METHOD FOR SYNTHESI ZI NG [err] - L- FLUORO 2', 3' DI DEHYDROCYTI DI NE [err]-L- FD4C)
The i nvention provided a nethod of synthesizing [err]
, 3' -di dehydrocytidine [err]

Abstract:
-L-5-fl uoro-2'

, 3' -di deoxy- 2'

“L-FD4C). The

met hod al [1OMSTERNATIONAGAPRIGEABION IPUBLISH EMYNIHR THE FATENTLCGEBATIONARESTY (PCTent ,

cost-efficient,

O 03/087119 A1l

(19) World Intellectual Property Organization
International Bureau

(43) International Publication Date
23 October 2003 (23.10.2003)

PCT

and environnental |y sound nmanner .

(10) International Publication Number

WO 03/087119 A1l

(51) International Patent Classification’: CO7H 19/06,

CO7D 239/32, 307/02
(21) International Application Number: PCT/US03/11445

(22) International Filing Date: 11 April 2003 (11.04.2003)

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

60/372,006 12 April 2002 (12.04.2002) US

(71) Applicant: ACHILLION PHARMACEUTICALS,
INC. [US/US]; 300 George Street, New Haven, CT
0651-6624 (US).

(72) Inventors: KOWALCZYK, Bo; 15037 S 88th Avenue,

Orland Park, IL. 60462-3412 (US). ZHAOQO, Li; 3711 High-

knob Circle, Naperville, IL. 60564-4423 (US). SCHURE,

Ralph, M.; 521 50th Street, Darien, IL. 60561-4051 (US).

DUNKLE, Lisa; 12 Richborough Road, Madison, CT

06443-2530 (US).

(74) Agent: WHELAN, Emily, R.; Hale and Dorr LLP, 60
State Street, Boston, MA 02109 (US).

(81) Designated States (national): AE, AG, AL, AM, AT, AU,
AZ,BA, BB, BG, BR,BY, BZ, CA, CH, CN, CO, CR, CU,
CZ, DE, DK, DM, DZ, EC, EE, ES, FI, GB, GD, GE, GH,
GM, HR, HU, ID, IL,, IN, IS, JP, KE, KG, KP, KR, KZ, L.C,
LK, LR, LS, LT, LU, LV, MA, MD, MG, MK, MN, MW,
MX, MZ, NO, NZ, OM, PH, PL, PT, RO, RU, SC, SD, SE,
SG, SK, SL, TJ, TM, TN, TR, TT, TZ, UA, UG, UZ, VC,
VN, YU, ZA, ZM, ZW.
(84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European patent (AT, BE, BG, CH, CY, CZ, DE, DK, EE,
ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO,
SE, SI, SK, TR), OAPI patent (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, 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.

(54) Titlee METHOD FOR SYNTHESIZING (-L-FLUORO-2",3 DIDEHYDROCYTIDINE (3-L-FD4C)

(57) Abstract: The invention provided a method of synthesizing f§ -L.-5-fluoro-2",3"-dideoxy-2",3"-didehydrocytidine (§ -L-FD4C).
The method allows for large-scale production of 3 -L.-FD4C in an efficient, cost-efficient, and environmentally sound manner.



