The present invention relates to a conpound of general formula (1) wherein
R1 i s hydrogen, lower alkyl, CD3, -(CH2)n-CHO -(CH2)n-O I ower alkyl,
-(CH2)n-OH, -(CH2)n-cycl oal kyl or is heterocycloal kyl; R2 is hydrogen,

hal ogen, (myN1ER¥ATIONE A rali&xTTON GUBILIONEY U ERVIIEE m@ﬁh‘ﬂe@ﬂm&mwﬂﬂﬂh oY)

|over SR fladle, lgmﬁgiﬁ:aqnmtw% / w g ﬂmmmmmumm S udad R BN, o

optionally substitute by one, two & e su (';‘)tl Qﬁ&élpgﬁiaﬁ%ﬁ feom

hal ogen, | Glaentezhatignal Phldinsion Bhatey | Yut ed oxy
substi t ut ed bixugnst YE05.08,2018k| kyl , Imr al koxy"

heteroaryl, heterocycloal kyl, or by phenyl optionally substltut ed by R,

and R kg Ih@JnQSEJ‘PatJnP&Y%EIﬁQJIJﬁW lover al le@xX,f bOMR! RIM@XYoaMBRL kLUt ‘?zq by
hal ogen, odo7b S1.heL@6.0ar yAﬁlKalMﬁ(ﬂoﬁHI@j’ al kyl cchh@atcklyl het er ocycl oaI kyl,
aryl or he¢0en>€ﬂa/ﬂg/(12006(M)ereﬁmmwb(zemdl)het 1'109 BeePRLLonal LY m§wpe% re ted
by one or <f 012 (20029@ 01k il et P e Db C] NibBCGE AL

aci d addi t d‘% 006, L@ PESLRL N Q{)ure OAOtA(I AU.S\ZCBX. IBBSIPO B BRY BW, BY, BZ
enanti oner an

or optical isoner thereof. F%t%?WNeCO tCHeCLbﬁésPiEnPK DM, DO,

i nvent i GH IP‘é‘l“&‘t“é”éAfpacaﬁWWﬁ%g&qég g ﬂ'pOSI Eﬁcﬁ%s %(%ﬁt f@P @s
/EP /0 I

of fornmula | and to their use tngﬂtKZC) rl@u][I@Lﬁ(lS _MA, MD.
neur opsy¥ Hpipgopal H‘f‘@&aﬂe{ S ME, MG, MK, MN, MW, MX, MY, MZ NA, NG, NL
9 January 2010 (19.01.2010) NO, NZ, OM, PE, PG, PH, PL, PT, RO, RS, RU, SC, SD,

(25) Filing Language: English SE, 8G, SK, SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR,

TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW.
(26) Publication Language: English

L. (84) Designated States (unless otherwise indicated, for every

(30) Priority Data: kind of regional protection available): ARIPO (BW, GH,

09151382.0 27 January 2009 (27.01.2009) EP GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,

(71) Applicant (for all designated States except US): F. ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ,
HOFFMANN-LA ROCHE AG [CH/CHJ; Grenzacher- TM), European (AT, BE, BG, CH, CY, CZ, DE, DK, EE,

strasse 124, CH-4070 Basel (CH). ES, FL, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, LV,
MC, MK, MT, NL, NO, PL, PT, RO, SE, SI, SK, SM,
(72) Inventors; and TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW,
(75) Inventors/Applicants (for US only): KOLCZEWSKI, ML, MR, NE, SN, TD, TG).
Sabine [DE/DE]; Minna Vortisch Strasse 12d, 79540 Lo- .
errach (DE). PINARD, Emmanuel [FR/FR]; 7, rue de Yublished:

Pujo, F-68480 Linsdorf (FR). STALDER, Henri —  with international search report (Art. 21(3))
[CH/CH]; Beim Goldenen Loewen 12, CH-4052 Basel
(CH).

(54) Title: AROYLAMINO - AND HETEROAROYLAMINO-SUBSTITUTED PIPERIDINES AS GLYT-1 INHIBITORS

R’ 0
SN
Ar

T Z

R’ I

(57) Abstract: The present invention relates to a compound of general formula (I) wherein R' is hydrogen, lower alkyl, CDs, -
(CH,),-CHO, -(CH,),-O-lower alkyl, -(CH,),-OH, -(CH,).-cycloalkyl or is heterocycloalkyl; R* is hydrogen, halogen, hydroxy,
lower alkyl, di-lower alkyl, -OCH-O-lower alkyl, or lower alkoxy; or the piperidin ring form together with R* a spiro ring, select-
ed from 4-aza-spiro[2.5]oct-6-yl; Ar is aryl or heteroaryl, which are optionally substituted by one, two or three substituents, se-
lected from halogen, lower alkyl, lower alkyl substituted by halogen, lower alkoxy substituted by halogen, cycloalkyl, lower
alkoxy, S-lower alkyl, heteroaryl, heterocycloalkyl, or by phenyl optionally substituted by R', and R' is halogen, lower alkyl, lower
alkoxy or lower alkoxy substituted by halogen, or is heteroaryl; R is lower alkyl, cycloalkyl, heterocycloalkyl, aryl or heteroaryl,
wherein aryl and heteroaryl are optionally substituted by one or two R"; nis 0, 1 2 or 3; or to a pharmaceutically acceptable acid
O addition salt, to a racemic mixture, or to its corresponding enantiomer and/or optical isomer thereof. Furthermore, the present in-

vention relates to pharmaceutical compositions containing the compounds of formula I and to their use in the treatment of neuro-
g logical and neuropsychiatric disorders.
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