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

(19) World Intellectual Property Organization 
International Bureau 

11 W (10) International Publication Number 
(43) International Publication Date f . . ,_ 

16 June 2011 (16.06.2011) WO 2011/071849 A2 

(51) International Patent Classification: 
C07D 213/63 (2006.01) A61K31/4439 (2006.01) 
C07D 401/12 (2006.01) A61P 31/18 (2006.01) 
A61K31/4412 (2006.01) 

(21) International Application Number: 

(22) International Filing Date: 

(25) Filing Language: 

(26) Publication Language: 

PCT/US2010/059183 

7 December 2010 (07.12.2010) 

English 

(30) Priority Data: 
61/283,675 7 December 2009 (07.12.2009) 
61/320,429 2 April 2010 (02.04.2010) 

English 

US 
US 

(71) 

(72) 
(75) 

Applicant (for all designated States except US): UNI­
VERSITY OF GEORGIA RESEARCH FOUNDA­
TION, INC. [US/US]; Boyd Graduate Studies Research 
Center, D.W. Brooks Drive, Athens, GA 30602-7411 
(US). 

Inventors; and 
Inventors/Applicants (for US only): NAIR, Vasu 
[US/US]; 1021 Knob Creek Drive, Athens, GA 30606 
(US). OKELLO, Maurice, O. [KE/US]; 105 Royal 
Road, Apt. 135, Athens, GA 30605 (US). NISHONOV, 
Abdumalik, A. [KG/US]; 3237 Redstone Road, Boulder, 
CO 30305 (US). MISHRA, Sanjaykumar [IN/US]; 2091 
South Milledge Ave., Apt. C-59, Athens, GA 30605 (US). 

(74) Agent: COLEMAN, Henry, D Coleman Sudol Sapone, 
P.C., 714 Colorado Avenue, Bridgeport, CT 06605-1601 
(US). 

(81) Designated States (unless otherwise indicated, for every 
kind of national protection available): AE, AG, AL, AM, 
AO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ, 
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, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP, 
KR, KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, 
ME, MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, 
NO, NZ, OM, PE, PG, PH, PL, PT, RO, RS, RU, 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, ZW. 

(84) Designated States (unless otherwise indicated, for every 
kind of regional protection available): ARIPO (BW, GH, 
GM, KE, LR, LS, MW, MZ, NA, 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). 

Published: 
— without international search report and to be republished 

upon receipt of that report (Rule 48.2(g)) 

CJ 

as 
oo 
i-H 
l> o 

o 
CJ 

o 
& 

(54) Title: PYRIDINONE HYDROXYCYCLOPENTYL CARBOXAMIDES: HIV INTEGRASE INHIBITORS WITH THERA­
PEUTIC APPLICATIONS 

(57) Abstract: New chiral and achiral oxy- substituted cyclopentyl pyridinone diketocarboxamides and their derivatives and 
methods for their preparations are disclosed. The compounds include tautomers, regioisomers and geometric isomers. These com­
plex carboxamides are designed as inhibitors of HIV replication through inhibition of HIV integrase. The compounds are useful in 
the prevention or treatment of infection by HIV and in the treatment of AIDS and ARC, either as the compounds, or as pharma-
ceutically acceptable salts, with pharmaceutically acceptable carriers, used alone or in combination with antivirals, immunomodu-
lators, antibiotics, vaccines, and other therapeutic agents, especially other anti- HIV compounds (including other anti-HTV inte­
grase agents), which can be used to create combination anti-HIV cocktails. Methods of treating AIDS and ARC and methods of 
treating or preventing infection by HIV are also described. 


