
(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 

(19) World Intellectual Property Organization 
International Bureau 

11 W (10) International Publication Number 
(43) International Publication Date / \I/A IAI A;I iccicn A1 
25 November 2010 (25.11.2010) VVO 2010/135560 A1 

(51) International Patent Classification: 
C07D 487/04 (2006.01) A61K31/551 (2006.01) 
C07D 491/04 (2006.01) A61K31/554 (2006.01) 
C07D 495/04 (2006.01) A61K31/553 (2006.01) 
A61P 25/00 (2006.01) 

(21) International Application Number: 

(22) International Filing Date: 

(25) Filing Language: 

(26) Publication Language: 

PCT/US2010/035626 

20 May 2010 (20.05.2010) 

English 

English 

(30) Priority Data: 
61/180,569 22 May 2009 (22.05.2009) US 

(71) Applicant (for all designated States except US): AB­
BOTT LABORATORIES [US/US]; 100 Abbott Park 
Road, D377/AP6A-1, Abbott Park, Illinois 60064 (US). 

(72) Inventor; and 
(71) Applicant (for all designated States except US): 

WELCH, Dennie, S. [US/US]; 29537 N. Waukegan 
Road, #303, Lake Bluff, Illinois 60044 (US). 

(72) Inventors; and 
(75) Inventors/Applicants (for US only): AKRI-

TOPOULOU-ZANZE, Irini [US/US]; 1817 S. Waxwing 
Lane, Libertyville, Illinois 60048 (US). BRAJE, Wilfried 
[DE/DE]; Emil-Heckel-Str. 4, 68163 Mannheim (DE). 
DJURIC, Stevan, W. [US/US]; 621 Paddock Lane, Lib­
ertyville, Illinois 60048 (US). WILSON, Noel, S. 
[US/US]; 6934 97th Avenue, Kenosha, Wisconsin 53142 
(US). TURNER, Sean, C. [GB/DE]; Lameystr.21, 68165 
Mannheim (DE). KRUGER, Albert, W. [US/US]; 3310 
121st Place, Pleasant Prairie, Wisconsin 53158 (US). 
RELO, Ana-Lucia [NL/DE]; Romerweg 12, 67161 
Gonnheim (DE). SHEKHAR, Shashank [IN/US]; 2101 
St. Johns Avenue, Unit C, Highland Park, Illinois 60035 
(US). ZHAO, Hongyu [CN/US]; 4572 Gavin Lane, Lib­
ertyville, Illinois 60048 (US). GANDARILLA, Jorge 
[US/US]; 2228 S. Lathrop, North Riverside, Illinois 
60546 (US). GASIECKI, Alan, F. [US/US]; 105 
Alexandria Drive, Vernon Hills, Illinois 60061 (US). LI, 
Huanqiu [US/US]; 200 17th Street, Wilmette, Illinois 
60091 (US). THOMPSON, Christina, M. [US/US]; 820 
Hinman, Apt. 1, Evanston, Illinois 60202 (US). ZHANG, 
Min [US/US]; 5644 W. Jefferson Drive, Libertyville, Illi­
nois 60048 (US). 

[Continued on next page] 

(54) Title: MODULATORS OF 5-HT RECEPTORS AND METHODS OF USE THEREOF 

o 

(57) Abstract: The present application relates to aryl- and 
heteroaryl-fused decahydropyrroloazepine, octahydroox-
epinopyrrole, octahydropyrrolothiazepine dioxide, decahy-
drocyclohepta[c]pyrrole, and octahydrocyclohepta[c]pyr-
role derivatives of formula (I), wherein R1, R2, R3, R4, R5, 
A, Y1, Y2, and Y3 are as defined in the specification. The 
present application also relates to compositions comprising 
such compounds, processes for making such compounds, 
and methods of treating disease conditions using such 
compounds and compositions, and methods for identifying 
such compounds. 



wo 2010/135560 AI I lllll llllllll II llllll III lllll III III III III lllll lllll lllll lllll lllll III! Illllll nil nil nil 
(74) Agents: MUELLER, Lisa, V. et al.; Polsinelli Shughart 

PC, 161 N. Clark Street, Suite 4200, Chicago, Illinois 
60601 (US). 

(81) Designated States (unless otherwise indicated, for every 
kind of national protection available): AE, AG, AL, AM, 
AO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ, 
CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM, DO, 
DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT, 
HN, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP, 
KR, KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, 
ME, MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, 
NO, NZ, OM, PE, PG, PH, PL, PT, RO, RS, RU, SC, SD, 
SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR, 
TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW. 

(84) Designated States (unless otherwise indicated, for every 
kind of regional protection available)'. ARIPO (BW, GH, 

GM, KE, LR, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, 
ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, 
TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK, 
EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, 
LV, MC, MK, MT, NL, NO, PL, PT, RO, SE, SI, SK, 
SM, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, 
GW, ML, MR, NE, SN, TD, TG). 

Declarations under Rule 4.17: 
— as to the identity of the inventor (Rule 4.17(i)) 
— as to applicant's entitlement to apply for and be granted 

a patent (Rule 4.17(H)) 

Published: 
— with international search report (Art. 21(3)) 


