w0 2008/019968 A1 10N 0 00000 OO O

The present invention provide

for treating an HV infection,

infection, or treating AIDS o

s for conpounds usef ul
or preventing an HV
r ARC. The conpounds of

(12) NTERRVEONAIQ APPAL @A TOON PIGILISHER UNDRR @HE PATEATICOORERATAGN TIRATY (PCT)

/]

or A4 ande R2, R3, R4a,

19) V\xﬁd I%ﬁleaﬂg Iqr Sf%%ﬁlzﬁ%n
é/agn on ar
i nf ect| on WI th conpounds

@ ahemacsahl 5BlicaGOHAST t1 ON
21 February 2008 (21.02.2008)

b, R5, R6, Ar, X1, X2
2hi ned. Al so dISC

HIIII i IIIHIHHIEIIHIIIIHHMII |H1I1I|||IHII|NII|II|III|II|I|I|I|| N

herei n and
ont ai n i(199 I @h4lio8 4 PRRLERGELR . Number

WO 2008/019968 Al

(51) International Patent Classification:

CO07D 231/12 (2006.01) AGIK 31/415 (2006.01)
CO07D 231/56 (2006.01) AG6IK 31/4162 (2006.01)
CO7D 471/04 (2006.01) AG6IP 31/18 (2006.01)
CO7D 487/04 (2006.01)

(21) International Application Number:
PCT/EP2007/058116

(22) International Filing Date: 6 August 2007 (06.08.2007)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:
60/838,272 16 August 2006 (16.08.2006) US
(71) Applicant (for all designated States except US): K. HOFF-
MANN-LA ROCHE AG [CH/CH]; Grenzacherstrasse

124, CH-4070 Basel (CH).

(72) Inventors; and

(75) Inventors/Applicants (for US only): KENNEDY-
SMITH, Joshua [US/US]; 380 10th Street, #9, San Fran-
cisco, California 94103 (US). PALMER, Wylie Solang
[US/US]; 2360 Jane Lane, Mountain View, California

94043 (US). SWEENEY, Zachary Kevin [US/US]; 143
King Street, Redwood City, California 94062 (US).

(74) Agent: RAUBER, Beat; Grenzacherstrasse 124, CH-4070

Basel (CH).

(81) Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ, CA, CH,
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, 1L,
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, PG, PH, PL,
PT, RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY,
TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA,
M, ZW.

(84) Designated States (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB, GR, HU, IE, IS, IT, LT, LU, LV, MC, MT, NL, PL,
PT, RO, SE, SI, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

Published:
with international search report

(54) Title: NON-NUCLEOSIDE REVERSE TRANSCRIPTASE INHIBITORS

Rl
O
o el ol
N
R N X" N
ls
R

Al

RN N

R
\
R’
A3

\
R6

A2

(57) Abstract: The present invention provides for compounds useful for treating an HIV infection, or preventing an HIV 1nfect10n
or treatlng AIDS or ARC. The compounds of the invention are of formula I wherein A is Al, A2, A3 or A4 and R R R rR*
R R R, Ar, X X, X, X and X are as herein defined. Also disclosed in the present invention are methods of treating an HIV
1nfect10n with compounds defined herein and pharmaceutical compositions containing said compounds.



