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(54) AHTATOHHCT KUCJIOTHOT'O HACOCA JJIS JIEYUEHU I 3ABOJIEBAHUM, CBS3AHHBIX C
ITATOJIOTUMYECKUM HAPYIIEHUEM MOTOPHKHU XEJIYVAOYHO-KNINIEYHOI'O TPAKTA

(57) ®opmyna u300peTeHUs

1. IIpumenenue coearHeHust, 00JIadarOIEro aKkTUBHOCTHIO AHTATOHUCTA KMUCITIOTHOTO
Hacoca, ero apManeBTHUECKH ITPUEMIIEMOM COJTU UJIU €T0 TIPOJIeKapCTBA IS TTOJTyUeHUs
JIEKapPCTBEHHOT'O CPE/ICTBA JIJIs JieueHHUs 3a00JIeBaHMi, CBI3aHHBIX C MATOJIOTMYECKOMN
MOTOPUKOH KETYTOUHO-KUILIEYHOT'O TPAKTA.

2. Ilpumenenwue o 1.1, rae

COoeIMHEeHMe, 00J1a/1a1011Iee AaKTUBHOCTHIO aHTAaTOHUCTA KUCIIOTHOT'O HAcOCa, IIPEICTABIISIET
cobor

CcoeMHEHHE, MPeCTaBICHHOE cleaytolei obien dopmyoii (I);

COEJIMHEHUE, MPEJICTABICHHOE ciemytoiel oomett popmyoii (11);

coenuHeHue, onmcanHoe B W0O2000017200, koTopoe mpeacTaBisieT codoit copanpasaH;

coeauHeHue, onucaHHoe B W09605177, koTopoe MpecTaBiisieT cOO0N peBanpasaH;

coeauHeHue, onucanHoe B W02009041447, W0O2007026916, W02009041705,
W02008108380 1 W0O2007114338, npencrapisieT coooit TAK-438;

coelrHeHue, oncanHoe B W09955706, W0O2000011000 u WO2000010999, koTopoe
npeacTaBisieT cooort AZDO0865;

coeauHeHue, onucanHoe B W02006136552, kotopoe npeacTasiser coboit BYK405879;
WJIN

coeauHeHue, onucaHHoe B W02000077003, koTopoe npeacTasiseT codoi CS-526,
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coeauHenue ¢hopmyibl (I) M ero hapManeBTUYECKH IMpUeMIIeMasi COJIb UIIU €ro
IIPOJICKapCTBO,

rae -A-B- npencrasisiet coboit -O-CH,-, -S-CH,-, -CH,-O- unu -CH,-S-;

X mpejacTaBiisieT coboit aToM Kuciaopoaa uiu NH;

R! npencrasisier coooit Cq-Cg aNKUIbHYIO TPYIITY, HE3aMEIICHHYIO WK 3aMELIeHHYIO |
WY 2 3aMECTUTEIISIMU, HE3aBUCUMO BBIOPAHHBIMU U3 TPYIIIIBI, COCTOSIIEN U3 TUAPOKCH TPYIIIIbI
n C-Cg aJIKOKCH I'PYIIIILI;

R? u R® HesaBucumo MPEACTABISIIOT cO00M aToM Boopoia, C;-Cg alKUIbHYIO TPYIIILY,
C3-C7 LMKIIOATIKWIBHYIO IPYIIILY WM T€TEPOaPUIIbHYIO rpynily, ykazaHHas C;-Cg aKkuibHast
rpynma, ykazanHas C;-C; IMKJIOQIKUIIbHAS TPYINA U YKa3aHHAs reTepoapuiibHas rpyIia

ABJISIIOTCS] HE3AMEILIEHHBIMU WIM 3aMELIEHHBIMU OT 1 10 3 3aMECTUTEIISIMU, HE3ABUCUMO
BBIOPAHHBIMH U3 TPYIIIBL, COCTOSIIIEN U3 aTOMA rajioreHa, ruApokcu rpyibl, C;-Cg aTTKOKCH

rpynisbl, C3-C; IMKIOAIKUIBHOM I'PYNIbI, aMUHO IrpyIibl, C;-Cg aIKWIAMHUHO IPYIIILI U

11(C-Cg alIKWI)aMUHO TPYIIIBI; UIIN R’ u R3, B3SITBIE BMECTE C ATOMOM a30Ta, K KOTOPOMY

OHM MTPUCOEANHEHBI, 00Pa3yIOT 4-6-WICHHYIO T€TEPOUMKIMIECKYIO TPYIITY, HE3aMEIICHHYIO
WJIM 3aMELIEHHYIO | WM 2 3aMEeCTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIIBL, COCTOSLLIEN U3 THIPOKCH
rpynisbl, Ci-Cg ankunbHoM rpynisl, C-Cg auuiabHOM rpymiisl M rTuAPOKCU-C-Cg aIKUIBHOR

T'PYIIIIBI;

R4, R’ , R® u R meszaBucumo MPeJICTABIISIIOT cOOOM aTOM BOJOPO/Ia, ATOM TajloreHa,
ruapokcu rpymiy, C-Cg ankuinpHyo rpymmny win Ci-Cg aJIKOKCH IPYIILY; U

R® MPEACTABIISIET COOOW aTOM BOAOPOAA, rTuApoKcu rpymnmy win C-Cg aTKOKCH IpyIIy;
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R3,

A
(1)
coemuuenue Gpopmyisl (II) umm ero papmaneBTUUECKH IPUEMIIEMYIO COJIb UJIU €T0
MPOJIEKAapCTBO,

raeR! npenacrasisieT co0oi C;-Cg aIKUIbHYIO TPYIILY, HE3aMEIICHHYIO WK 3aMEILIEHHY IO

1 wm 2 3aMecTUTENSIMU, HE3AaBUCUMO BBIOPAHHBIMU U3 TPYIIIbI, COCTOAIIEH U3 TUIPOKCH
rpynisbl, C{-Cg alIKOKCU TPYIIBI, THAPOKCU-3aMelieHHON C3-Cy NMKIIOAJIKWIBHOW TPYIIIIBL,
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ruapokcu-C;-Cg ankuin-3amerieHHoN C3-C7 IMKITOATKWIBHOW I'PYIIIBI, apUIBHOM I'PYIIIIEI,

TUAPOKCHU-3aMEILIEHHON apWILHOM IPYIIIILI, TETEPOAPWILHON IPYIIILI M TaJION€H-3aMEILIEHHON
reTepoapuiIbHOM I'PYIIIIbI;

R® npencrasisier coboit atoM Bogopoa i Ci-Cg aTKUIBHYIO TPYIIITY, HE3aMEIIEHHY IO

WM 3aMELIEHHYIO | WM 2 3aMECTUTENSIMU, HE3aBUCUMO BBIOPAHHBIMU U3 TPYIIIbI, COCTOSIIIEN
u3 ruapokcu rpynnsl U C-Cg aJTKOKCH TPYIIIIBL;

R® u R* neszasncumo MPEeACTaBIIOT cO00i aToM Boopoia uitn Ci-Cg aTKUIBHYIO TPYIIITY,
C3-C5 HMKIIOQKUIIBHYIO TPYIIY WIK TeTePOaAPUIIBbHYIO TPYIITY, HE3aMEIIEHHYIO WU

3aMEIIEeHHYI0 OT 1 10 3 3aMeCTUTENSIMU, HE3AaBUCUMO BbIOPAHHBIMU U3 TPYIIIbL, COCTOSILEH
U3 IelTepus, aToMa rajoreHa, rugpokcu rpynmsl, C;-Cg ankokcu rpymisl u C3-C;

IMKIJIOAJIKWIIBHOW TPYTIIIBI; WA R’ 1 R*, B3s1TIC BMeCTe C aTOMOM a30Ta, K KOTOPOMY OHHM
MIPUCOEIUHEHBI, 00Pa3yIOT 4-6-UJIEHHYIO F€TEPOLMKINYECKYIO TPYIIITY, HE3aMEIIEHHYIO WU
3aMENIeHHYIO | WIu 2 3aMeCTUTENSIMU, BBIOPAHHBIMU M3 TPYIIIBI, COCTOSIIEHN U3 TUIPOKCH
rpynmbl, okco rpynisbl, C;-Cg ankunbHol rpynibl, C;-Cg auuIbHON I'PYIIBI U TUAPOKCH-

C;-Cg QIIKUIIBHON I'PYIIIBL;

A npencrasisieT cOOOH apUIIbHYIO WM FeTEPOAPUIIbHYIO IPYIITY, HE3aMELIEHHYIO WIN
3aMEIIEHHYIO OT 1 10 5 3aMecTUTeNsIMU, HE3AaBUCUMO BBIOPAHHBIMU U3 TPYIIIBI, COCTOSIIEH
u3 atoMa rajorena, C;-Cg ankuiibHoM rpynnsl, TMAPOKcH-C-Cg ankuiibHOM rpynnsl, Ci-Cg

alKoKcH-3aMelieHHON C-Cg aJIKWIBHOM I'PYNIIbI, NR’ SOzR6 1 -CONR'R®;

R> , R’ u R® uezasucumo MPEACTABIISIIOT cO00M aToM Bogopoaa uitk Cy-Cg aJIKUIBHYIO
rpyIimys;
RO npeacranisieT codom Cy-Cg ankuipHylo rpynny; u E npeacrasiser co0oi aToM

Kkucinopona uina NH.

3. [IpuMeHeHue coeuHeHus 1Mo .1 WM ero papManeBTUYECKU MTPUEMIIEMOM COJIH,
BBIOPAHHOI'O U3:

(S)-(-)-4-[(5,7-mudptop-3,4-muruapo-2H-xpomeHn-4-un)okcu]-N,N,2-Tpume - 1 H-
OeH3UMUIa301-6-KapOoKcaMuU/Ia;

(S)-(-)-4-[(5,7-madpTop-3,4-muruapo-2H-xpoMeH-4-UIT) OKCH | -2-METHIT-6-(TTUpPOJTUIUH- 1 -
unkap6onun)-1H-6en3umuazona;

(S)-(-)-4-[(5-¢bTop-3,4-murunpo-2H-xpomeH-4-un)okcu |-N,N,2-Tpumetuit- | H-GeH3nmuazon-
6-kapbokcaMua;

(-)-1-(2-meToxcuaTin)-N,N,2-rpumetus-8-penu-1,6,7,8-terparugpoxpomeno|7,8-d]
MMUJ1a30J1-5-KapOoKcaMuia;

(-)-8-(4-propdenun)-1-(2-meTokcuaTuin)-N,N,2-TpumMeTni-1,6,7,8-TeTparuipoXpoMeHo
[7,8-dJlumuazon-5-kapbokcamuaa;

8-(4-bropdenun)-1-(3-ruapoxcurnponun)-N,N,2-rpumeTni-1,6,7,8-TeTparuApoxXpoMeHo
[7,8-d]lumuazon-5-kapbokcamuaa;

8-(4-propdennn)-1-(m3okcazon-3-unmetin)-N,N,2-TpumeTui-1,6,7,8-TeTparuipoxXpoMeHo
[7,8-dlumuazon-5-kapbokcaMuia;

8-(4-bropdenun)-N-(2-ruapokcudThI)- 1-(2-MeToKCUITHIT)-N,2-numeTun-1,6,7,8-
TeTparuapoxpomMeno|8,7-dJumuaazon-S-kapookcamMuaa;

(8-(4-pTopdenmn)-1-(2-meToKkcUaITHIN)-2-MeTHII- 1,6,7,8-TeTparuapoxpomeHo|(8,7-d]
UMU1a30J1-5-11)(MOP(hOIMHO )METAHOHA;

1-{5-(2-pTopdennn)- 1-[(6-meTUNTIMPUIUH-3-WT)CyTbhoHmI]- | H-uppos-3-ui }-N-
METHUIMETaHAMUHA;
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1-[4-dTop-5-Ppennn- 1-(mupuaus-3-uicynbhonun)- | H-mupposn-3-ui]-N-meTuiMeTaHaMyHa,

N-metu-1-[5-(4-metui-3-trueHun)- 1 -(mupuauH-3-uicyabdonun)- | H-nmuppo-3-un]
METaHAMUHA;

1-[5-(2-propdenun)- 1 -(mupuaun-3-uincynbponnn)- | H-muppos-3-mun]-N-MeTunMeTaHaMuHa

N-Metun-1-[5-(2-metundenun)- 1 -(mupuarne-3-uicyrbGorun)- | H-mippon-3-un|
METaHAMHWHA WU,

8-[{2,6-mumMeTHIOeH3MI } aMMHO |-N-[2-TUAPOKCUITHI |-2,3-TMMETUIIMMKIA30[ 1,2-a]mpurauHe-
6-kapboKcaMUIa;

(7R,8R,9R)-7-(2-MeTOKCUITOKCH)-2,3-muMeTUI-9-enun-7,8,9,10-reTparuapoumuaasol 1,2-
h][1,7]HadTupuaune-8-o:ia;

5,6-mumeTnit-2-(4-prop-dennnamuno)-4-(1-metui-1,2,3,4-TeTparuapon30XuHOINH-2-1T)
MUPUMUIMHA;

(S)-N,N,2,3-terpameTui-8-O-ronun-3,6,7,8-terparuapoxpomeno| 7,8-d jumunazo-5-
KkapbokcaMua; v

7-(4-pTopbenzunokcu)-2,3-mumeTri-1-{[(1S,2S)-2-MeTri nuKkIonporui |meTuia } -1 H-
nuppoJio[2,3-d]nmupraasuHa.

4. Ilpumenenue 1o 1.1, Tae JeKapCTBEHHBIM CPEJICTBOM JIJIS JIeUeHUs 3a00JIeBaHuA,
COMYTCTBYIOIIMX MATOJIOTMYECKON MOTOPUKE KEITYAOUYHO-KUIIIEYHOTO TPAKTA, SIBIISIETCS
npenapat ISl peryJIupoBaHus QYHKIMH KETYTOUYHO-KUIIIEYHOT'O TPaKTa WIIM IIpernapaT I
CTUMYJIMPOBAHUSI MOTOPHUKHM KEIIYIOUHO-KUIIEYHOTO TPAKTA.

5. IIpuMeHeHre CoeTMHEHMS UK ero (hapMalieBTUYECKH ITPUEMIIEMOM COJIU IO 1. 1, KOTOopoe
COYETAET OJHO WUJIM HECKOJIbKO JOTIOJTHUTEIBHBIX AKTUBHBIX BEIIECTB.

6. [IpuMeHeHne COeAMHEHHUS 110 1.5 Te JOMOJTHUTEIbHBIM AKTUBHBIM BEIIECTBOM MOXKET
OBITH JTFOOOE BEIIECTBO, BHIOPAHHOE U3:

(i) antaroHucToB H,-penenTopoB rucTaMuHa, (ii) MHFMOMTOPOB MPOTOHHOT'O HAcoca, (iii)

AHTULUIHBIX CMECEH I IEPOPATIBHOTO BBEACHUS, (1V) CPEICTB IS 3AIUTHI CIIM3UCTON
000J10UKH, (V) MPOTUBOTACTPUUECKUX CPENICTB, (vi) 5-HT3 anTaronucTos, (vii) 5-HT4
arOHMCTOB, (Viil) CITaOUTEIBLHBIX CPeCTB, (iX) GABAB aronncros, (x) GABAB aHTaroHucTOB,
(xi) 610KATOPOB KAJIBIMEBBIX KAHAJIOB, (Xii) AaHTATOHUCTOB JOIMAMHUHA, (Xiii) aHTATOHUCTOB
taxuknHuHa (NK), (Xiv) penapaTtoB s jJeuenus undexuuu Helicobacter pylori, (Xv)
WHTMOUTOPOB CUHTA3bl OKCUA a30Ta, (XVi) aHTATOHUCTOB BAaHWJUIOMAHOIO penenTopa 1,
(Xvil) aHTarOHUCTOB MYCKaPUHOBBIX PELUENTOPOB, (XViii) KAJIbMOAYJIMHOBBIX AHTAT OHUCTOB,
(XiX) arOHUCTOB KaJIMEBBIX KAHAJIOB, (XX) OeTa-1 arOHUCTOB, (xXi) OeTa-2 arOHUCTOB, (XXii)
0eTa aroHUCTOB, (XXiii) aTb(da-2 arOHUCTOB, (XXiV) AHTATOHUCTOB IHAOTEIUHA-A, (XXV)
ArOHUCTOB ONMOUIHBIX U-PEUENITOPOB, (XXV1) AaHTATOHUCTOB OMMUOUIHBIX L-PELEITOPOB,
(XxVil) arOHUCTOB MOTHUJIMHA, (XXViii) arOHUCTOB T'PEJIMHA, (XXiX) CTUMYJIATOPOB
BbICBOOOXIeHUs AchE, (xxx) CCK-B aHTaroHucToB, (XxXi) IIIOKarOHOBBIX AaHTArOHUCTOB,
(xxxii) mUnepagquuInHA, JEHAMITMIWUINHA, TETPAUUKIIMHA, METPOHUAA30J1a, BACMYTAa IMTpAaTa
Y BUCMYTa cyOcanuiuiaTa, (Xxxiii) aHTarOHUCTOB ITIOKaroH-moo6Horo nentuaa-1 (GLP-
1), (XXX1V) aHTAarOHUCTOB KAJIbLUH-AKTUBUPYEMBIX KAJIMEBBIX KAHAJIIOB MAJION TPOBOAMMOCTH
(SK3), (xxxv) mGluR5 antaronucros, (xxxvi) 5-HT3 aronucroB u (xxxvii) mGluR8 aronucros.

7. Crmoco0 neueHus 3a00J1eBaHUM, CBSI3aHHBIX C MATOJIOTMUECKON MOTOPUKOM JKeTyTI0IHO-
KHUIIEYHOTO TPAKTa, y YEJIOBEKA WM )KUBOTHOTO, BKIFOUYAIOIINI BBEICHUE YETOBEKY WU
YKUBOTHOMY, HY)KJAIOIIIEMYCS B TAKOM JICUECHUH, TePATIEBTUUECKH 3(P(HEKTUBHOTO KOJIMYECTBA
COCJIMHEHUS WK ero (papMaleBTUUECKH ITPUEMIIEMON COJTH, KaK OMTMCAHO B JT1F0O00M U3 . 1-
3.

8. dapMarieBTUYECKAas] KOMITO3UIMS JJIsI JISUCHUS 3a00JIeBaHMIA, CBSI3aHHBIX C
MaTOJIOTUYECKON MOTOPUKOM KETYTOYHO-KUIIEYHOT O TPAKTA, COACPKAIAsi COEAUHEHUE UITH
ero apManeBTUYECKU ITPUEMIIEMYIO COJIb T10 JTI000My M3 1111 1-3, ¥ (hapmaneBTHUeCKH
IIPUEMIIEMBIN HOCUTEIIb.
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9. ®apManeBTHYECKASI KOMITIO3ULMS I10 1.8, I/i€ JIEKAPCTBEHHBIM IIPENapaToM s JIeUECHUs
3a00J1eBaHUM, COMTYTCTBYIOLIUX [TATOJIOTUYECKON MOTOPHUKE KEITYJOUHO-KUIIIEYHOTO TPAKTA,
SBIISIETCS TIpenapart AJIsl peryIupoBaHus PYHKLIUH KeTyT0YHO-KUIIEYHOTO TPAKTA WK
npenapar sl CTUMYJIMPOBAHUS MOTOPUKHU KEITyJOYHO-KUIIIEUHOT O TPAKTA.

10. Habop, cogepskarnuii coeMHeHUE JTI000MYy U3 M1l. 1-3, uiu ero ¢papmareBTUIeCKU
MIPUEMIIEMYIO COJIb, JIJI5 JIEUEHHUS 3a00JI€BAHUI, CONTY TCTBYIOIIMX ATOJIOTUYECKON MOTOPUKE
KEITYJTOUYHO-KMIIEYHOT' O TPAKTA.

11. Habop, no 1. 10, cogepkaiuii coequHeHNe 1Mo JT000MY U3 MIl. 1-3, UM ero
dhapManeBTUYECKH TPUEMIIEMYIO COJIb; OJTHO UJIM HECKOJIBKO JIOTOJHUTEIbHBIX AKTUBHBIX
BEIIECTB; U KOHTEHUHED.

12. Kommepueckasi yakoBKa, cojepkarias papManeBTHUECKY0 KOMITO3UIIUIO,
COJICPIKAIIYI0 COEIMHEHUE TI0 JII0OOMY U3 M1.1-3, uiu ero apMaleBTUYECKH ITPUEMIIEMYIO
COJIb, U IIPUJIATAEMYIO MHCTPYKLHIO, B KOTOPOM YKa3aHO, YTO COETUHEHUE MOXKET WITH JOJIKHO
MIPUMEHSTBCS JJIs1 JIeYeHUs psifia 3a00JIeBaHUM, CBI3aHHBIX C TATOJIOTUYECKON MOTOPHUKOM
KEIIyJOUHO-KHUIIIEUHOT' O TPAKTA.
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