0 20047103390 A3 |11}V YO0 0000 R AT

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

(19) World Intellectual Property
Organization
International Burcau

B
AAGIRN

AT A

(10) International Publication Number

WO 2004/103390 A3

(74) Agents: VINCENT, Matthew, P. et al.; Ropes & Gray
LLP, One International Place, Boston, MA 02110-2624
(US).

(43) International Publication Date
2 December 2004 (02.12.2004)

A61K 38/04,

(51) International Patent Classification’:
38/16

(21) International Application Number:
PCT/US2004/015488

(81) Designated States (unless otherwise indicated, for every

(22) International Filing Date: 17 May 2004 (17.05.2004) kind of national protection available): AE, AG, AL, AM,
. . AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, CN,

(25) Filing Language: English CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI,
(26) Publication Language: English 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, MZ, NA, NI, NO, NZ, OM, PG,
PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SY, TJ, TM,
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM,
ZW.

(30) Priority Data:

60/471,411 15 May 2003 (15.05.2003) US

(71) Applicant (for all designated States except US):
TRUSTEES OF TUFTS COLLEGE [US/US]; Bal-

lou Hall, Medford, MA 02155 (US).
s (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,

(72) Inventors; and
(75) Inventors/Applicants (for US only): BACHOVCHIN,

William, W. [US/US]; 7 Warwick Street, Melrose, MA
02176 (US). LAIL, Hung-Sen [US/US]; 7 Conant Road
U-70, Winchester, MA 01890 (US). SANFORD, David,
George [US/US]; 52 Hopkins Street, Reading, MA 01867
(US).

ZW), Burasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB, GR, HU, IE, IT, LU, MC, NL, PL, PT, RO, SE, SI,
SK, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ,
GW, ML, MR, NE, SN, TD, TG).

[Continued on next page]

(54) Title: STABLE ANALOGS OF PEPTIDE AND POLYPEPTIDE THERAPEUTICS

—— 8ugP1732
—— 0.8ugP1732

25 —=— Saline Control
= B 7 A
vl
Ve
Z 0
2
tﬁ u "25_
Zz 8
Ho
09 0
5 m '5 ﬁ
[«
-7SJ

r T
60

T 1 I ]
120 180 240 300
TIME (MIN)

(57) Abstract: The present invention relates to compositions of peptide and polypeptideanalogs that are resistant to proteolysis,
pharmaceutical uses thereof, and methods of preparation thereof.
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