wO 2006/099972 A1 |0 0 V000 O

The present invention relates to conmpounds of fornula
(I'): a process for the manufacture thereof, their use
for the preparation of nedicaments for treating CNS

(120 INSG RN ETION 10 AP DN TGN BURLISHRID
them wherein RL to R3, A _M

(19) WhRl TG edud] PebErHBRG ARl 9 J‘ﬁ‘l =

International Bureau

(43) International Publication Date PC
28 September 2006 (28.09.2006)

UNDER OBE PATING COORERATHIONPREATY (PCT)
L, E_, G and J are as

\C| ai nms.
25 |0 OO0 OO0 00O

(10) International Publication Number

T WO 2006/099972 A1l

(51) International Patent Classification:
CO7D 487/04 (2006.01) AGIK 31/4745 (2006.01)
CO7D 471/04 (2006.01) AG6IK 31/5025 (2006.01)
AGIK 31/519 (2006.01) AGIP 25/00 (2006.01)

(21) International Application Number:
PCT/EP2006/002334

(22) International Filing Date: 14 March 2006 (14.03.2006)
(25) Filing Language: English
(26) Publication Language: English

(30) Priority Data:
05102332.3 23 March 2005 (23.03.2005) EP

(71) Applicant (for all designated States except US): K. HOFF-
MANN-LA ROCHE AG [CH/CH]; Grenzacherstrasse
124, CH-4070 Basel (CH).

(72) Inventors; and

(75) Inventors/Applicants (for US only): GATTI
MCARTHUR, Silvia [IT/CH]; Ramsteinerstrasse 28,
CH-4052 Basel (CH). GOETSCHI, Erwin [CH/CH];
Landhofweg 23, CH-4153 Reinach (CH). PALMER,
Wylie, Solang [US/US]; 2360 Jane Lane, Mountain
View, CA 94043 (US). WICHMANN, Jiirgen [DE/DE];
Birkenweg 25, 79585 Steinen (DE). WOLTERING,
Thomas, Johannes [DE/DE]; In den Abtsmatten 6, 79639
Grenzach-Wyhlen (DE).

(74) Agent: BRAUN, Axel; Grenzacherstrasse 124, CH-4070
Basel (CH).

(81) Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, CN,
CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI,
GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE,
KG, KM, KN, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV,
LY, MA, MD, MG, MK, MN, MW, MX, MZ, NA, NG, NI,
NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG,
SK, SL, SM, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, US,
UZ, VC, VN, YU, ZA, 7ZM, ZW.

(84) Designated States (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB, GR, HU, IE, IS, IT, LT, LU, LV, MC, NL, PL, PT,
RO, SE, S, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA,
GN, GQ, GW, ML, MR, NE, SN, TD, TG).

Published:
—  with international search report

Fortwo-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 Gagzette.

(54) Title: ACETYLENYL-PYRAZOLO-PVRIMIDINE DERIVATIVES AS MGLUR2 ANTAGONISTS

R3
A
N\ —
@
y 2
A
Rl

(57) Abstract: The present invention relates to compounds of for-
mula (I): a process for the manufacture thereof, their use for the
preparation of medicaments for treating CNS disorders and phar-
maceutical compositions containing them, wherein R to R, A, M,
L, E, G, and J are as defined in the description and claims.



