Title: TRANS OLEFI NI C GLUCOKI NASR BT WErofs>Perr]  Abstract :
2,3-Di -substituted trans olefinic N-heteroaromatic or urido proprionam des

of formula (1) with said substitution at
substituted phenyl group and at the) &

the 2-position being a

MAYi 200dn being a cycloal kyl ring,

sai d propr ipErdRAORSL NG LA AVRBIPUBASEED BOER TEE BXTENNWIDOFERANONGRELTY (PSK| | N

secretion in the treatnent of type 11 di abetes.

(19) World Intellectual Property Organization

International Bureau

(43) International Publication Date
21 June 2001 (21.06.2001)

(10) International Publication Number

WO 01/44216 Al

(s1)

International Patent Classification”:  C07D 277/46,
AG61K 31/426, COTD 213/75, 277/56, CO7C 275/50, A61K
31/4402, 31/44, 31/17, A61P 3/10

(21) International Application Number: PCT/EP00/12612

22)

25)

(26)

International Filing Date:
12 Deccmber 2000 (12.12.2000)

Filing Language: English

Publication Language: English

- ~~ (30) Priority Data:

WO 01/44216 Al

an

(72)

(79

60/170,783 15 December 1999 (15.12.1999)  US

Applicant: F, HOFFMANN-LA ROCHE AG [CH/CH];
124 Grenzacherstrasse, CH-4070 Basle (CH).

Inventors: CORBETT, Wendy, Lea; 36 Ridgewood
Drive, Randolph, NJ 07869-3754 (US). SARABU, Ra-
makanth; 73 Forest Road, Cedar Grove, NJ 07009 (US).
SIDDURI, Achyutharae; 22 Washington Court, Liv-
ingston, NJ 07039 (US).

Agent: WITTE, Hubert; 124 Grenzacherstrasse,
CH-4070 Basle (CH).

(81) Designated States (national): AE, AL,
BA, BB, BG, BR,BY, CA, CH,CN, CU
ES, F1, GB, GD, GE, GH, GM, HR, HU
KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV, MA,
MD, MG, MK, MN, MW, MX, NO, NZ, PL, PT, RO, RU,
SD, SE, SG, SI, SK, SL, TJ, TM, TR, TT, UA, UG, UZ,
VN, YU, ZA, ZW.

AM, AT, AU, AZ,

,CZ.DE, DK, EE,

, ID, IL, IN, IS, JP,
L

(84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZW), Eurasian
patent (AM, AZ, BY, KG, KZ, MD, RU, T], TM), European
patent (AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, [E,
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 limit for amending the
claims and to be republished in the event of receipt of
amendments.

For two-letter codes and other abbreviations, refer to the "Guid-
ance Notes on Codes and Abbreviations" appearing at the begin-
ning of each regular issue of the PCT Gazette.

AN

*162162*
—_—

LT

*ACTION*

(54) Title: TRANS OLEFINIC GLUCOKINASE ACTIVATORS

R

la H
__G_/N

l

—R (1)

(57) Abstract; 2,3-Di-substituted trans olefinic N-heteroaromatic or urido proprionamides of formula (I) with said substitution at
the 2-position being a substituted phenyl group and at the 3-position being a cycloalkyl ring, said proprionamides being glucokinase
activators which increase insulin secretion in the treatment of type II diabetes.



