wo 2014/152723 A1 [N 000 0 O

(43) International Publication Date

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

(19) World Intellectual Property Ny
Organization é
International Bureau -,

=

\

(10) International Publication Number

WO 2014/152723 Al

25 September 2014 (25.09.2014) WIPO I PCT
(51) International Patent Classification: BZ, CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM,
AG61K 31/7076 (2006.01)  CO7H 19/167 (2006.01) DO, DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT,
. o HN, HR, HU, ID, IL, IN, IR, IS, JP, KE, KG, KN, KP, KR,
(21) International Application Number: KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, ME,
PCT/US2014/027662 MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, NO, NZ,
(22) International Filing Date: OM, PA, PE, PG, PH, PL, PT, QA, RO, RS, RU, RW, SA,
14 March 2014 (14.03.2014) SC, SD, SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM,
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM,
(25) Filing Language: English ZW.
(26) Publication Language: English (84) Designated States (uniess otherwise indicated, for every
(30) Priority Data: kind of regional protection available). ARIPO (BW, GH,
61/793,273 15 March 2013 (15.03.2013) Us GM, KE, LR, LS, MW, MZ, NA, RW, SD, SL, SZ, TZ,
UG, ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, RU, TJ,
(71) Applicant: INOTEK PHARMACEUTICALS COR- TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK,
PORATION [US/US]; 131 Hartwell Avenue, 1st Floor, EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, LV,
Suite 105, Lexington, MA 02421 (US). MC, MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK, SM,
(72) Inventors: MCVICAR, William, K.; 31 Powers Road, gﬁ ﬁﬁpl{/ngﬁEBJ’ng’TgG’Tg)L CM, GA, GN, GQ, GW,
Sudbury, MA 01776 (US). TAKRURI, Harun; 2900 ? ? T T T ’
Corete Portofino, Newport Beach, CA 92660 (US). Published:
(74) Agents: REMILLARD, Jane, E. et al.; Nelson Mullins —  with international search report (4rt. 21(3))
Ruley & Scarborough LLP, One Post Office Square, Bo- _ before the expiration of the time limit for amending the
ston, MA 02109-2127 (US). claims and to be republished in the event of receipt of
(81) Designated States (unless otherwise indicated, for every amendments (Rule 48.2(h))

kind of national protection available). AE, AG, AL, AM,
AO, AT, AU, AZ, BA, BB, BG, BH, BN, BR, BW, BY,

(54) Title: OPHTHALMIC FORMULATIONS

(57) Abstract: The present invention relates to an ophthalmic formulation which comprises a fine particle of Compound A in an
aqueous suspension and a manufacturing process thereof. More specifically, the present invention relates to a topically applied oph -
thalmic aqueous suspension which is obtainable by suspending fine particles of Compound A in an aqueous vehicle containing a sur-
factant and boric acid. The invention also provides processes for making the ophthalmic formulations and to methods of use thereof.



