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The present invention relates to conmpounds of the
general fornmula (1) Werein RLis -(CHR )g-aryl or
-(CHR )qg-heteroaryl, which are unsubstituted or nono,
(12 INTEBNATIDNAIS NP3 ACATIRNEPUHDYSHEDWEIDER [T K PATENG \WOOPER AIOOTY TREATY (PCT)
CF3 or hal ogen, or is lower alkyl, I[ower alkenyl,
'((ﬁcfvl_%}ﬂ Ilelidchia) l&‘o;l)eﬁ(ychZ) n- ,?91(\\ er al kyl,
Or A a I, s
(S2) Orgeck Yo, - (A mi||Ni|@lh||ﬁfﬂllu||u||||||u|||||||||||||||||||||||||||||||||||||||||||||||||||||||

- ( CH2htoenftiGHd| fydum ( CF2) p- <
-(CH2) n- CR2- CF3, wherein Nega¥#o R radicals form

usgaichRtiond Pdblitdiien Dae bon at om a cy cl(waldyrhational ubHeatiinNumber
hy érvge2008106.a82005al kyl ; nPiGT1, 2 orW() |2005/(])4(9)126 Al
pis 0 1, 2 3 4 5 o0or 6; gis 0, 1 or 3;
(51) Y EhGQEAR R ClaksidRion Al K30hD 253718 s(7hygg@age@opklgwgginal l@fénzacherstrasse 124,
243(CH26R2 GF 5 31GHAEE R, AQ1Cki282CF3, CR3{40®-152.31 c@F3, CHF2,
CH2F, or is aryl, optionally nono,
(1) Ilftd‘rliaﬂﬁidbﬁfph(hﬁkﬁledmbfy hal ogen, r(si)sD @al% ﬁ‘NRE{R@SS affyepseingicated, for every

R5 and R6 are |nde11§§ﬁﬁ@qu1982lfrom’%|fﬁ %A%F Wﬂ'ﬁ% AI;EZAC(; /ZLH zéhNa
or lower alkyl; R4 is one of the %@DED%UJPA%DZECEE GBS, L
(22) Iwwlwwlﬂg'wtehydr ogen, |ower akl ,GB 6"@ B 1R HU, D, IL, IN, IS, JP, KE,

(CH2) n-cycl %YéFWberzq%@? @ 268dr ogery, kb, GREXZ, B, KKILR, LS, LT, LU, LV, MA, MD,

C(O -phenyl, -C(O-Ilower alkyl, MEMB) BN(MH2IMZ, NA, NI, NO, NZ, OM, PG,
(25) F@Wawpgg.w C( O) o ( CH2) Hinghéfv\er aq}k%l’l“ RO, RU, SC, SD, SE, SG, SK, SL, SY, TJ, TM,
O NH-(CH2)n-Iovver al kyl or ’TTTZUAUGUSUZVCVNYUZAZM

(26) P“‘%‘J(“E’))%H(‘W) -Cyd Cal kYI ;B i s HYdrogen, |ower al kyl,
(30) ( CH2) n CyC| oal kyl or ( CH2) n- %Sﬂeméﬁgd E@tes (unless otherwise indicated, for every
;?)E[%‘g eut i 60&!0{)%203%)& 1%9(1)0% agl d addidby eyvn8 plokion available): ARIPO (BW, GH,

Qal ly pur OTer's, racer@atkFsLOMW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,

STeri c i xt ur g5 thereof Y tuheant A a¥BRKG. B MD. RU, T3, TW),

(7D h&]l\;caﬁe{z%ra 1 dest nat States except European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
S Eirzacherstrasse 124, FR, GB, GR, HU, IE, IT, LU, MC, NL, PL, PT, RO, SE, SI,

CH-4070 Basel (CH)- SK, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ,

GW, ML, MR, NE, SN, TD, TG).
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GALLEY, Guido [DE/DE]; Katzenbuckelweg 14, 79618 —  before the expiration of the time limit for amending the
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14, 79639 Grenzach-Wyhlen (DE). WOSTL, Wolfgang ance Notes on Codes and Abbreviations" appearing at the begin-
[DE/DE]; Im Strick 2, 79639 Grenzach-Wyhlen (DE). ning of each regular issue of the PCT Gazette.
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TASE INHIBITORS

2 (57) Abstract: The present invention relates to compounds of the general formula
R\ 4 (D Wherein R!' is -(CHR’)¢-aryl or -(CHR')g-heteroaryl, which are unsubstituted or
1 /N 0 R o mono, di- or tri-substituted by lower alkyl, lower alkoxy, CF; or halogen, or is lower

R \H/ N alkyl, lower alkenyl, -(CH,),-Si(CHs);, -(CHy),-O-lower alkyl, -(CHy)n-S-lower alkyl,

-(CHy)g-cycloalkyl, -(CHy),-[CH(OH) | -(CF)p-CHF(5.q), or is -(CH,)n-CR,-CFs, wherein
the two R radicals form together with the carbon atom a cycloalkyl ring; R' is hydrogen or lower alkyl; n is 1, 2 or 3; in is 0 or
1;pis0,1,2,3,4,50r6; qis 0, 1, 2 or 3; R? is hydrogen or lower alkyl; R? is hydrogen, lower alkyl, -CH*CF?>CF;, CH>CF;,
(CH,),CF;3, CFs, CHF,, CF;, CHF,, CH,F, or is aryl, optionally mono, di or tri-substituted by halogen, or is (CH,),NR’R®, wherein
R’ and R are independently from each other hydrogen or lower alkyl; R* is one of the following groups wherein R7is hydrogen,

X [ower akl, -(CH,),-CF; or -(CHy),-cycloalkyl; Rg is hydrogen, lower alkyl, -C(O)-phenyl, -C(O)-lower alkyl, -C(O)O-(CH,),-

o

cycloalkyl, -C(O)O-(CHy),-lower alkyl, -C(O)NH-(CH,),-lower alkyl or -C(O)NH(CH,).-CyClOalkY1; R?® is hydrogen, lower alkyl,
-(CHy),-cycloalkyl or -(CH,),-CF5; and to pharmaceutically suitable acid addition salts, optically pure enantiomers, racernates or
diastereomeric mixtures thereof for the treatment of Alzheimer's disease..



