Title: BACTERI AL GYRASE | NH Bl TORS AND USES THERECF Abstract: The present /|
I nvention relates to conpounds of the formula (1): or a pharnaceuti- call QD
acceptabl e derivative or prodrug thereof. The conpounds arc useful as

i nhi bi t or @) NTERAGTIONABAPIYC AN ACRIISH ED/UNDERGHBIPEBENTLCOOPEBATION TREABOPEB) at es
to nethods for treating bacterial infections in manmals. Jhe-present

ng bacterial quantity in a

(N

Y alalalala bl

(10) International Publication Number

bi - (19) World Intellectual Property Organization
International Burcau

(43) International Publication Date

8 August 2002 (08.08.2002) PCT WO 02/060879 A3
(51) International Patent Classification”>  C07D 235/30, (74) Agents: ROBIDOUX, Andrea et al.; Vertex Pharmaceuti-
263/58, 403/(4, 413/04, AG1K 31/00, 31/4184, 31/4439, cals Inc., 130 Waverly Street, Cambridge, MA 02139-4242
31/506, 31/437, 31/4709, 31/55, 31/5377, 31/423, 45/06, (us).
AO1P 31/04

(81) Designated States (rational): AE, AG, AL, AM, AT, AU,
AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, CO, CR, CU,
CZ, DE, DK, DM, DZ, EC, EE, ES, F1, GB, GD, GE, GIl.
(22) International Filing Date: GM, HR, HU, ID, IL, IN, IS, JF. KE, KG, KP. KR, KZ, LC,
12 December 2001 (12.12.2001) LK, LR, LS, LT, LU, LY, MA, MD, MG, MK, MN, MW,
MX, MZ, NO, NZ, PH, PL, PT, RO, RU, SD, SE. SG, SI,
X - SK, SL., T1, TM, TR, TT, TZ, UA, UG, US, UZ, VN, YU,
(25) Filing Language: English ZA. ZW.

(21) International Application Number: PCT/US01/48855

(26) Publication Language: English (84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),

(30) Priority Data: Burasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),

60/256,094 15 December 2000 (15.12.2000)  US European patent (AT, BE, CH, CY, DE, DK, ES, FlL, IR,
— 60/275,292 13 March 2001 (13.03.2001) US GB, GR, I, IT, LU, MC, NL. PT, SE, TR), OAPI patent
= (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR,
—E— (71) Applicant (for all designated States except US): VERTEX NE, SN, TD, TG).
= PHARMACEUTICALS INCORPORATED [US/US];
= Patent Department, 130 Waverly Street, Cambridge, MA  Published:
02139-4242 (US). —  with international search report
% 72) Inventors; and (88) Date of publication of the international search report:
== 75) Luventors/Applicants (for US only): GRILLOT, Anne- 27 March 2003
= &  Laure [FR/US; 31 Regent Street #3R, Cambridge, MA
—g ] 02'[40 (US)“CHARIFSON‘ Paul {US/US]; 7 Dartmouth  fo 16 foyter codes and other abbreviations. refer lo the "Guid-
E= [  Drive, Framingham, MA 01701 (US). STAMOS, Dean . ., Nojes on Codes and Abbreviations" appearing at the begin-
= [US/US]; 12 Jay Drive, Frammghz‘im, MA 01701, (US). ning of each regular issue of the PCT Gazelte.
=] LIAO, Yusheng [CD/US]; 54 Spring Street, Lexington,
= MA 02174 (UUS). BADIA, Michael [US/US]; 20 Mcadow-
brook Road, Bedford, MA 01730 (US). TRUDEAU, Mar-
tin [CA/US]; 163 Merrimack Meadows, Tewksbury, MA
—— 01875 (US).
—_—
=
=

(54) Title: BACTERIAL GYRASE INHIBITORS AND USES THEREOT

(57) Abstract: The present invention relates to compounds of the formula (I): or a pharmaceuti-

cally acceplable derivative or prodrug thereof. The compounds are useful as inhibitors of bacterial
& 2 rase activity. The present invention also relates to methods lor treating bacterial infections in
gy 3 p £
(|) mammals. The present invention also relates to methods for decreasing bacterial quantity in a bi-
3 ological sample.
N R
>

WO 02/060879 A3
U ==
\ />



