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(51) MK
CO7D 209/80 (2006.01)

SEJEPAIIbHAA CITYXKBA

MO UHTENNEKTYANbHOW COECTBEHHOCTH,

NATEHTAM U TOBAPHbBIM 3HAKAM

(12) BAABKA HA USBOBPETEHUE

(21), (22) 3asska: 2007107494/04, 26.07.2005 (71) Sasasutens(un):

Acepceuc, NHk. (US)
(30) KoHBEHLMOHHBIV NPUOPUTET:

29.07.2004 US 60/592047 (72) AsTop(bl):
XAK beiiapg (US),
(43) [Oata ny6nukaumu 3aasku: 10.09.2008 Bron. Ne 25 BEHHAHM I0cced 1. (US),

(85) Oata nepesopa 3asaBku PCT Ha HaumoHanbHyo dasy: POBAPIDK Maiikn fbx. (US)

28.02.2007

(86) 3asiBka PCT:
US 2005/026415 (26.07.2005)

Adpec ons nepenmncku:
127055, Mockea, a/a 11, naT.nos.
H.K.MNoneneHckomy, per. N 31

(54) TPULIMKNNYECKUME NMPOU3BOAHBIE MHOEHOTMMPPOIJIA KAK MOLOYINATOPDI
CEPOTUHMNHOBBLIX PELIENTOPOB, ®APMALIEBTUYECKAA KOMMNO3MLIMA HA X OCHOBE W
CNOCOB NNEYEHMA 3ABONIEBAHUA, PACTPOUCTB U/MIN NATONOMMYECKMX COCTOAHU,
CBA3AHHbIX C HEOBXOANMOCTbLIO MOAayYnALUUn oYHKLUMW 5-HT2C PELLEMTOPOB

(57) ®dopmyna m3obpeTeHus
1. TpULMKNMYeCcKMe NPon3BOAHbIE MHOEHOMMPPONA, OXBaTbiBaeMble OOLLEN CTPYKTYpPHOW

dopmyrnon
R
L
N -~
/ NH
R, L
R

~a -

B kOoTOpow Ry BbIOpaH 13 rpynnel, coctosiwen ns H, ranoreHa, C_qg-ankuna, C,.
jo-ankenuna, C,.qp-ankuHuna, nepranoreHankuna, CN, N(Rg),, SR, CON(Rg),, NRsCORy,
NRgCOsR7, SO,N(Rg)2, NRgSOLR, apuna, retepoapuna, Cq.qg-ankunapuna n C4-10-
ankunretepoapuna; n ecnu m+n=1, To Ry MoxeT Takke OblTb ORg nnn OCORy;

R,, R3 1 R4 He3aBMcMMO BbIGpaHbl U3 rpynnbl, cocToswen n3 H, ranoreHa, Cq.qg-ankuna, C,.
jo-ankenuna, C,_ jp-ankuHuna, nepranoreHankuna, CN, ORs, N(Rs)2, SRg, OCOR7, CON(Rs)2,
NRgCOR7, NRzCO,R7, SO,N(Rg)o, NRgSO,R,, apuna, retepoapuna, Cq_qg-ankunapuna u C.
jo-ankunretepoapuna, unm Ry n Rz COBMECTHO C LIMKIIOM, K KOTOPOMY OHM NPUCOEAMHEHbI,
06pasyloT 5-7-4neHHbIn Kapbo- UNu reTepoLmK;

Rs BbIGpaH 13 rpynnsl, coctoswen ns H, Cq_qg-ankuna, C,_qp-ankeHunna, Co_jg-ankmHuna,
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nepranoreHankmna, CN, ORG, N(Rs)z, SRG, OCOR7, CON(R6)2, NRGCOR7, NR6002R7,
NRgSO,R7, apuna, retepoapuna, Cq_ig-ankunapuna un Cq_jp-ankunretepoapuna, nnm Ry n Ry
COBMECTHO C LIMKINOM, K KOTOPOMY OHW NPUCOeAnNHEHbI, 00pa3ytoT 6-8-4UneHHbI apun unm
retepoapun;

Rs, npeacraenset cobon H; unm Rg n Rg, coBMecTHO 06pasytoT LMKIONPONaHoBbIN LMK,

Rg BblbpaH 13 rpynnel, coctosiwen ns H, C_qg-ankuna, C,_qg-ankenuna, Co_qg-ankmHmna,
nepranoreHankuna, Cq_4g-ankun-0-C4_jg-ankuna, apvna, retepoapuna, C_4g-ankun-O-apuna, C.
-ankun-O-retepoapuna, Cq_qg-ankunapuna n Cy_qg-ankunretepoapuna; u

R, BbIbpaH 13 rpynnbl, coctosiwen ns Cq_qg-ankuna, C,_1g-ankeHuna, Co_qg-anknHmna,
nepranorenankuna, Cq_4g-ankun-0-C4_jg-ankuna, apvna, retepoapuna, C_4g-ankun-O-apuna, C.
-ankun-O-retepoapuna, Cq_qg-ankunapuna un C,_4g-ankunretepoapuna;

npuyem, ecnm Ry, Ry, Rg 1 R, npeacraenstot cobon H, To Rz n/vnn R, Takke OOMKHbI
npeacTaBnsiTb cobown H,

1 ux chapmaueBTUYECKM NPUeMIieEMbIE COIK.

2. MNpownseogHble no n.1, B koTopbix R4 BeIOpaH u3 rpynnel, coctosiwen ns Cs-ankuna,
ranoreHa, CF3, apuna, retepoapuna u H; R,, Ry n R, HezaBucumo BbIGpaHbl U3 rpynnel,
cocroswen ns Cys-ankuna, -ORg, ranorena, CF3, apuna, retepoapuna n H, unu R, n R
COBMECTHO C LIMKITOM, K KOTOPOMY OHW NPUCOeOUHEHBI, 00pa3ytoT 5-7-UneHHbIA apui unm
retepoapun; Rs npeacraenset cobon Cqs-ankun, -ORg unn Co_g-ankeH; n Rg npeacraensaet
cobown Cy_s-ankun unu H.

3. MpounssogHbie no n.1, koTopble BblOpaHbl U3 rpymnnbl, COCTOALLEN U3

5-meTokeu-8-meTtun-1,2,3,3a,8,8a-rekcarngpouHaeHo[1,2-clnmppona;

5-rmgpokcun-8-metnn-1,2,3,3a,8,8a-rekcarngponHaeHo[1,2-clnmppona;
5-meTokcu-6-xrop-8-meTtun-1,2,3,3a,8,8a-rekcarngpouHaeHo[1,2-clnmppona;
5-rmppokcun-6-xnop-8-metun-1,2,3,3a,8,8a-rekcarngponnHaeHo[1,2-clnuppona;
6-xnop-8-metun-1,2,3,3a,8,8a-rekcarngpomHaeHo[1,2-clnmppona;
5-(4-cbTopbeH3nnoken)-6-xnop-8-metun-1,2,3,3a,8,8a-rekcarngponHaeHo[1,2-clnuppona;
5-6eH3unokcun-6-xnop-8-metun-1,2,3,3a,8,8a-rekcarngponHaeHo[1,2-clnuppona;
5-(2-cpTopbeHsnnokemn)-6-xnop-8-metun-1,2,3,3a,8,8a-rekcarngponHaeHo[1,2-clnuppona;
5-(3-cpTopbeHsnnokemn)-6-xnop-8-metun-1,2,3,3a,8,8a-rekcarngponHaeHo[1,2-clnuppona;
1,2,3,3a,8,8a-rekcarugponHaeHol1,2-c]nuppona;
6-xnop-1,2,3,3a,8,8a-rekcarngponHaeHo[1,2-clnmppona;
6,7-guxnop-8-metnn-1,2,3,3a,8,8a-rekcarngponHaeHo[1,2-clnuppona;
4,5-gumeTokcun-6-xnop-8-metnn-1,2,3,3a,8,8a-rekcarngpomHaeHo[1,2-clnmppona;
4,6-guxnop-5-meTtokcun-8-metnn-1,2,3,3a,8,8a-rekcarngponHaeHo[1,2-cjnuppona;

n

6-(2,6-ancTopdenunn)-1,2,3,3a,8,8a-rekcarngpovHaeHo[1,2-clnuppona.

4. dapmaLeBTmnyeckas KOMNO3NLNS Ans nedveHns 3abonesaHni, pacCTPONCTB u/mnm
NaToONOrMYECKNX COCTOSIHUI, CBSA3AHHbIX C HEOBX0ANMOCTbLIO MoaYNALUNK ddYHKUMK 5-HTo,
peuenTopoB, coaepxallasi Mo MeHbLUen Mepe OgHO NPou3BogHoe No n.1 u dhapmMaLeBTUYECKU
npuemMnemblin HOCUTENb.

5. Cnocob neveHus 3aboneBaHnsi, pacCTPOKCTBA /UM NATONOMMYECKOrO COCTOSIHUA Y
naumeHTa, Ans KOTOpOoro xenatensHa Mogynaums yHKUMM CepoTOHMHOBBIX peLenTopoB 5-
HT,¢, OTAMYaoWunes Tem, YTo NaUUEHTY, HYXOaoLWeMycs B TaKOM fie4eHunmn, BBOOAT
a(ppekTMBHOE KONUYECTBO NO MEHbLLENW Mepe OAHOro NPOM3BOAHOrO Mo n.1.
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