wO 2009/066892 A 1 |10 0 OO0 0 OO 0

The present

-anomer-rich trial kyl

invention relates to a nethod for
preparing capecitabine and a nethod for
car bonat e conpound used therein,

preparing a

(122NTERNATIGRATY ARRI @A TEQIDRIGHLISHEIDNADE R MHH @ABINTICOO@RARATION TREATY (PCT)

prepared with a high yie

(19) WRk ﬁgxﬁﬁfe tu;ﬂ‘b? te}tﬁaaglggllzﬂgnt

the nethod of the
\oner-r

dlil HIIHIH}IIIIII||I||II|||II||I|I||||| |||IWI|I|||II||I||I||I|I||I||I|I|I|I|| N

5
(43) International Publication Date (10) International Publication Number
28 May 2009 (28.05.2009) WO 2009/066892 Al
(51) International Patent Classification: 202-ho, #18-4, FEungye-dong, Osan-si, Gyeonggi-do
CO7D 487/04 (2006.01) 447-300 (KR). LEE, Yoon Ju [KR/KR]; Prime Apt.
5-1501, Guui-3-dong, Gwangjin-gu, Seoul 143-203 (KR).
(21) International Application Number: CHANG, Young-Kil [KR/KR]; Lake Palace 121-1301,
PCT/KR2008/006565 #44, Jamsil-dong, Songpa-gu, Seoul 138-700 (KR).

(22) International Filing Date:
7 November 2008 (07.11.2008)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:
10-2007-0118062
19 November 2007 (19.11.2007) KR
(71) Applicant (for all designated States except US): HANMI
PHARM. CO., LTD. [KR/KR]; #893-5, Hajeo-ri, Paltan-
myeon, Hwaseong-si, Gyeonggi-do 445-910 (KR).

(72) Inventors; and

(75) Inventors/Applicants (for US only): LEE, Jaeheon
[KR/KR]; LG Xi 1-cha Apt. 101-405, Sinbong-dong,
Suji-gu, Yongin-si, Gyeonggi-do 448-533 (KR). PARK,
Gha-Seung [KR/KR]; Hanhwa Apt. 301-301, Sin-
bong-dong, Suji-gu, Yongin-si, Gyeonggi-do 448-536
(KR). YANG, Weon Ki [KR/KR]; Sambu Renaissance
Apt., 205-1404, Sibum Hanbitmaeul, #83, Bansong-dong,
Hwaseong-si, Gyeonggi-do 445-733 (KR). KIM, Jin
Hee [KR/KR]; Seongwon Santevill 103-1005, Jung-ri,
Dongtan-myeon, Hwaseong-si, Gyeonggi-do 445-813
(KR). PARK, Cheol Hyun [KR/KR]; Hansol Jugong
Apt. 510-708, Jeongja-dong, Bundang-gu, Seongnam-si,
Gyeonggi-do 463-911 (KR). AN, Yong-Hoon [KR/KR];

LEE, Gwan Sun [KR/KR]; Woochang Apt.
Okeum-dong, Songpa-gu, Seoul 138-739 (KR).

3-404,

(74) Agents: JANG, Seongku et al.; 19th Fl, Trust Tower,

#275-7, Yangjae-dong, Seocho-ku, Seoul 137-130 (KR).
(81) Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AOQ, AT, AU, AZ,BA, BB, BG, BH, BR, BW, BY, BZ, CA,
CH, CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, EE,
EG, ES, FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID,
1L, IN, IS, JP, KE, KG, KM, KN, KP,KZ, LA, LC, LK, LR,
LS, LT, LU, LY, MA, MD, ME, MG, MK, MN, MW, MX,
MY, MZ, NA, NG, NI, NO, NZ, OM, PG, PH, PL, PT, RO,
RS, RU, SC, SD, SE, SG, SK, SL, SM, ST, SV, SY, TJ, TM,
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW.
(84) Designated States (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB,GR, HR, HU, IE, IS, IT, LT, LU, LV, MC, MT, NL,
NO, PL, PT, RO, SE, SI, SK, TR), OAPI (BF, BJ, CF, CG,
CIL, 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

(54) Title: METHODS FOR PREPARING CAPECITABINE AND BETA-ANOMER-RICH TRIALKYL CARBONATE COM-

POUND USED THEREIN

(57) Abstract: The present invention relates to a method for preparing capecitabine and a method for preparing a B-anomer-rich
trialkyl carbonate compound used therein, and a highly pure capecitabine can be efficiently prepared with a high yield by the method
of the present invention using the 3-anomer-rich trialkyl carbonate compound as an intermediate.



