20047022072 A1 I ! 0 YA A e

Salts of a peptide boronic acid drug,

for exanpl e of

Cbz-(R)-Phe-(S)-Pro-(R) -Mg-B(OH) 2. The counter-ion to

t he boronate may be an al kal

metal or derived from an

(10D INJARNSTIONAL ORFEICATOON RBURLISHEDAOIWER WHH PATENG COQPERATIONETREATY (PCT)

use

(19) World Intellectual Property
Organization
International Bureau

(43) International Publication Date

in the treatnent of thronbosis.

(10) International Publication Number

18 March 2004 (18.03.2004) PCT WO 2004/022072 A1l
(51) International Patent Classification”: A61K 31/69, KAKKAR, Sanjay, Kumar; Trigen Limited, Clareville
CO7F 5/02, CO7D 207/08 House, 26/27 Oxendon Street, London SW1Y 4EL (GB).
(21) International Application Number: (74) Agent: HARRISON GODDARD FOOTE; Belgrave
PCT/GB2003/003897 Hall, Belgrave Street, Leeds 1.S2 8DD (GB).
(22) International Filing Date: (81) Designated States (national): AE, AG, AL, AM, AT, AU,

9 September 2003 (09.09.2003)
(25) Filing Language: English
(26) Publication Language: English

(30) Priority Data:

0220764.5 9 September 2002 (09.09.2002) GB
0220822.1 9 September 2002 (09.09.2002) GB
0307817.7 4 April 2003 (04.04.2003) GB
0311237.2 16 May 2003 (16.05.2003) GB
0315691.6 4 July 2003 (04.07.2003) GB
60/485,786 8 July 2003 (08.07.2003) US

(71) Applicant: TRIGEN LIMITED [GB/GB]; 20 St James’s
Street, London SW1A 1ES (GB).

(72) Inventors: MADGE, David, Jonathan; NCE-Discovery

Limited, Cruciform Building, Gower Street, London
WCIE 6AU (GB). DOLMAN, Mark; NCE- Discovery
Limited, Cruciform Building, Gower Street, London
WCIE 6AU (GB). COMBE-MARZELLE, Sophie,
Marie; Trigen Limited, Clareville House, 26/27 Oxendon
Street, London SW1Y 4EL (GB). DEADMAN, John,
Joseph; c/o Susan Bartho, Amrad Corporation Lim-
ited, 576 Swann Street, Richmond, Victoria 3121 (AU).
KENNEDY, Anthony, James; Trigen Limited, Clareville
House, 26/27 Oxendon Street, London SW1Y 4EL (GB).

AZ,BA, BB, BG, BR,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, LC, LK, LR, LS, LT, LU, LV, MA, MD, MG, MK,
MN, MW, MX, MZ, 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, UZ, VC, VN, YU, ZA, ZM, ZW.
(84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European patent (AT, BE, BG, CH, CY, CZ, DE, DK, EE,
ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO,
SE, SI, SK, TR), OAPI patent (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

Declaration under Rule 4.17:
as to the applicant’s entitlement to claim the priority of the
earlier application (Rule 4.17(iii)) for all designations

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

For two-letter codes and other abbreviations, refer to the "Guid-
ance Notes on Codes and Abbreviations” appearing at the begin-
ning of each regular issue of the PCT Gazette.

(54) Title: BORONIC ACID SALTS ANT THEIR USE IN THE TREATMENT OF THROMBOSIS

O (57) Abstract: Salts of a peptide boronic acid drug, for example of Cbz-(R)-Phe-(S)-Pro-(R)-Mpg-B(OH)2. The counter-ion to the
boronate may be an alkali metal or derived from an organic nitrogen-containing compound. The salts are use in the treatment of

thrombosis.



