00 0 O 0

0 01/09122 A3

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

(19) World Intellectual Property Organization
International Bureau

(43) International Publication Date

0 00 0O A

(10) International Publication Number

8 February 2001 (08.02.2001) PCT WO 01/09122 A3
(51) International Patent Classification’s  CO07D 405/04, 8301 Scarsdale Court, Indianapolis, IN 46256 (US).
A61K 31/4525, A61P 3/04, 25/24 ROTHHAAR, Roger, Ryan [US/US]; 5282 West County
Road 775 South, Reelsville, IN 46171 (US). STEVENS,
(21) International Application Number: PCT/US00/19544 Freddie, Craig [US/US]; 139 Dahlia Lane, Indianapolis,

(22) International Filing Date: 21 July 2000 (21.07.2000)

(25) Filing Language: English

(26) Publication Language: English

(30) Priority Data:
60/146,181
60/172,601

us
Us

29 July 1999 (29.07.1999)
20 December 1999 (20.12.1999)

(71) Applicant (for all designated States except US): ELI
LILLY AND COMPANY [US/US]; Lilly Corporate
Center, Indianapolis, IN 46285 (US).

(72) Inventors; and

(75) Inventors/Applicants (for US only): BRINER, Karin
[CH/US]; 7649 Pinesprings East Drive, Indianapolis,
IN 46256 (US). BURKHART, Joseph, Paul [US/US];
701 Andrews Boulevard, Plainfield, IN 46168 (US).
BURKHOLDER, Timothy, Paul [US/US]; 13904
Springmill Ponds Circle, Carmel, IN 46032 (US). CUN-
NINGHAM, Brian, Eugene [US/US]; 5433 Fox Way,
Apartment 3, Indianapolis, IN 46237 (US). FISHER,
Matthew, Joseph [US/US]; 10650 Quail Ridge Court,
Mooresville, IN 46158 (US). GRITTON, William, Har-
lan [US/US]; 6739 Dorchester Drive, Zionsville, IN 46077
(US). JESUDASON, Cynthia, Darshini [LK/US]; 1090
Fleetwood Drive, Indianapolis, IN 46228 (US). MILLER,
Shawn, Christopher [US/US]; 7359 Hardin Oak Drive,
Noblesville, IN 46060 (US). MULLANEY, Jeffrey,
Thomas [US/US]; 6153 Welker Drive, Indianapolis, IN
46236 (US). REINHARD, Matthew, Robert [US/US];

IN 46217 (US). WINNEROSKI, Leonard, Larry, Jr.
[US/US]; 557 Covered Bridge Road, Greenwood, IN
46142 (US). XU, Yanping [CN/US]; 13832 Barnett Place,
Fishers, IN 46038 (US). XU, Yao-Chang [CA/US]; 10815
Timber Springs Drive East, Fishers, IN 46038 (US).

(74) Agents: TITUS, Robert, D. et al.; Eli Lilly and Company,

Lilly Corporate Center, Indianapolis, IN 46285 (US).

(81) Designated States (national): AE, AG, AL, AM, AT, AU,
AZ,BA, BB, BG, BR,BY, BZ, CA, CH, CN, CR, CU, CZ,
DE, DK, DM, DZ, EE, ES, FI, GB, GD, GE, GH, GM, HR,
HU,ID, IL, IN, IS, JP, KE, KG, KP,KR,KZ, LC, LK, LR,
LS,LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ,
NO, NZ, PL, PT,RO,RU, SD, SE, SG, SI, SK, SL, TJ, TM,
TR, TT, TZ, UA, UG, US, UZ, VN, YU, ZA, ZW.

(84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZW), Eurasian
patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), European
patent (AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IE,
IT, LU, MC, NL, PT, SE), OAPI patent (BF, BJ, CF, CG,

CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG).

Published:
With international search report.

(88) Date of publication of the international search report:
28 June 2001

For two-letter codes and other abbreviations, refer to the "Guid-
ance Notes on Codes and Abbreviations" appearing at the begin-
ning of each regular issue of the PCT Gazette.

(54) Title: SEROTONERGIC BENZOFURANS

R 0

(57) Abstract: The present invention provides serotonergic benzofurans of Formula (I): where A, R, R!, R2, R3, and R* are as

described in the specification.



INTERNATIONAL SEARCH REPORT

Inte onal Application No

PCT/US 00/19544

A. CLASSIFICATION OF SUBJECT MATTER

IPC 7 CO07D405/04  A61K31/4525 A61P3/04 A61P25/24

According to International Patent Classification (IPC) or to both national classification and IPC

B. FIELDS SEARCHED

Minimum documentation searched (ciassification system followed by classification symbols)

IPC 7 CO7D A61K A61P

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched

Electronic data base consufted during the international search (name of data base and, where practical, search terms used)

CHEM ABS Data

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category ° | Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.

Y EP 0 006 524 A (CIBA-GEIGY AG) 1-6
9 January 1980 (1980-01-09)
the whole document

Y EP 0 189 612 A (DUPHAR INTERNATIONAL 1-6
RESEARCH B.V.) 6 August 1986 (1986-08-06)
the whole document

Y PATENT ABSTRACTS OF JAPAN 1-6
vol. 016, no. 071 (C-0913),

21 February 1992 (1992-02-21)

& JP 03 264583 A (DAI ICHI SEIYAKU CO
LTD), 25 November 1991 (1991-11-25)

abstract

-/

Further documents are listed in the continuation of box C.

Patent family members are listed in annex.

° Special categories of cited documents :

*A’ document defining the general state of the art which is not
considered to be of particular relevance

*E" earlier document but published on or after the international
filing date

*L" document which may throw doubts on priority claim(s) or
which is cited to establish the publication date of another
citation or other special reason (as specified)

*0O" document referring to an oral disclosure, use, exhibition or
other means

*P* document publishad prior to the international filing date but
later than the priority date claimed

e

v

g

later document published after the international filing date
or priority date and not in confiict with the application but
cited to understand the principle or theory underlying the
invention

* document of particular relevance: the claimed invention

cannot be considered novel or cannot be considered to
involve an inventive step when the document is taken alone

document of particular relevance; the claimed invention
cannot be considered to involve an inventive step when the
document is combined with one or more other such docu-
ments, such combination being obvious to a person skilled
in the art.

document member of the same patent family

Date of the actual completion of the international search

16 January 2001

Date of mailing of the international search report

26/01/2001

Name and mailing address of the ISA

European Patent Office, P.B. 5818 Patentlaan 2
NL - 2280 HV Rijswijk

Tel. (+31-70) 340-2040. Tx. 31 651 epo nl,
Fax: (+31-70) 3403016

Authorized officer

Beslier, L

Form PCT/ISA/210 (second sheet) (July 1992)

page 1 of 2




INTERNATIONAL SEARCH REPORT

Inte onal Application No

PCT/US 00/19544

C.(Continuation) DOCUMENTS CONSIDERED TO BE RELEVANT

Category °

Citation of document, with indication,where appropriate, of the relevant passages

Relevant to claim No.

P,Y

P,Y

P,Y

EP 0 398 413 A (DUPHAR INTERNATIONAL
RESEARCH B.V.)

22 November 1990 (1990-11-22)

the whole document

MCGARRY D.G. ET AL.: "Benzofuran based
PDE4 inhibitors"

BIOORGANIC & MEDICINAL CHEMISTRY.,
vol. 7, no. 6, 1999, pages 1131-1139,
XP000978427

ELSEVIER SCIENCE LTD., GB

ISSN: 0968-0896

the whole document

EP 0 982 304 A (ELI LILLY AND €0.)
1 March 2000 (2000-03-01)
the whole document

WO 00 00203 A (ELI LILLY AND CO.)
6 January 2000 (2000-01-06)
the whole document

WO 00 00196 A (ELI LILLY AND CO.)
6 January 2000 (2000-01-06)
the whole document

1-6

1-6

1-6

Form PCT/ISA/210 (continuation of second sheet) (July 1992)

page 2 of 2




INTERNATIONAL SEARCH REPORT

.formation on patent family members

Inte

onal Application No

PCT/US 00/19544

Patent document Publication Patent family Publication
cited in search report date member(s) date
EP 6524 A 09-01-1980 AU 523656 B 05-08-1982
AU 4825779 A 03-01-1980
CA 1119601 A 09-03-1982
DD 144545 A 22-10-1980
DK 259879 A 23-12-1979
ES 481714 A 16-06-1980
ES 489627 D 01-04-1981
ES 8104280 A 01-07-1981
ES 489628 D 01-04-1981
ES 8104281 A 01-07-1981
JP 55002697 A 10-01-1980
NZ 190784 A 16-03-1982
us 4259338 A 31-03-1981
ZA 7903091 A 25-06-1980
EP 189612 A 06-08-1986 AT 81975 T 15-11-1992
AU 588015 B 07-09-1989
AU 5139185 A 26-06-1986
CA 1271475 A 10-07-1990
DE 3586794 A 10-12-1992
DE 3586794 T 27-05-1993
DK 586085 A 22-06-1986
ES 550104 D 16-12-1986
ES 8702143 A 16-03-1987
GR 853064 A 09-04-1986
IE 61723 B 30-11-1994
IL 77395 A 16-08-1991
JP 61152655 A 11-07-1986
NZ 214610 A 29-09-1988
PH 24503 A 18-07-1990
us 5424313 A 13-06-1995
JP 03264583 A 25-11-1991 JP 2883995 B 19-04-1999
EP 398413 A 22-11-1990 AU 625664 B 16-07-1992
AU 5494490 A 22-11-1990
CA 2016625 A 16-11-1990
JP 3017058 A 25-01-1991
NZ 233645 A 25-06-1992
us 5296497 A 22-03-1994
ZA 9003626 A 27-02-1991
EP 982304 A 01-03-2000 AU 4726699 A 17-01-2000
WO 0000198 A 06-01-2000
WO 0000203 A 06-01-2000 AU 4727799 A 17-01-2000
WO 0000196 A 06-01-2000 AU 4850199 A 17-01-2000

For PCT/ISA/210 (patent tamily annex) (July 1992)




	Abstract
	Bibliographic
	Search_Report

