U TIPOCTOTO CYJIbPOOYTUITOBOTO Iupa-
[IUKJIOJIEKCTPUHA; YKa3aHHBIN (HOChHOTUIHT BBIOUPAIOT U3 TPYIITBI, COCTOSIIEH 13
TUIPOTEHU3UPOBAHHOTO (pochaTuaunxoauHa 60608 cou, TUCTEaPOUII-
dhochatumunriavuepura, 1-muMuprucToni-hochaTUANIXOIMHA U 1-TUMUPUCTOUIT-
dbochaTuaurIvieprHa; YKa3aHHbIM BOJOPACTBOPUMBINM OPraHUYECKHI PACTBOPUTEITH
BBIOMpAIOT U3 rpymibl, cocrosimeidt u3 PEG300, ataHosa, mponuaeHT KOS, TIIMIepruHa, N-
METHIT-2-TIUPPOJIUAOHA, TUMETHIIANETAMUIA U TUMETHIICYTb(POKCUIA; YKa3aHHOE HEMOHHOE
MMOBEPXHOCTHO-aKTUBHOE BEIIECTBO BHIOMPAIOT U3 T'PYIIITHI, cocTosei u3 Kpemodopa EL,
Kpemodopa RH 40, Kpemodopa RH 60, d-rokodepon nomustuneHrmmkoab 1000 cykuuHara,
nonucopbara 20, monucopbarta 80, copOuTaH MOHOOJIEaTa, rmojiokcamepa 407,

Jlabpaduna M-1944CS, Jlabpaduna M-2125CS, Jlabpa3zomna, Gellucire 44/14,
Codrurena 767 1 MOHO- U JUCIIOKHBIX 3(UPOB KUPHBIX KUcIoT U1 PEG300, PEG400
wi PEG1750; 1 yka3aHHBIN CI10KHBIN 3¢Up MPEACTABIISIET COOOM CIOXKHBIM
TTOJIMTJIMKOJIEBBI 3(up.

7. @apMaieBTHUECKass KOMIIO3UIMS O 1.6, T/1ie yKa3aHHbIl PEG BbIOpaH U3 IpyIibI,
cocrosment u3 PEG300, PEG400 u PEG1750.

8. @apmaneBTHUECKass KOMITO3UIUS 110 11.6, I/1€ YKa3aHHbBIA aMU SABJISICTCS
JUMETUIIALETAMUIOM.

Ctp.: 5

ndy

LVY60S91L01L0C

\4



A

20101500947

RU

9. ®apMaueBTHUECKass KOMIIO3ULMS 1O 1.7 WK 8, TJI€ YKa3aHHBIA KOHBIOraT
COMATOCTATUH-T0(paMUH pacTBOpsIOT B 20%-HOoM BogHOM pactBope PEG400 B
KOHIEHTpauuu mpubiusutenbHo 30% (Mac./00.); Wik yKa3aHHbBIM KOHBIOTaT COMATOCTATHUH-
nogaMuH pacTBOPSIOT B 5%-HOM BOAHOM pacTBope DMA B KOHIEHTpanuu
npuoan3uTenbHO 200 MI/MIT.

10. ®apmaneBTUUECKAsT KOMITO3UIIUS 10 JIF0O0MY U3 111 1-3, rlie yKa3aHHbIA KOHBIOTaT
COMATOCTATUH-A0(GAMUH PACTBOPSIOT B BOJE B MaIia30HE KOHLUEHTpALUU
npudau3uTenbHo 15-30% (Mmac./00.).

11. ®apmaneBTHYECKAsT KOMITO3UIMS 110 I1.1, I/ie KOHBIOTAaT COMATOCTATUH-T0(haMUH
HaxoauTcsl B BOOHOM pactBope ¢ pH Mexay 1,0 1 10,5, mpeanoyTUTesIbHO MEXAY 3 U 8 U
OoJiee IPEANOYTUTEILHO MEXTY 5 U 6.

12. dapmaneBTHYECKAsT KOMITO3UIUS T10 T1. 1, T/Ie KOHBIOTAT COMAaTOCTATUH-T0(haMuH
HaXOJIUTCS B KOHLEHTpanuu oT npuoausutensao 0,0001 1o 500 Mr/Mi1, TpeAnoYTUTEIEHO OT
npubausuTensHo 0,1 10 300 Mr/miT.

13. ®apmaneBTHUECKAsT KOMIIO3ULKMSA 1O I1. 1, TOTIOJTHUTENIBHO COJEPkKAIAsi KOHCEPBAHT,
W30TOHUYECKOE CPEACTBO, CTAOUIM3ATOP, MOBEPXHOCTHO-aKTUBHOE BEIIIECTBO,
XenaTupylollee cpeacTBo, Oydep W/uim NByXBaJeHTHBINA MeTaJll.

14. ®apmaneBTUYECKAST KOMITO3UIMSA 110 11.13, T/ie yKa3aHHbBIM KOHCEPBAHT BBIOPAH U3
CPYIIIbI, COCTOSIIEN U3 M-Kpe30i1a, (heHos1a, OEH3UIOBOT0 CIIUPTA U METUJI TapadeHa, u
NPUCYTCTBYET B KOHLUEHTpauuu ot 0,01 mr/mit go 100 Mr/mit; Tae yka3aHHOE U30TOHUYECKOE
CpeAcCTBO MPUCYTCTBYET B KOHUEHTpauuu oT 0,01 mr/mut no 100 Mr/mit; yKa3aHHBIA
cTabuu3aTop BeIOpAH U3 TPYIIIbI, COCTOSIIEH U3 UMHUIA30J1a, ApPTUHUHA U TUCTUIMHA;
yKa3aHHbIN Oydep BbIOpaH U3 rpyMIbl, cocTosmei u3 Tris, AMMOHMIA alieTaTa, anerata
HATpUsl, [JIMOUHA, ACITAPATUHOBOMN KUCIIOTHI U Bis-Tris; M yKa3aHHbINM IBYyXBAJICHTHbIA HOH
MIPECTABIISIET COOOM IUHK.

15. Crioco®6 neveHust 3a00JIeBaHUS UJTM COCTOSIHUS Y CYOBEKTa, IJIe YKa3aHHBIN criocob
BKJTIOYAET BBEJICHUE YKA3aHHOMY CYOBEKTY TepaneBTUYeCKH 3(h(PEKTUBHOTO KOJIMYECTBA
(hapManeBTHUECKON KOMITO3UIUM 110 JTI000MY M3 1. 1-14, T1ie yka3aHHOe 3a00JIeBaHNe WUITH
COCTOSIHUE BBIOPAHO U3 TPYIIbI, COCTOSIIEH U3 paKa JIETKUX, TJIMOMBI, aHOPEKCHH,
TUIIOTUPEO3a, TUIIEPATIbAOCTEPOHU3MA, TOPaXXeHUs! H. pylori, aKpOMEraJuy, pecTeHO3a,
6ose3nu KpoHa, cucteMHOM CKIIEpOAEPMUM, HAPY>KHBIX U BHYTPEHHUX JIOKHBIX KUCT
MODKETYOYHOM *keJe3bl ¥ acuutoB, BUTTombl, He3unno61acTo3a, TUIepUHCYIMHU3MA,
racTpUHOMBI, CHHApOMa 30JUIMHIepa-DIIMCOHA, TUapeu, 1uapeu, cBsizanHom co CITN/I,
JIMAPEN, CBSI3AHHOMN C XUMHOTEPAIIUEH, CKIEPOAEPMUU, CUHAPOMA PA3IPAKEHHOTO TOJICTOTO
KUIIIEYHUKA, TAHKPEATUTa, TOHKOKHIIIEYHOU HEMPOXOIUMOCTH, TaCTPO330(haruaIbHOTO
pedutrokca, 1yoaeHoracTpaibHOro peduirokca, cuuapoma KymmHra, roHagoTpOITMHOMBI,
runepnapatupeosa, 6one3nu ['peliBca, muadetuyeckol HeBponaTuu, 6ose3nu Ilemxera,
MOJIMKUCTO3a SIMYHUKOB, PaKa IMTOBUIHOM XKEJIE3bl, FENAaTOMBI, JIEHK03a, MEHUHTUOMBI,
KaXxeKCUM MPU 3110KAYECTBEHHOW OIYXOJIU, OPTOCTATUUECKOU TMITIOTEH3UU, TUITOTEH3UH,
BO3HUKAIOUIEH MOCJIE TpUEMa MHUILH, TPUCTYIIOB MAHUKH, AICHOM, cekpeTupytomumx ['P,
AKpOMETAJINH, aICHOM, cekpeTupytommx TTT, aneHoMm, CeKpeTUPYIOIIUX MTPOJIAKTUH,
WHCYJIMHOMBI, TJIFOKArOHOMBI, CaXapHOro auabera, TUIepiIuuaIeMyu, yCTOMYMBOCTHU K
WHCYJIMHY, CHHApoMa X, aHTHOITATHH, TTpoJdepaTUBHON peTUHOTIATHH, (PeHOMEeHa
“yTpeHHel 3apu”’, HepOMaThU, CEKPELUU KUCITIOTHI KeJTyT0YHOT'O COKa, ENTHUECKUX SI3B,
TOHKOKUIIEYHOT 0-KOKHOTO CBMILIA, TAHKPEATO-KOKHOT'O CBUIIA, AEMIIMHT-CUHIPOMA,
CUHApPOMA “BOASHUCTON AUAPEU, TAHKPEATUTA, OIYXOJIH, CEKPETUPYIOLIEH
FaCTPOUMHTECTUHAJIBHBIE TOPMOHBI, aHTUOTE€HE3A, ApTPUTA, OTTOPKEHUS
AJJIOTPAHCIIIAHTATa, KPOBOTEUEHUS COCYAA TPAHCIIJIAHTATA, TOPTaJIbHON TMUIIEPTEH3UH,
JKETYTOYHO-KHUILIEYHOTO KPOBOTEUEHHUS, OKUPEHUS U IEPEAO3UPOBKU OIMHMOUIOB.
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