wO 2004/026825 A1 |00 O OO0 O

Racem c or enantionerically pure 4-pyrrolidino

derivatives of the fornula (1),

preparation, pharmaceutica

processes for their

composi tions conpri sing

(123 SN TERY ETION AT ARRESCATZONIPUHAGSHEDUSDER MHE RETEDIT ©PORER OMOMNREATY (PCT)
treatnment of a disease which is nediated by a

oY) Seuild NBteloéciudBB@pdatyl Nhi bi kg
Al zhei megana@insease and

International Bureau

(43) International Publication Date
1 April 2004 (01.04.2004)

o

0 K’*\

ey

in particular

T

(10) International Publication Number

WO 2004/026825 Al

CO07D 207726,

(51) International Patent Classification’:
401/04

(21) International Application Number:
PCT/EP2003/010356

(22) International Filing Date:
18 September 2003 (18.09.2003)

(25) Filing Language: English

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

02021319.5 20 September 2002 (20.09.2002)  EP
(71) Applicant: FHOFFMANN-LA ROCHE AG [CH/CH];

Grenzacherstrasse 124, CH-4070 Basel (CH).

(72) Inventors: IDING, Hans; Bahnhofstrasse 45, 79618
Rheinfelden (DE). JOLIDON, Synese; Stutzhalde
2, CH-4223 Blauen (CH). KRUMMENACHER,
Daniela; Engerfeldstrasse 11, CH-4310 Rheinfelden
(CH). RODRIGUEZ-SARMIENTO, Rosa, Maria;
Missionsstrasse 33, CH-4055 Basel (CH). THOMAS,
Andrew, William; Zwinglistrasse 4, CH-4127 Birsfelden
(CH). WIRZ, Beat; Wiedenweg 4, CH-4153 Reinach
(CH). WOSTL, Wolfgang; Im Strick 2, 79639 Gren-
zach-Wyhlen (DE). WYLER, Rene; Brandschenkestrasse
168, CH-8002 Ziirich (CH).

(74) Agent: HEIROTH, Ulrike;
CH-4070 Basel (CH).

Grenzacherstrasse 124,

(81) Designated States (national): AE, AG, AL, AM, AT, AU,
AZ,BA, BB, BG, BR,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, KP, KR,
K7, LC, LK, LR, LS, LT, LU, LV, MA, MD, MG, MK,
MN, MW, MX, MZ, NI, NO, NZ, OM, PG, PH, PL, PT,
RO, RU, SC, SD, SE, SG, SK, SL, SY, TJ, TM, TN, TR,
TT, TZ, UA, UG, UZ, VC, VN, YU, ZA, ZM, ZW.

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

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: PYRROLIDONE DERIVATIVES AS MAOB INHIBITORS

Hl

R (D

(o]

R“
N,
R\.l
YR
1, Rm
R

(57) Abstract: Racemic or enantiomerically pure 4-pyrro-
lidino derivatives of the formula (I), processes for their prepa-
ration, pharmaceutical compositions comprising said deriva-
tives, and their use in the prevention and treatment of a dis-
ease which is mediated by a monoamine oxidase B inhibitor,
in particular Alzheimer’s disease and senile dementia.



