Title: SUBSTI TUTED PYRROLOQUNOLI NES AND PYRI DOQUI NOLI NES AS SEROTONI N

AGONI STS AND AN- TAGONI STS [err] Abstract: The present invention is
directed to certain novel conpounds represented by structural Fornula (1)
or phar mede INTERNATIPNAL 6 BT Q49 1ON BUBLISH EIOINTERI THEPATENT CFOPEBATIOR[TREATY, (PREr I'] ,
Rlerr], Rerr], Rerr], Rerr] X. b m and n are described, hereln The

I nvention is aI so concerned with phar pamet i cal for rrul at i on¥Q Dnpri si ng

t hese navBWoﬂmnmwmdsP@per@mﬂgMezatmgr oy am@mﬁmﬁ t he novel

conpounds and t heimaudnairBmee@t i ons in M / I f c "”H HM@MH’H sﬂ"
\\-J",‘.?" I n agoni sts sts and

are usef ul d3nmidigatioantraBllcaun REeevent i on of cent@intaastdbiPubliGtie@MNEhiser der s

«includi ng obkaugyst 2602(0E£08.2002pr essi orpCAsychosi s WIOND2/P59 8242, A9l eep
disorders, sexual disorders, nmigraine, conditions associated with cephalic

pain, sachddmaahRbiaae @RGhcgRst I )bdTbas/idal7afh SRE. QN FIERBCIgdS o dY REMNGT k @ rPf
t he gast I @dsnt,asiic el K §iv4amst 31/437. 31/553, AGIP Clay Road, Experimental Stanon, E353/133. Wilmington,
25/00 // (COTD 471/16, 221:00, 221 00, 209 00) (CO7D DE 19880-0353 (US)
471/16, 221.00, 209.00, 209 00)

(81) Designated States (national): AE, AG, AL, AM, AT, AU,

(21) International Application Number: PCT/US01/49380 AZ, BA, BB, BG, BR. BY, BZ, CA, CH, CN, CO, CR. CU,
CZ, DE, DK, DM. DZ, EC, EE, ES, HI, GB. GD. GE. GH,
(22) International Filing Date: GM. HR, HU, TD, IL. IN, IS, JP. KE, KG, KP. KR, KZ, LC,
19 December 2001 (19.12 2001) LK, LR, LS, LT, LU. LV, MA, MD. MG, MK, MN, MW,
MX, MZ, NO, NZ, P11, PL, PT, RO, RU, 8D, SE. SG, SI,
(25) Filing Language: English SK. SL, TJ. TM, TR, TT., TZ, UA. UG, UZ, VN, YU, ZA,
VA"
(26) Publication Language: English
(84) Designated States (regional): ARIPO patent (GH, GM,
(30) Priority Data: KE, LS, MW, MZ, SD. SL, §Z, TZ, UG, ZM, ZW),
60/256,745 20 December 2000 (20.12.2000)  US Eurasian patent (AM, AZ, BY, KG, KZ. MD, RU, TJ, TM),
European patent (AT, BE, CH. CY, DE, DK, ES, FI, FR,
(71) Applicant: BRISTOL-MYERS SQUIBB COMPANY GB, GR, IE TT, LU, MC, NL, PT. SE. TR), OAPI patent
[US/US], Patent Department, PO Box 4000, Princeton, NJ ;BEF’ SBI\JI %‘; (Tjg) Cl, CM, GA, GN, GQ. GW, ML. MR,
08543-4000 (US). T ’
72) Inventors: FEVIG, John, M., 987 Church Rd., Lincoln  Published:
University, PA 19352 (US) MITCHELL, lan, S., 201 § without international search report and to be republished
251h St. #601, Pluladelphia, PA 19103 (US). LEE, Taekyu. upon receipl of that report

110 Berry Drive, Wilmingion. DE 19808 (US). CHEN,

Wenting, 252 Apple Dnive, Exton, PA 19341 (US) CAC-  For two-letter codes and other abbreviations, refer to the "Guid-
CIOLA, Joseph, 105 Pattie Drive, Newark, DE 19702  ance Notes on Codes and Abbrevianons” appearing at the begin-
(US). mng of each regular issue of the PCT Gazelle

L T

(54) Title: SUBSTITUTED PYRROLOQUINOLINES AND PYRIDOQUINOLINES AS SEROTONIN AGONISTS AND AN-
TAGONISTS

(57) Abstract: The present invention 1s chrected to certain novel compounds repre-
sented by structural Formula (I) or pharmaceutically acceplable salt forms thereof,
wherein R', R%, Rét R7, R% R® X, b. m, and n are described herein The invention 1s
also concerned with pharmaceutical tormulations comprising these novel compounds
(1) as active ingrediems and the use of the novel compounds and their formulations n the
treatment of certain disorders The compounds of this invention are serotonin agonists
and antagonists and are useful 1n the control or prevention of central nervous system
disorders including obesity, anxiety, depression, psychosis, schizophrema. sleep dis-
orders, sexual disorders, mgraine, conditions associated with cephalic pain, social
phobias. and gastrointestinal disorders such as dysfunction of the gastrointestinal tract

WO 02/059124 A2

motility.



