Title:
Conmpounds of fornula (1)
substituted by one or

Clerr]
opti onaql[l

"t oget hey sn‘"in PhalidlG PE‘tluH CRARM RO Meh ¥ieh t h%mﬁz{
RI(&riyr

er ed 401
hydr ogen otenG] err] -

6- menb

rocycl i @ngmet@sioniR[Appiicdtion Sunibeer PLT/Ao@n1041- al K yhighedaiePrépkryChadt & -Thadnad | eydrimengr
optionally substituted by CJerr]
4, W t h@phBepihomalFoing bat  Woay 2o{ @ra7poos p- chl or ophenyl
or p-nitr@pHen

phenyl

derr]-
WWJrrdﬁthé@ébﬁGWrK}Qﬂ b amizftioh ]
y substihtsbiReht Birediy

N(Rlerr])Rerr], s
- CON(R{ err] mﬁ[lﬁfeFdau&fal PibligaidR DR al ent cycl ic Orgﬂﬂlnferlgi@-wvl’uﬂﬁ&ﬁfoﬁ Numbét

sRlerr] are epcCihnuhgependenl2yo)ydr ogen
.hydrogen _and Rl err]

in free or

hydroxy, m tro,

Cerr]

cyano,
hal oal kyl ,

roxy,

hal ogen, carboxy,

is acyl or -SOerr

v

i

Pl PERI DI NE COMPCOUNDS FOR USE AS CCR- 3

nore hal ogen atonms, Ar[err]
whi ch i s ynsmirekRNiTedR. APLRIADRIN HUBLBEED YNDEYETHE, PATENE COUBIATIONTHEATS @lact €

from hal ogen,

Cerr]-

Jerr]-
-Cerr ;;.:-.

i, DR

ok

gl

Tderr]- C[W(D](?Zand&%f)o%

err],

I NHI BITORS [err] Abstract:
salt form where Ar' is phenyl
i s phenyl or napht hyl

derr]-alkyl,

(1

eriiiitlal koxy, agyl.axy,
err] -al koxycar bonyl ,

err]
or Herr err

hydr ogen,

as phar acEgiLe@hae:

(26) Publication Language:

U506 Y Crhob, Gro O Ak Bus, AL i€f7ios,
C[err] -alkyl, or Rer

Ar[err] is not phenyl

Coglish

English

(30) Priority Data:

GB
GB

12 July 2000 (12 07.2000)
22 September 2000 (22.09.2000)

0017174 4
00233262

(71) Applicant (for all designated States except AT, US): NO-

[

A

VARTIS AG [CH/CH]; Lichtstrasse 35, CH-4056 Basel
(CH)

(71) Applicant (for AT only): NOVARTIS-ERFINDUNGEN

VERWALTUNGSGESELLSCHAFT M.B.H. [AT/AT],
Brunner Strasse 59, A-1230 Vienna (AT).

*(72) Inventors; and
&(75) Inventors/Applicants (for US only):

HOWE, Trevor,
John [GB/GB|, 65 Cowley Road, Mortlake, London SW14
8QD (GB). BHALAY, Gurdip {GB/GB]; 61 Bamborough
Close, Southwater, Horsham, West Sussex RH13 7XG
(GB). LE GRAND, Darren, Mark [GB/GB]|, 8 Ropeland
Way, Horsham, West Sussex RG12 5NY (GB). STORZ,

and

‘?D@Eltl]a%‘o‘%@as>g‘?mttfﬁ4lé’s ﬁﬂsch%

are each |ndepen ent

r] and Rlerr] together wih the
nitrogen atomto which they are attached @gn@h® BEOKE®-KRHREK&EHNRE Ecorporate

- J er(t40efiHeyel CHand n is 1, 2, 3,

(84)

or
and Rlerr] is

pted STHe (o aRdS, Ar eMusedly|
AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, CO, CR, CU,
CZ, DE, DK, DM, DZ, [iC, EE, ES, F1, GB, GD, GE, GH,
GM, HR, HU, ID, 1L, N, IS, JP, KE, KG, KP, KR, KZ, 1.C,
LK, LR, LS, LT, LU, LV, MA. MD, MG. MK, MN, MW,
MX, MZ, NO, NZ, PL, PT, RO, RU, SD, SE, SG, SI, SK,
SL, TJ, TM, TR, TT, TZ, UA. UG, US, UZ, VN, YU, ZA,
W

Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZW). Rurasian
patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM). European
patent (AT, BE, CH, CY, DE, DK, ES, F1, FR, GB, GR, IE,
IT, LU, MC, NL, PT, SE, TR}, OAPI patent (BF, BJ, CF,
CG, CI, CM. GA, GN, GW. ML, MR, NE, SN, TD, TG)

Published:

with international search report

before the expiration of the time limu for amending the
claims and to be republished wn the event of recewpt of
amendments

For two-lelter codes and other abbreviations, refer to the "Guid-
ance Notes on Codes and Abbreviations” appearing at the begin-
ming of each regular 1ssue of the PCT Gazette

AN

Al

R1

I
Ar—C
H

|
~(CH),—F—N—C

H

(54) Title: PIPERIDINE COUMPOUNDS FOR USE AS CCR-3 INHIBITORS
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& (57) Abstract: Compounds of formula (I) in free or salt form, where Ar' is phenyl substituted by one or more halogen atoms, Ar;
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is pheny! or naphthyl which is unsubstituted or substituted by one or more substituents selected from halogen, cyano, hydroxy, m-
tro, C;-Cs-alkyl, C,-Cg-haloalkyl, C,-Cg-alkoxy or C,-Cs-alkoxycarbonyl, R! 1s hydrogen or C,-Cg-alky! optionally substituted by
hydroxy, Ci-Cs-alkoxy, acyloxy, N(R2)R3, halogen, carboxy, C,-Cg-alkoxycarbonyl, -CON(R*)RS or by a monovalent cyclic organic
group, R2 and R3 are each independently hydrogen or C;-Cs-alkyl, or R? 1s hydrogen and R3 1s acyl or -SO,R5, or R? and R? together
with the nitrogen atom to which they are attached denote a 5- or 6-membered heterocyclic group, R* and R are each independently
hydrogen or C;-Cg-alkyl, or R* and R> together with the nitrogen atom to which they are attached denote a 5- 6-membered hete-
rocyclic group, R® is C,-Cg-alkyl. C;-Cs-haloalkyl, or phenyl optionally substituted by C,-Cg-alkyl, and n1s 1, 2, 3, or 4, with the
proviso that when Ar' is p-chlorophenyl and R! is hydrogen, At? is not phenyl or p-nitrophenyl The compounds are useful as phar-
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