are provided: as well as stereoisoners
and pharnmaceutically acceptable salts thereof; pharmaceutical conpositions
conpri sing such conpounds; nethods of treating bacterial infections by the
adm ni st r aizj BRER{AISOCA. QPIROUTESEUBILSRIEDUNDUR RHE PANBURGDPiRA TIO TRE £t BNt  Of

Anti bacterial compounds of Fornula I

bacteri al anhechiifakcanPrgeacesse

wo 2012/154204 A1 | ]IV 000 000 O 00 R

(43) International Publication Date

1

Organization é
International Bureau ’/
=

5 November 2012 (15.11.2012)

s for the

WIPOIPCT

o o i e T G

(10) International Publication Number

WO 2012/154204 A1

(51) International Patent Classification: AGGEN, James Bradley [US/US]; 1311 California Drive,
CO7C 259/06 (2006.01) A61K 31/5375 (2006.01) Burlingame, California 94010 (US). LU, Qing (Jane)
CO7D 265/30 (2006.01) A61P 31/04 (2006.01) [US/US]; 50 Foresail Court, Foster City, California 94404

A61K 31/166 (2006.01)

(US). WANG, Dan [CA/US]J; 48331 Conifer Street, Fre-
mont, California 94539 (US). CHURCH, Tim [US/US];

(21) International Application Number: PCT/US201 11059280 3913 Pasadena Drive, San Mateo, California 94403 (US).
MOSER, Heinz E. [US/US]; 1566 Ascension Drive, San
(22) Imternational Filing Date: Mateo, California 94402 (US). PATTEN, Phillip A.
4 November 2011 (04.11.2011) [US/US]; 261 La Cuesta Drive, Portola Valley, California

- . 94028 (US).

(25) Filing Language: English

L . (74) Agents: WAGNER, Emily W. et al.; Cooley LLP, 777 6th
(26) Publication Language: English Street, NW, Suite 1100, Washington, District of Columbia

(30) Priority Data: 20001 (US).
61/412,311 10 November 2010 (10.11.2010) us (81) Designated States (uniess otherwise indicated, for every
(71) Applicant (for all designated States except US): ACHAO- kind of national protection available): AE, AG, AL, AM,
GEN, INC. [US/US]; 7000 Shoreline Court, Third Floor, AO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ,
South San Francisco, California 94080 (US). CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM, DO,
DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT, HN,
(72) Inventors; and HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP, KR,
(75) Inventors/Applicants (for US only): KASAR, Ramesh KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, ME,

[US/US]; 985 Bayview Avenue, Oakland, California
94610 (US). LINSELL, Martin Sheringham [GB/US];
602 East 16th Avenue, San Mateo, California 94402 (US).

MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, NO, NZ,
OM, PE, PG, PH, PL, PT, QA, RO, RS, RU, RW, SC, SD,

[Continued on next page]

(54) Title: HYDROXAMIC ACID DERIVATIVES AND THEIR USE IN THE TREATMENT OF BACTERIAL INFECTIONS

(57) Abstract: Antibacterial compounds of Formula

R3

o R RZQ/ I are provided: as well as stereoisomers and pharma-

7\ / ceutically acceptable salts thereof; pharmaceutical

BN N N compositions comprising such compounds; methods
A N\

Murine thigh Model
vs AKPN 001
TOTAL daily dose shown

Vehigle O
Vehicle 24

H 1
1060 300

Dose {mglkglday, 8C)

compong 1 gt
vanco + empd 1100 g8

lsvofioxacin 912

of treating bacterial infections by the administration
of such compounds; use of such compounds in the
treatment of bacterial infections and processes for the
preparation of such compounds.

armipd 1+ vanoes 220 of
Vanesimyaln 220 mg/kg o8



WO 2012/154204 A1 WK 00N 0 T A0 A

84)

SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR, Declarations under Rule 4.17:

TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW.

Designated States (unless otherwise indicated, for every
kind of regional protection available): ARTIPO (BW, GH,
GM, KE, LR, LS, MW, MZ, NA, RW, SD, SL, SZ, TZ,
UG, ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, MD,
RU, TJ, TM), European (AL, AT, BE, BG, CH, CY, CZ,
DE, DK, EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT,
LT, LU, LV, MC, MK, MT, NL, NO, PL, PT, RO, RS,
SE, SI, SK, SM, TR), OAPI (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

as to applicant’s entitlement to apply for and be granted
a patent (Rule 4.17(ii))

as to the applicant's entitlement to claim the priority of
the earlier application (Rule 4.17(iii))

Published:

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

before the expiration of the time limit for amending the
claims and to be republished in the event of receipt of
amendments (Rule 48.2(h))



