Pl PERI. DI NE AND Pl PERAZI NE DERI VATI VES AS | NHI Bl TORS OF THE ABETA FIBRIL
FORMATI ON Abstract A conpound of forrmula (1) wherein X is ¢-.\ or (I11)
wherein Rerr] is a group (a), Ris a group (e) or (f) whergl isOto
In part i cul ar PQ¥fagent s ocf/onuthngmpﬁgmgmnbmATDMe f or neNegy? of
[err]- I0|d er Ll%&tldemtb"'ﬁ‘&'hro‘ioxmflbrlls thereb acting to
pr event IM IHCAHEON FHBLEER UNRERIHE RATENT [ CQQRERATONGREAT Y| FCDhe
br ai nen Internationnl Patent Classification 7 : (11) International Publication Number: WO 00/47571
Al
gg;g :gllﬁogz ggllll(){s?;lz?,g’sfgfmzzsns’ (43) International Publication Date: 17 August 2000 (17.08.00)
(21) International Application Number: PCT/EPQ0/01000 | (81) Designated States: AE, AL, AM, AT, AU, AZ, BA, BB, BG,
BR, BY, CA, CH, CN, CR, CU, CZ, DE, DK, DM, EE,
(22) International Filing Date: 8 February 2000 (08.02.00) ES, Fl, 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, NO, NZ, PL, PT, RO, RU,
(30) Priority Data: SD, SE, SG, SI, SK, SL, TJ, T™M, TR, TT, TZ, UA, UG,
9902938.1 10 February 1999 (10.02.99)  GB US, UZ, VN, YU, ZA, ZW, ARIPO patent (GH, GM, KE,
LS, MW, 8D, SL, SZ, TZ, UG, ZW), Eurasian patent (AM,
AZ, BY, KG, KZ, MD, RU, TJ, TM), European patent (AT,
(71) Applicant (for all designated States except AT US): NOVAR- BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, [E, IT, LU,
TIS AG [CH/CH]; Schwarzwaldallee 215, CH-4058 Basel MC, NL, PT, SE), OAPI patent (BF, B, CF, CG, CL, CM.

CH).

(71) Applicant (for AT only): NOVARTIS-ERFINDUNGEN VER-
WALTUNGSGESELLSCHAFT M.B.H. [AT/AT); Brunner
Strasse 59 A-1230 Vienna (AT).

(72) Inventors; and .

(75) Inventors/Applicants (for US only): LUOND, Rainer,
Martin [CH/CH};, Talackerstrasse 7, CH-4106 Therwil
(CH). BANZIGER, Markus [CH/CH]; Dahlienstrasse
27, CH-4416 Bubendorf (CH). FREY, Peter {CH/CH];
Sulgenauweg 45, CH-3007 Bern (CH).

(74) Agent: BECKER, Konrad; Novartis AG, Corporate Intellectual
Property, Patent & Trademark Dept., CH-4002 Basel (CH).

GA, GN, 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 the receipt of
amendments.

AT

*G00001*

(54) Title: PIPERIDINE AND PIPERAZINE DERIVATIVES AS INHIBITORS OF THE ARETA FIBRIL FORMATION

)]
oy
YI
\c/\" (o
/ R~
/
(CHy),
RI:‘ (e
e
Mg,
|
LY

(57) Abstract

A compound of formula (I) wherein X is (II) or (III) wherein R’ Is a group (a), R is a group (e) or (f) wherein n is 0 to 3. In
particular the agents of the invention inhibit the formation of f—amyloid (A@) peptide into neurotoxic fibrils, thereby acting to prevent or
slow down the accumulation of amyloid protein deposits in the brain,
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