(57) 'Ab§tract: Efficient synthetic routes for the preparation of rhinovirus

protease inhibitors of forrmula (1),

useful | i p2iINOERNATYONAR PPEICAPIONGVBLIERED QNEM%N‘PEOBHE@S*

as pharmaceutical compositions that contain these conpounds,

for treating patients or hosts infect
(19) World Intellectual Property Organization
International Bureau

01/14329 A1l

=

(43) International Publication Date

as wel |

di at es

SN tdeary ey e! !

arc sultabl e
more pi cornaviruses.

as key interme-

M th one or
001 00 0 O

(10) International Publication Number

1 March 2001 (01.03.2001) PCT WO 01/14329 Al
(51) International Patent Classification”: @ CO7D 207726, (US). MELNICK, Michael, Joseph; Parke-Davis, 2800
261/18, 413/12, CO7K 5/02 Plymouth Road, Ann Arbor, MI 48105 (US). BENDER,
Steven, Lee; 915 Reese Street, Oceanside, CA 92054
(21) International Application Number: PCT/US00/23033 (Us).

(22) International Filing Date: 23 August 2000 (23.08.2000)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:

60/150,358 24 August 1999 (24.08.1999) . Us

(71) Applicant: AGOURON PHARMACEUTICALS, INC.
[US/US]; 10350 North Torrey Pines Road, La Jolla, CA
92037-1020 (US).

(72) Inventors: TIAN, Qingping; 7704 Roan Road, San
Diego, CA 92129 (US). NAYYAR, Naresh, K.: 5340
Toscana Way, No. F-112, San Diego, CA 92122 (US).
BABU, Srinivasan; 10914 Jasmine Crest Lane, San
Diego, CA 92121 (US). TAO, Junhua; 9699 Caminito
del Vida, San Diego, CA 92121 (US). MORAN, Terence,
Jarold; 11947 Dapple Way, San Diego, CA 92128 (US).
DAGNINO, Raymond, Jr.; 1933 Hidden Mesa Road, El
Cajon, CA 92019 (US). MITCHELL, Lennert, J.; 3823
Paris Street, Hemet, CA 92545 (US). REMARCHUK,
Travis, Paul; 5204 Palo Verde Road, Irvine, CA 92612

(74) Agents: ROBERTS, Simon, D.; Shanks & Herbert,
TransPotomac Plaza, 1033 North Fairfax Street, Suite 306,
Alexandria, VA 22314 et al. (US).

(81) Designated States (national): AE, AG, AL, AM, AT, AU,
AZ, BA, BB, BG, BR, BY, CA, CH, CN, CR, CU, CZ, DE,
DK, DM, 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, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TR, TT,
TZ, UA, UG, UZ, VN, YU, ZA, ZW,

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

Published: .
~—  With international search report.

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.

(54) Title: SYNTHETIC ROUTES FOR THE PREPARATION
MEDIATES

OF RHINOVIRUS PROTEASE INHIBITORS AND KEY INTER-

o

(57) Abstract: Efficient synthetic routes for the preparation of thinovirus protease inhibitors of formula (I), as well as key interme-
diates usefull in those synthetic routes. These compounds of formula (I), as well as pharmaceutical compositions that contain these
compounds, are suitable for treating patients or hosts infected with one Or more picornaviruses.



