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&\ (57) Abstract: The present invention concerns the compounds having the formula (1), N-oxides, salts, stereoisomeric forms, racemic
& mixtures, prodrugs, esters and metabolites thereof wherein (a) or (b); A, together with the two carbons of the phenyl ring to which
it is attached forms a monocyclic aryl or a monocyclic Het? ; R! is hydrogen, halo, nitro, cyano, sultam, sulltim, Cs.;cycloalkyl,
& C(=0)-R%, S(=0),-R%, OR 7, NR®R’, C(=NR®)-R>, optionally polysubstituted C; ¢alkyl, optionally polysubstituted C,.¢alkeny!l or op-
& tionally polysubstituted C, ¢alkynyl; R2is hydrogen, Cs_scycloalkyl, aryl, Het!, Het?, C(=0)-R5, S(=0)y-R® OR7, NR®R?, C=NR?)-R5,
or optionally polysubstituted C;_salkyl, optionally polysubstituted C,¢alkenyl or optionally polysubstituted C, ¢alkynyl. It further
relates to their use as HIV integrase inhibitors, processes for their preparation as well as pharmaceutical compositions and diagnostic
kits comprising them. It also concerns combinations thereof with other anti-retroviral agents, and to their use in assays as reference

=

compounds or as reagents.



Abstract: The present invention concerns the conpounds
having the fornmula (1), N-oxides, salts,
stereoi soneric forns, racem c m xtures,

esters an§y@12004/096807er K2 vmllflemmllilIIIIIIIIIIIHINIIIIHiIHIIIIKIIiI)IIIIIIIIHHIIIIIIIIIIII|I|I|||I|I||I||II|
—t—ege{—hef—w+h—t—he—Hm—eaH&eﬁs—ef—t—he—pheﬁy+—ﬁrﬁg—t—e—

which it is attachPeLdPTforrrB a nmonocycl i CDaﬁa;T T BE
n patent

B ﬁ S bl o

@J r] [ er ¥’ % , ST, SK, TR), OAPI patent

err], S( =OQ[err]-Rerr] ﬁ‘EF &, Cl. CM, GA, GN, GQ, GW, ML, MR, NE,

Declarh“%sq{l&e’t&lgj f7 NR[ er r] ) R[ er r ]SN flptfd?)ona| | Yy

—  aPOLYHM §L,Jmtlg,4llb§g ag]ﬁg,r dd @rgl;al,,feﬁ r +] adskoyle apptiqatris @zﬂl&}nkryto claim the priority of the
a ﬂﬁJnMBdkbﬂU(InI) 1713 ﬂdfolﬂvﬁf ge} £n€t¥oﬁs] A[EE rr ] ae]awevmlzca@qn (Ryby_4.17(iii)) for all designations
AGiADIE. 1Ay APO1Zy 8BS tBGE AR, e az[@r r 7T et PITer’s &/ iy for US onty

C Cé’r? C‘P§ d?Zo @F?Ké@[]@?ﬁ Hﬁr rlcycloal kyl, aryI
% wzthout international search report and to be republished

AL&‘MV er r 1Bkt kiberof that report

EFNRbEFF b RR[S@er]SE sc,0§1< @pw pnal | y pol ysubstituted
m:[?e/r TR herzr Vhera Valvkwy, v ph, izemaFdr yojpadr ygiesbstotht rabieglations, refer to the "Guid-
2@ A8tr0rprer (B &l IoMa KR ef MW, O Napt #omalet op Cprled aysAbbystiaringtagrdaring at the begin-
SRISESE I 4 74 Vi Eahsieyy mjane (AN AZf yrirsteéqach reselrdvus of thed™ ¥ Hest!te:
use as H 'V integrase inhibitors, processes for their
preparation as well as pharnaceutical conpositions and
di agnostic Kkits conprising them It also concerns
conmbi nations thereof with other anti-retroviral
agents, and to their use in assays as reference
conpounds or as reagents.



