Title: POLYALKYLENE PCLYMER COVPQUNDS AND USES THEREOF Abstract: The

bi ol ogi cal activity of biologic @7 Fve conpounds and reduction of
toxicity is addressed by the conjlugation of a biologically active conmpound
with an activated pol yal kyl ensogiy@®¥F 5favi ng a noi ety which coval ently
bonds to t g ICHHRRAEIONAL APRLIVARIONBOBLIEA KD NDER TRL SATEND DoORHRARIOR I TREATYTECT)

pol yal kyl ene gl ycol conjugate and a carrier, and a method of treating a
patient by the adm nistration of a t lon with the polyal kylene

gl ycol cqmj mﬁ&ﬁltﬁ&ﬁmm&%ﬂ&bﬁﬁnmahon

International Bureau -

(43) International Publication Date (10) International Publication Number

31 July 2003 (31.07.2003) PCT WO 03/061577 A3
(51) International Patent Classification”  A61K 38/31, BAKER, Darren, P. [GB/US]; 240 Central Street, Hing-
39/29, 47/30, 51/06, CO8G 65/32, CO8L 71/02 ham, MA 02043 (US).

(21) International Application Number: PCT/US03/01559 (74) Agent: ELRIFL, Ivor, R,; Mintz, Levin, Cohn, Ferris,
Glovsky and Popeo, PC, One Financial Center, Boston, MA

02111 (US).
(22) International Filing Date: 17 January 2003 (17.01.2003)
) (81) Designated States (national): AE, AG, AL, AM, AT, AU,
(25) Filing Language: English 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, LC,

(26) Publication Language: English LK, LR, LS, LT, LU, LV, MA, MD. MG, MK. MN, MW,

L. MX, MZ, NO, NZ, OM, PH, PL, PT, RO, RU, SC, SD, SE,

(30) Priority Data: SG, SK, SL, TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ,
60/349,917 18 January 2002 (18.01.2002) US VC, VN, YU, ZA, ZM, ZW.

" (63) Related by continuation (CON) or continuation-in-part (84) Designated States (regional): ARIPO patent (GH, GM,
(CIP) to earlier application: KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
us 60/349,917 (CIP) Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
Filed on 18 January 2002 (18.01.2002) European patent (AT, BE, BG, CH, CY, CZ, DE, DK, EE,

ES, FI, FR, GB, GR, HU, TE, IT, LU, MC, NL, PT, SE, SI,
SK, TR), OAPI patent (BF, BJ, CF, CG, CI, CM, GA, GN,

| (71) Applicant (for all designated States except US): BIO- GQ. GW, ML. MR, NE, SN, TD, TG).

GEN, INC. [US/US]; 14 Cambridge Center, Cambridge,

MA 02142 (US). Published:
—  with international search report
(72) Inventors; and —  before the expiration of the time limit for amending the
(75) Inventors/Applicants (for US only): LIN, KeChung claims and to be republished in the event of receipt of
[US/US]; 253 Lincoln Street, Lexington, MA 02421 (US). amendments '

PEPINSKY, R., Blake [US/US]; 30 Falmouth Road,

Arlington, MA 02174 (US). CHEN, Ling, Ling [US/US];  (88) Date of publication of the international search report:
242 Weston Road, Wellesley, MA 02482 (US). HESS, . 2 October 2003
Donna, M. [US/US]; 64 Porter Road, Waltham, MA '

02452 (US). LIN, Edward, Y. [CA/US]; 998 Broadway For two-letter codes and other abbreviations, refer to the "Guid-
Apt. 2, Somerville, MA 02144 (US). PETTER, Russell, ance Notes on Codes and Abbreviations” appearing at the begin-
C. [US/US]; 343 Hudson Road, Stow, MA 01775 (US). ning of each regular issue of the PCT Gazette.

_—

LT

*162162*
—_—

R

*ACTION*

(54) Title: POLYALKYLENE POLYMER COMPOUNDS AND USES THEREOF

(57) Abstract; The biological activity of biologically active compounds and reduction of toxicity is addressed by the conjugation
of a biologically active compound with an activated polyalkylene glycol having a moiety which covalently bonds to the compound.
A pharmaceutical composition containing the polyalkylene glycol conjugate and a carrier, and a method of treating a patient by the
administration of a composition with the polyalkylene glycol conjugate are described.
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