e

PCI‘ WORLD INTELLECTUAL PROPERTY ORGANIZATION
International Bureau

INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

(51) International Patent Classification 4 : (11) International Publication Number: WO 88/ 00587
C07D 471/04, CO7F 7/10
A61K 31/47 /] (COTD 471:04 A3 | (43) International Publication Date: 28 January 1988 (28.01.88)
C07D 231:00, 221:00)

(21) International Application Number:  PCT/EP87/00366 | Published
With international search report.

(22) International Filing Date: 7 July 1987 (07.07.87) Before the expiration of the time limit for amending the
claims and to be republished in the event of the receipt of
amendments.

(31) Priority Application Numbers: 385,1 lg

13,51

(88) Date of publication of the international search report:

(32) Priority Dates: 14 July 1986 (14.07.86) | —-. . . 7 April 1988 (07.04.88)
11 February 1987 (11.02.87)

(33) Priority Country: Us

(71) Applicant: SANDOZ AG [CH/CH]; Lichtstrasse 35,
CH-4002 Basel (CH).

(72) Inventor: HOULIHAN, William, Joseph ; 15 Raynold
Road, Mountain Lakes, NJ 07046 (US).

(81) Designated States: AU, DK, FI, HU, JP, KR.

(54) Title: 5-HETERO- OR ARYL-SUBSTITUTED-IMIDAZO[2,1-a]ISOQUINOLINES

8 N 2 .
Rl N (1) (a)
I Q
R .
R
b !
(b) R (c) R3 @ g
3 Y R.' -CH N/ 4
- X ’ 3 ' 2\ R
3 R3' 4

(57) Abstract

Compounds of formula (I), wherein each R independently is hydrogen or methyl, R, is in 8- or 9-position and repre-
sents hydrogen, chloro, fluoro or Cy_salkyl and R; represents thienyl, furyl or formula (a) wherein each Ro represents inde-
pendently hydrogen, fluoro, chloro, C;.jgalkyl, Cy.jgalkoxy or C|_jpalkylthio or one Ro is hydrogen and the other represen-
ts tri-(C,.3alkyl)silyl, trifluoromethyl, phenyl, monochlorophenyl, monofluorophenyl, formulas (b), (c), (d), wherein X, Y,
Rs, R;' or R, are as defined herein or two Ro’s on adjacent carbon atoms form methylenedioxy. The compounds are indi-
cated for use in treating PAF-mediated bronchocontriction and extravasation.
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