Di scl osed herein are anti m crobi al
the use and preparation thereof.
cyclic boronic acid ester derivatives of formula

conposi tions,

conpound conpositions,

phar maceuti cal
i nvention relates to
and their use as

The

t her apeut @ Fra@RRASIORAT hPAUEANbY PUBLIISD INmERITIRPATOIT OEGHERATTRIN TREAEC trcoNS .

wo 2012/021455 A1 I 10KV 000 RO OO

(19) World Intellectual Property Organization

International Bureau

(43) International Publication Date

ﬁﬁﬂks
¥ % '

(10) International Publication Number

16 February 2012 (16.02.2012) PCT WO 2012/021455 Al
(51) International Patent Classification: (74) Agent: HART, Daniel; Knobbe Martens Olson & Bear
CO7F 5/02 (2006.01) A61P 31/04 (2006.01) LLP, 2040 Main Street, 14th Floor, Irvine, CA 92614
A61K 31/69 (2006.01) (Us).
(21) International Application Number: (81) Designated States (unless otherwise indicated, for every
PCT/US2011/046957 kind of national protection available). AE, AG, AL, AM,
. - AO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ,
(22) International Filing Date: CA., CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM, DO,
8 August 2011 (08.08.2011) DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT.
(25) Filing Language: English HN, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP,
) KR, KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD,
(26) Publication Language: Enghsh ME, MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI
(30) Priority Data: NO, NZ, OM, PE, PG, PH, PL, PT, QA, RO, RS, RU,
61/372,296 10 August 2010 (10.08.2010) Us SC, SD, SE, 8G, SK, SL, SM, ST, SV, SY, TH, TJ, TM,
61/488,655 20 May 2011 (20.05.2011) Us % TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM,
(71) Applicant (for all designated States except US): REM-
PEX PHARMACEUTICALS, INC. [US/US], 11535 (84) Designated States (unless otherwise indicated, fO}" every
Sorrento Valley Road, San Diego, CA 92121-1309 (US). kind of regional protection available): ARIPO (BW, GH,
GM, KE, LR, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG,
(72) Inventors; and ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ,
(75) Inventors/Applicants (for US orly): HIRST, Gavin TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK,
[GB/US]; 5391 Carmel Knolls Drive, San Diego, CA EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU,
92130 (US). REDDY, Raja [US/US]; 5507 Mill Creek LV, MC, MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK,
Road, San Diego, CA 92130 (US). HECKER, Scott [US/ SM, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ,
US]; Del Mar, CA (US). TOTROV, Maxim [RU/US]; GW, ML, MR, NE, SN, TD, TG).
3310 1st Avenue #3D, San Diego, CA 92103 (US). Published:

GRIFFITH, David, C. [US/US]; 714 Bandak Court, San
Marcos, CA 92069 (US). RODNY, Olga [US/US]; 46
Laverne Way, Mill Valley, CA 94941 (US). DUDLEY,
Michael, N. [US/US]; 17257 Silver Gum Way, San
Diego, CA 92127 (US). BOYER, Serge [US/US]; 5112
Castle Hills Drive, San Diego, CA 92109 (US).

with international search report (Art. 21(3))

(54) Title: CYCLIC BORONIC ACID ESTER DERIVATIVES AND THERAPEUTIC USES THEREOF

HO

Formula (I)

(57) Abstract: Disclosed herein are antimicrobial compound compositions, pharmaceutical compositions, the use and preparation
thereof. The invention relates to cyclic boronic acid ester derivatives of formula I and their use as therapeutic agents particularly in
the treatment of bacterial infections.



