Title: N-(2-PHENYL-4- AM NO BUTYL) - 1- NAPHTHAM DES AS NEURCKI NI N-1 RECEPTOR
ANTAGONI STS Abstract A conpound having the general fopga (1):
Rlerr]Rerr]N-CH err]CH err]-CHAr[err]-CH err]-NR err] - CO-GE&l®] wher ei n:

. il
Rlerr] is hydP€gdh, Jer r VORHPRNFELLEQTOALPRAPERIY RRGIPIZATI yI |, (] & S al kanoy!|

subs 1 - RN APRAAreElcudioh FRAGRG 1ngBRY © 3*59585%%41?5%5‘% R A5,

substi.t
j Oi ng&h IntgraftignakPaent %&lﬁcmqraﬂ y “subs} | tutlﬁdntmqﬁhl(ﬂublﬁ(ﬁorfﬂuﬂge,r Art |W0m0¢59§5173
mon 0CoTd 23587 sCommutsa2pa6Ikal o; RAEN hyd en or CJerr] alkyl: err]
i s optiblmlsl ASIPIA0; 25/0et0n 2B h-11- v <“]-”d'r‘“ H’ﬁ@%ﬂ&'ﬁ“ﬁ‘@&l | y'%éf&’ °§°df2é5£”é ts
thereof . These conpounds antagonize th IF a:%) ogical actions of

endod&h BTt ARRBRIY NEBOeE: o ¢ hy K TR 25 hi P‘Eﬂaé - ﬁ%“ﬁ@&%ﬁ%’ﬁ%ﬁzﬁ@m

I €C ejQ2DInternational Filing Date: 3 April 2000 (03.04.00) DZ, EE, ES, FI 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,
(30) Priority Data: RO, RU, SD, SE, SG, S|, SK, SL, TI, T™, ‘IR, TT, TZ,
9907571.5 6 April 1999 (06.04.99) GB UA, UG, US, UZ, VN, YU, ZA, ZW, ARIPO patent (GH,
GM, KE, LS, MW, SD, SL, SZ, TZ, UG, ZW), Eurasian
patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), European
(71) Applicant (for all designated States except US)i  AS- patent (AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR,
TRAZENECA AB [SE/SE]; S~151 85 Stdertilfe (SE). IE, IT, LU, MC, NL, PT, SE), OAPI patent (BF, BJ, CF,
CG, CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG).

=4

(72) Inventor; and
(75) Inventor/Applicant (for US only): BERNSTEIN, Peter, Robert
[US/US); 1800 Concord Pike, Wilmington, DE 19850-5437 | Published

(US). With international search report,
Before the expiration of the time limit for amending the
(74) Agent: PHILLIPS, Neil, Godfrey, Alasdair; AstraZeneca, claims and to be republished in the event of the receipr of
Global Intellectual Property, P.O. Box 272, Mereside, amendments.

Alderley Park, Macclesfield, Cheshire SK10 4TR (GB).

G

*G00001*
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(57) Abstract

A compound having the general formula (I): R'R2N-CH2CH;-CHAr'-CH2-NR3-CO-R# wherein: R' is hydrogen, Cis alkyl, Ca-¢
alkenyl, aryl, C1—¢ alkanoyl Cj-¢ alkoxycarbonyl or arylcarbonyl; any of such groups being optionally substituted; R2 is hydrogen or C¢
alkyl; or R! or R? are joined to form an optionally substituted morpholino ring; Ar! is phenyl mono— or di-substituted by halo; R3 is
hydrogen or Cy¢ alkyl; R4 is optionally substituted naphth—1—yl; or pharmaceutically acceptable salts thereof. These compounds antagonize
the pharmacological actions of the endogenous neuropeptide tachykinins, particularly the neurckinin 1 (NK1) receptor.
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