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O\ (57) Abstract: The invention relates to malonamide derivatives of formula (I), wherein: R! is one of the following groups (Formulae
a), b), ¢), d)); R%is lower alkyl, lower alkinyl, -(CH,),-O-lower alkyl, (CH,),-S-lower alkyl, -(CH,),-CN, -(CR'R"),-CF3, (CRR"),-
CHF,, -(CRR"),-CH,F, -(CH,),-C(O)O-lower alkyl, -(CH,),-halogen, or is -(CH,),-cycloalkyl, optionally substituted by one or more
€ substituents, selected from the group consisting of phenyl, halogen or CF3; R’,R" are independently from n and from each other
& hydrogen, lower alkyl, lower alkoxy, halogen or hydroxy; R3, R* are independently from each other hydrogen, lower alkyl, lower
m alkoxy, phenyl or halogen; R’ is hydrogen, lower alkyl, -(CH,),-CF; or -(CH,),-cycloalkyl; R¢is hydrogen or halogen; R is hydrogen
& or lower alkyl; R® is hydrogen, lower alkyl, lower alkinyl, -(CH,),-CF3,-(CH,),-cycloalkyl or -(CH,),-phenyl, optionally substituted
& by halogen; R? is hydrogen, lower alkyl, -C(O)H, -C(O)-lower alkyl, -C(O)-CFs,-C(O)-CH,F,-C(0)-CHF,,-C(O)-cycloalkyl,-C(O)-
o (CH,),-O-lower alkyl,-C(O)O-(CH,),-cycloalkyl, -C(O)-phenyl, optionally substituted by one or more substituents selected from the
group consisting of halogen or -C(O)O-lower alkyl, or is -S(O),-lower alkyl, -S(0),-CF;,-(CH,),-cycloalkyl or is -(CH,),-phenyl,
optionally substituted by halogen; nis 0, 1, 2, 3 or 4; and to pharmaceutically suitable acid addition salts, optically pure enantiomers,
racemates or diastereomeric mixture thereof. These compounds may be used for the treatment of Alzheimer’s disease.
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[err] Abstract: The invention relates to mal onam de
derivatives of formula (1), mherein R[err] is one of
the follow ng groups (Formula
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Cil\/é lGIA] Gl\tﬁf}e r fi ]Pﬁ gf.t des and ozer abbre]vzatlons refer to the "Guid-
) rgrr otes on]:Codes and Abbreviations" appearing at the begin-
febr C(C»C)Iomer alﬁ
nl g ofea ular issue ofthe PCT G zetl‘
Pmmﬂw ‘CH err n hal ogen, or is - err Ferr -cycl oal kyl,

— Wﬂﬁ?ﬁﬁﬁﬁ?s?méﬂﬁ%ﬁltuted by one or more substituents,
selected fromthe group consisting of phenyl, hal ogen
or CF[err]; R ,R' are independently fromn and from

each other hydrogen, |ower alkyl, |ower alkoxy,
hal ogen or hydroxy; Rlerr], R err] are independently
from each ot her hydrogen, |ower alkyl, |ower alkoxy,

phenyl or halogen; R err] is hydrogen, |ower alkyl,
-(CH err])"-CF[err] or -(CHerr])"-cycloal kyl; Rerr]
i s hydrogen or halogen; R err] is hydrogen or |ower
al kyl; R err] is hydrogen, |ower alkyl, |ower alKkinyl,
-(CHerr])n-CF[err],-(CH err])n-cycl oal kyl or

-(CH err])a phenyl, optionally substituted by

hal ogen; R err] is hydrogen, |lower alkyl, -C(OH,
-C(O -1l ower alkyl,
-C(O-CF[err],-C(O-CHerr]F,-C(O-CHF[err],-C(O-cycl
oal kyl,-C(O - (CHerr])a O ower

al kyl ,-C(O O (CH err])n-cycl oal kyl, -C(O) -phenyl,
optionally substituted by one or nore substituents

sel ected fromthe group consisting of hal ogen or
-C(OOIlower alkyl, or is -S(Oferr]-Ilower alkyl,
-S(O[err]-CFlerr],-(CH err])a cycloal kyl or is

-(CH err])[err]-phenyl, optionally substituted by

hal ogen; nis 0, 1, 2, 3 or 4; and to pharnaceutically
suitable acid addition salts, optically pure
enantioners, racemates or diastereoneric mxture

t hereof. These conpounds nmay be used for the treatnent
of Al zhei ner's disease.



