I 0 00O O

WO 01/81308 A3

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

(19) World Intellectual Property Organization
International Bureau

(43) International Publication Date
1 November 2001 (01.11.2001)

PCT

| 0 0 0 O

(10) International Publication Number

WO 01/81308 A3

(51) International Patent Classification’s  CO07D 211/58,
405/06, 409/06, 401/06, 405/12, A61K 31/4545, A61P
25/00

(21) International Application Number: PCT/CA01/00548

(22) International Filing Date: 20 April 2001 (20.04.2001)

(25) Filing Language: English
(26) Publication Language: English
(30) Priority Data:

60/198,800 20 April 2000 (20.04.2000) US

(71) Applicant (for all designated States except US): NPS AL-
LELIX CORP. [CA/CA]; 6850 Goreway Drive, Missis-
sauga, Ontario L4V 1V7 (CA).

(72) Inventors; and

(75) Inventors/Applicants (for US only): EGLE, Ian, R.
[CA/CA]; 4205 Shipp Drive, Apt. 1708, Mississauga,
Ontario L4Z 2Y9 (CA). FREY, Jennifer [CA/CA]; 170
Havelock Drive, Unit 7, Brampton, Ontario L6W 4T3
(CA). ISAAC, Methvin, B. [KN/CA]; 10 Markbrook
Lane, Apt. 1507, Etobicoke, Ontario M9V 5E3 (CA).
SLASSI, Abdelmalik [CA/CA]; 3237 Camboume Cres-
cent, Mississauga, Ontario L5H 5G4 (CA). BEGLEITER,
Leah, E. [CA/CA]J; 145 Roselawn Avenue, Toronto, On-
tario M4R 1E7 (CA). EDWARDS, Louise, G. [CA/CA];
35 Front Street South, Apt. 2008, Mississauga, Ontario
L5H 2C6 (CA). STEFANAC, Thomislav [CA/CA]; 2-32
Mountain Avenue South, Stoney Creek, Ontario L8G 2V4
(CA). TEHIM, Ashok [CA/US]; 249 Graydon Terrace,

Ridgewood, NJ 07450 (US). MADDAFORD, Shawn, P.
[CA/CA]J; 150 Lakeshore Road W., Apt. 210, Mississauga,
Ontario L5H 3R2 (CA). TSE, Hoi, Lun, Allan [CA/CA];
20 Crockamhill Drive, Unit 1, Scarborough, Ontario M18§
3H1 (CA).

(74) Agent: HIRONS, Robert, G.; Ridout & Maybee, 150
Metcalfe Street, 19th Floor, Ottawa, Ontario K2P 1P1

(CA).

(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, F1, 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, TR), 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:
4 April 2002

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: AMINOPIPERIDINES FOR USE AS GLYT-1 INHIBITORS

(57) Abstract: Described herein are compounds having general formula (I), wherein

Ar /[/\]n\ N - X—Ar3
2

groups Ry, Ra, Rs, Ary, Ar,, Ar;, X, Y, p and n are as defined in the specification, and a
salt, solvate and hydrate thereof. Such compounds inhibit glycine transport (or reuptake)
via the GlyT-1 transporter, or are precursors (for example, pro-drugs) of such compounds

]p and, thus, are useful in the treatment of schizophrenia, as well as other CNS-related
) disorders such as dementia, Alzheimer’s disease, attention deficit disorder and depression.



INTERNATIONAL SEARCH REPORT

Inter, snal Application No

PCT/CA 01/00548

CLASSIFICATION OF SUBJECT MATTER

A
IPC 7 €070D211/58  C07D405/06  C07D409/06  C07D401/06  CO7DA05/12
A61K31/4545 A61P25/00

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

B. FIELDS SEARCHED

Minimum documentation searched (classification 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 consulted during the international search (name of data base and, where practical, search terms used)

EPO-Internal, CHEM ABS Data

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category ° | Citation of document, with indication, where appropnate, of the relevant passages

Relevant to claim No.

Chemical Abstract Service, Columbus, Ohio,
US, retrieved from STN;

XP002175580

Order Numbers: CGX-0507941, CGX-0507937,
C6X-0507934, CGX-0507930, CGX-0507929,
C6X-0507928, CGX-0507927, CGX-0507261,
CGX-0507256, CGX-0507250, CGX-0507249,
CGX-0507248, CGX-0565733, CGX-0565732,
CGX-0565729, CGX-0565728, CGX-0565726,
CGX-0565722, CGX-0565721, CGX-0565720,
CGX-0522193, CGX-0522186, CGX-0522182,
CGX-0522180, CGX-0459179, CGX-0459178,

X DATABASE CHEMCATS ‘Online! 1-3,5,8

CGX-0440521, CGX-0409704

08852 USA

& "Comgenex Product List"
16 September 1999 (1999-09-16) , COMGENEX
INTERNATIONAL INC , MONMOUTH JCT, NJ,

-

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)

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

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

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

*X* document of particular relevance; the claimed invention
cannot be considered novel or cannot be considered 1o
involve an inventive step when the document is taken alone

'Y* 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

12 October 2001

Date of mailing of the international search report

23/10/2001

Name and mailing address of the ISA
European Patent Office, P.B. 5818 Patentlaan 2
NL - 2280 HV Rijswitk
Tel. (+31-70) 340-2040. Tx. 31 651 epo nl,
Fax: (+31-70) 340-3016

Authorized officer

Diederen, J

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

page 1 of 2




nte.. ~nal Application No

INTERNATIONAL SEARCH REPORT ;
' ‘:(IT/CA 01/00548

C.(Continuation) DOCUMENTS CONSIDERED TO BE RELEVANT

Category ° | Citation of document, with indication,where appropriate, of the relevant passages Relevant to claim No.
X WO 94 27967 A (SMITHKLINE BEECHAM LAB 1,2,28,
:NADLER GUY MARGUERITE MARIE GE (FR); 29

MORVA) 8 December 1994 (1994-12-08)
examples 3,11

claims 1,11

161397-72-4, 161397-80-4, 161397-87-1

X EP 0 379 441 A (RHONE POULENC SANTE) 1,2,28,
25 July 1990 (1990-07-25) 29
examples 8,22

A WO 99 44596 A (JANSSENS FRANS EDUARD 1,28-30
: JANSSEN PHARMACEUTICA NV (BE); KENNIS
LUDO) 10 September 1999 (1999-09-10)
claim 1

Form PCT/ISA/210 (continuation of second sheet) (July 1692)

page 2 of 2



INTERNATIONAL SEARCH REPORT

. ormation on patent family members

E

CT/CA 01/00548

nte.

wnal Application No

Patent document Publication Patent family Publication

cited in search report date member(s) date

WO 9427967 A 08-12-1994 FR 2705674 Al 02-12-1994
FR 2708607 Al 10-02-1995
AU 6971794 A 20-12-1994
WO 9427967 Al 08-12-1994
EP 0700385 Al 13-03-1996
JP 9501404 T 10-02-1997
ZA 9403594 A 20-04-1995

EP 0379441 A 25-07-1990 FR 2642069 Al 27-07-1990
AU 622265 B2 02-04-1992
AU 4858490 A 26-07-1990
CA 2008157 Al 20-07-1990
EP 0379441 Al 25-07-1990
HU 58078 A2 28-01-1992
JP 2233675 A 17-09-1990
NO 900276 A 23-07-1990
PT 92916 A 31-07-1990
us 5025013 A 18-06-1991
ZA 9000387 A 27-11-1991

WO 9944596 A 10-09-1999 AU 3408999 A 20-09-1999
BG 104685 A 30-04-2001
BR 9907951 A 30-01-2001
CN 1292698 T 25-04-2001
WO 9944596 A2 10-09-1999
EP 1059922 A2 20-12-2000
HR 20000523 Al 28-02-2001
NO 20004431 A 30-10-2000
PL 343435 Al 13-08-2001
TR 200002567 T2 21-11-2000

Form PCT/ISA/210 (patent family annex) (July 1692)




	Abstract
	Bibliographic
	Search_Report

