wo 2005/058479 A3 |10 0”0 0O O

The present

i nvention provides a nethod of

synthesizing libraries of nolecul es

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

(19) World Intellectual Property
Organization
International Bureau

(43) International Publication Date

(10) International Publication Number

WO 2005/058479 A3

30 June 2005 (30.06.2005) PCT
(51) International Patent Classification’: C07H 21/00,
CO07B 61/00, CO7K 1/00, A61K 38/00
(21) International Application Number:
PCT/US2004/042964

(22) International Filing Date:

17 December 2004 (17.12.2004)
(25) Filing Language: English
(26) Publication Language: English

(30) Priority Data:

60/530,854 17 December 2003 (17.12.2003) US
60/540,681 30 January 2004 (30.01.2004) US
60/553,715 15 March 2004 (15.03.2004) US
60/588,672 16 July 2004 (16.07.2004) US

(71) Applicant (for all designated States except US): PRAE-
CIS PHARMACEUTICALS, INC. [US/US]; 830 Winter
Street, Waltham, MA 02451-1420 (US).

(72) Inventors; and

(75) Inventors/Applicants (for US only): MORGAN, Barry
[US/CA]; 237 Prospect Street, Franklin, MA 02038
(US). HALE, Stephen [US/US]; 133 Brookside Av-
enue, Belmont, MA 02478 (US). ARICO-MUENDEL,
Christopher, C. [US/US]; 21 Shaw Street, West Rox-
bury, MA 02132 (US). CLARK, Mathew [US/US]; 4
Glenn Terrace, Cambridge, MA 02139 (US). WAGNER,
Richard [US/US]; 24 Coolidge Avenue, Cambridge, MA
02138 (US). ISRAEL, Davide, 1. [US/US]; 117 Anson
Road, Concord, MA 01742 (US). GEFTER, Malcolm,
L. [US/US]; 46 Baker Bridge Road, Lincoln, MA 01773

(74)

(81)

(34)

(US). BENJAMIN, Dennis [US/US]; 8 Beverly Road,
Acton, MA 01720 (US). HANSEN, Nils, Jacob, Vest
[DK/US]; 1073 14 Street, San Francisco, CA 94114 (US).
KAVARNA, Malcolm, J. [IN/US]; 516 Farms Drive,
Burlington, MA 01803 (US). CREASER, Steffan, Phillip
[AU/US]; 47 Cottage Street #3, Cambrdige, MA 02139
(US). FRANKLIN, George, J. [US/US]; 18 Murray
Avenue, Auburn, MA 01501 (US). CLARK, Mathew, A.
[US/US]; 4 Glenn Terrace, Cambrdige, MA 02139 (US).
CENTRELLA, Paolo, A. [US/US]; 612 Old Stonebrook
Road, Acton, MA 01720 (US). ACHARYA, Raksha, A.
[US/US]; 2 Glen Ora Drive, Bedford, MA 01730 (US).

Agents: ZACHARAKIS, Maria, Laccotripe et al;
Lahive & Cockfield, LLP, 28 State Street, Boston, MA
02109 (US).

Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, CN,
CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, 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, NA, NI, NO, NZ, OM, PG,
PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SM, SY, TJ,
T™, TN, TR, TT, TZ, UA, UG, US (patent), UZ, VC, VN,
YU, ZA, 7ZM, 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,
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,

[Continued on next page]

(54) Title: METHODS FOR SYNTHESIS OF ENCODED LIBRARIES

Change
solventto «
DMF

Fmoc
removai

Ye¥,

OiN
R1)\f’°
N

Change solvent to
water

_“
Ligate tag for
coupled synthon

Yo
R

Remove “‘)\},/’0
piperidine

Coupling
with Fmoc
AAF

Additional cycles, then
TFA deprotect
rassmmly-

(57) Abstract: The present invention provides a method of synthesizing libraries of molecules which include an encoding oligonu-

cleotide tag.



whi ch include an encodi ng ol i gonucl eoti de tag.

WO 2005/058479 A3 |0 00 00000 00 OO

FR, GB, GR, HU, IE, IS, IT, LT, LU, MC, NL, PL, PT, RO, (88) Date of publication of the international search report:

SE, SL SK, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, 13 October 2005
GQ, GW, ML, MR, NE, SN, TD, TG).
Published: For two-letter codes and other abbreviations, refer to the "Guid-

—  with international search report ance Notes on Codes and Abbreviations" appearing at the begin-
—  before the expiration of the time limit for amending the ~1ing of each regular issue of the PCT Gazette.

claims and to be republished in the event of receipt of

amendments



