w0 20087077811 A1 |00 OO O

The present invention

is concerned with novel

spi ro-pi peri di ne derivatives as Vla receptor

ant agoni sts, their

manuf act ur e,

phar maceut i cal

(120 INTBBSATIOBAIS ARRDAC AT QN PIBLISHE LNDER THE PATHNG € OQSERATION TREATY (PCT)

medi canents. The active co "

19) V\l'onlﬁ %Pglieaglal opeﬁiglég(lﬂmzzitﬁa

other I seases. In parti

43 TRORGEMIBEbIatibh BREPOUNd
(1'B.Jutmmogi03.072009 R5, R5'?

n thao cnact f1 ~at 1 AN

Jthe present

ognds of the present
pERvention and

IHIH‘IIIIIEHIIIHIHHIIIIH!IHHII#III e

i nvention
t he @R eii@hatfoldl Pdblation Number

Y and W@ 2008777881 Al

IlI CHTC— opPCTT I oaci ors

(51) International Patent Classification:

CO7D 211/16 (2006.01) AGIK 31/438 (2006.01)
CO7D 471/10 (2006.01) AG6IK 31/5377 (2006.01)
CO7D 491/10 (2006.01) AGIP 25/00 (2006.01)

CO07D 519/00 (2006.01)

(21) International Application Number:
PCT/EP2007/063882

(22) International Filing Date:
13 December 2007 (13.12.2007)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:
06127078.1 22 December 2006 (22.12.2006) EP
(71) Applicant (for all designated States except US): K. HOFF-
MANN-LA ROCHE AG [CH/CH]; Grenzacherstrasse

124, CH-4070 Basel (CH).

(72)
(75)

Inventors; and

Inventors/Applicants (for US only): BISSANTZ, Cate-
rina [DE/FR]; 3, rue de Palmrain, F-68128 Village-neuf
(FR). GRUNDSCHOBER, Christophe [CH/CH];
Landskronstrasse 18, CH-4118 Rodersdorf (CH). MAS-
CIADRI, Raftaello [CH/CH]; Klybeckstrasse 228,
CH-4057 Basel (CH). RATNI, Hasane [FR/FR]; Louis
Pasteur 4, F-68440 Habsheim (FR). ROGERS-EVANS,
Mark [GB/CH]; Bienenstrasse 63, CH-4104 Oberwil Bl

(CH). SCHNIDER, Patrick [CH/CH]; Birnbaumweg 15,

CH-4103 Bottmingen (CH).
(74) Agent: WASNER, Marita; 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, BH, BR, BW, BY, BZ, CA, CH,
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, 1L,
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, PG, PH, PL,
PT, RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY,
TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA,
M, 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, MT, NL, PL,
PT, RO, SE, SI, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

Published:

with international search report

before the expiration of the time limit for amending the
claims and to be republished in the event of receipt of
amendments

(54) Title: SPIRO-PIPERIDINE DERIVATIVES

(57) Abstract: The present invention is concerned with novel spiro-piperidine deriva-
tives as V la receptor antagonists, their manufacture, pharmaceutical compositions con-
taining them and their use as medicaments. The active compounds of the present inven-
tion are useful in the prevention and/or treatment of anxiety and depressive disorders
and other diseases. In particular, the present invention is concerned with compounds of
the general formula (I), wherein R to R R X, Y and A are as defined in the specifi-
cation.




