09/011544 A3 | N 0 Y00 T 0 0 RO

(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

(19) World Intellectual Property Organization f ‘1”1‘

) IO O O A 00O

International Bureau

(43) International Publication Date
22 January 2009 (22.01.2009)

(10) International Publication Number

WO 2009/011544 A3

(51) International Patent Classification:
CO7K 14/65 (2006.01)

(21) International Application Number:

PCT/KR2008/004170
(22) International Filing Date: 16 July 2008 (16.07.2008)
(25) Filing Language: Korean
(26) Publication Language: English

(30) Priority Data:
10-2007-0071071 16 July 2007 (16.07.2007) KR
60/991,155 29 November 2007 (29.11.2007) US

(71) Applicant (for all designated States except US): HANMI
PHARMACEUTICAL CO., LTD. [KR/KR]; 893-5 Ha-
jeo-ri, Paltan-myeon, Hwaseong-si, Gyeonggi-do 445-813
(KR).

(72) Inventors; and

(75) Inventors/Applicants (for US only): SONG, Dae Hae
[KR/KR]; 307-2403 Samsungsan Apt., Sillim 10-dong,
Gwanak-gu, Seoul 151-704 (KR). LIM, Chang Ki
[KR/KR]; 325-1706 Cheongmyeong Maeul Samik Apt.,
Yeongtong-dong, Yeongtong-gu, Suwon-si, Gyeonggi-do
443-470 (KR). KIM, Young Hoon [KR/KR]; 103-902
Prugio Apt., Yeongdeungpo-dong, Yeongdeungpo-gu,
Seoul 150-797 (KR). KWON, Se Chang [KR/KR];

10-1204 Keukdong Apt., Gwangjang-dong, Gwangjin-gu,
Seoul 143-751 (KR). LEE, Gwan Sun [KR/KR]; 3-404
Wuchang Apt., Ogeum-dong, Songpa-gu, Seoul 138-739
(KR). BAE, Sung Min [KR/KR]; 504-801 Jeongde-
unmaeul Shinhwa Apt., Jeongja 3-dong, Bundang-gu,
Seongnam-si, Gyeonggi-do 440-303 (KR). JUNG,
Sung Youb [KR/KR]; 651-1003 Sinnamusil Miju Apt.,
Yeongtong-dong, Yeongtong-gu, Suwon-si, Gyeonggi-do
443-470 (KR).

Agent: SON, Min; 19th Floor, City Air Tower, 159-9 Sam-
seong-dong, Gangnam-gu, Seoul 135-973 (KR).

(74)

(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.
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,

(34)

[Continued on next page]

(54) Title: INSULINOTROPIC PEPTIDE DERIVATIVE WHEREIN ITS N-TERMINAL AMINO ACID IS MODIFIED

[FIG.2]

'E- ® Exendin-4
= B CAExndn-4
E 200 -
| .
[+
=
u 150~
[
o
[ & ]
=
@ 100-
=
0.0001 0.01

| 1
1 100 10000

Conc. of exendin-4 derivatives [nM])

& (57) Abstract: The present invention relates to an N-terminal amino acid-modified insulinotropic peptide having a high activity,
and to a pharmaceutical composition comprising the same. The insulinotropic peptide derivatives according to the present invention
exhibit therapeutic effects, which are not observed in native and other insulinotropic peptide analogs. Therefore, the insulinotropic
peptide derivatives and the pharmaceutical composition comprising the same according to the present invention can be effectively

provided for the treatment of the diseases.
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