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t he corrpoundsfurfoomdwaecW‘enﬂ’ﬁé%géggéig ‘Sg’fa%ﬁ)lgslfn? ron 3, uh&laﬁ@d@ﬂ{xézifalﬁ te
: or
i m dazo[ 1, 2- cdpyr i NG frqmdlagd?,ypaz&u,bst i itrmmmmldamlﬁch a]P)éfOﬂQﬂ’é?ﬁli?ZGE: h;a o or

di fferent fromone anot her, chosen f
ot her substi tfuengslidseleng dhicepopadie! e;ggnv%razﬁﬁ?tgoa%%tzﬁlgngo]r}%g%l%ogh (g%@geg)r”rml ;he

(1) which are. s of
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group; the other substituent DA
of formula (I‘fo’ﬁf{'ﬁ@%tﬁa%ﬂ] ld1 O%ttargat%s’l@giﬁ?lagﬁ(fﬁr;%%t ?)gn ;r:a%rrﬁ?%ldmet;gcﬂ;};ounds
enz ur.

indole, isoindole, benzlmldazoie indazole, indolizine, benzoturan,

30 benzothiophene, benzo{c]thiophene, pyrrolopyridine, imidazopyridine,
pyrazolopyridine, triazolopyridine, tetrazolopyridine, pyrrolopyrimidine,
imidazopyrimidine, pyrazolopyrimidine, triazolopyrimidine, pyrrolopyrazine,
imidazopyrazine, pyrazo!oﬁyrazine, triazolopyrazine, pyrrolopyridazine,

imidazopyridazine, pyrazolopyridazine, triazolopyridazine, pyrrolotriazine,



25compounds is constituted of the conpounds for which: R represents, at
position 3 of the imdazo[1, 2-a]pyridine, 1 hydrogen atomor 1 nethyl

group; thﬁ/d) @%4 stituents being as defined abovePCIRAHNY 0948 conpounds
of formula < i are subjects of the invention, a tenth group of
conpounds is constituted of the conpounds for which: R2 and R3 represent,

i ndependently of one another, a hydrogen atomor a (Cl-C o)al kyl group;

the other substit ﬂﬁqltés g}ag(goﬁgmg@flﬁgq, yadiay e. fuiprigidite cfowpsmands of
formula (1) WHICH 4re sd jects of the invention, an el event r.oup

conpounds |§uz©pjfrsi‘amhut GulotGazinch eoaeriprTiABS POSHZORRYERINER OXaR FP répr esent

i ndependentl anot her gen kmidingBt hyka@lpupzint,ne ot her
substituentd BZé}Or?én‘gg:maef e O%gy&%BQAn&r?%Z?ﬁ}éﬁco ounds. of %ﬁ mJ]I a (1)
which are squafm@vaaaztnlaeoxanmmmpy@nme,abemmatqlm b@%ﬂ@ﬁ&ﬁ?@%ﬁ &

constituted of the, conpqunds I bigie, aq,ay)dra@g.en at om or
a (CL-Td o) altRigroryrdinf; tl’t ?‘I@pgfrﬂgmemhstl ﬂa%%s “Eg{(’ﬁg%gs defi ned above. Among
the conpoundgi.efiodyaitimel a (Hhi)zowpiOhidare sub]aadfn%’ra@fﬂethe“i“W@W’i‘%’r‘“e
thirteenth group of conpounds is con e riflneWhi ch:
15R4 repr eselﬁﬂfglaméopbf?@‘%g‘é?fh‘&f"é‘?‘ﬂygimdz“ ?C’I%h ?ZO%}%‘I&Q% ﬁ ﬁdgﬁg%éﬁ? substituents
bei ng as defnad @h9Vigine, AE@B@hTailﬁe Cm:rmﬁmnm&obf bfﬁraﬂﬂhﬂﬂlaquq ) PeREIERFOlr e

subj ects of the inveéntjaon, ur t rou SubithyrRiet i t ut ed
of the conpouerling.grodwRPIEN: C‘Q 59 H?‘gﬁfﬁé‘é'g umexa%?feqﬁ(ﬁg%mgrﬁ ﬁw nol i nyl ,

i ndol )f{ll pYr§ %E&Eéfzﬁded' ﬂ%idopﬁiﬁfiﬂlﬂé Nyhriddpsadue, mpymdwkrldamp emyﬂd‘i’“b%f ur anyI
benzot hi azol ﬁ enzot hi enyl, dih drobenzofur %d mQla | MropR¥gi@zol vl

i soxazol yl , Mmmﬂmydalszfll% BY”W”H@%Y%W{ oty Op Berng gosm Bi'e for these
groups to beEyo O%P’I% Qg;glr;ogg,mzmth one or nore atonms or groups

chosen, inde ne anot her, from haI Cl-
(C1-CG 0) :'a.l k ostiy termc’@‘ﬂmmgyclmwﬂbls intended to mean: 2% g‘ic g(roup cgtl'tg)nﬂ‘!glﬂ%lm 9

25( C1- C10) t hh)?d i&x, @Qé}ﬁ%@%nﬂ@o 2 lnkighiohid | cadseh frandyabkw Shyeringyf Cl - Gi 0) a
| kyl ene, - ene, NRcCORd, SCPNRa Yano.a NG DickdiOse
Ra andsRb rep/hesemrpmutmpéhmhﬂflﬂyl%@fWBHE‘SaSﬁUf% dr pﬁ AV aPEGER  atom or a

(A -do)al kyl, group i or MierbAGas. ey w\aytolﬂ ek;hﬁplﬂl off b)gmilcat om
whi ch bears el domgan?&?%Sthb; p rrol i di ne, piperidine, aze

nor phol i ne, tgifuups‘mmhm)dm nesy picperdei pe BZAENG pBFEIIAHEC g gﬁ%%()pgr]ﬁl ’s group
bei ng option substituted w a Gk al kadhzodadxyte, Or benzothioxine,

aryl (G - Ci o)g fhiseragr o ubenzoxmm Re and Rd represent . inde endent |y of
one anot her, daxbygyrien at omth)ploa)y(ldlmG 0)RIFARGPYT i Sup; APy PRSP ES SRt 5™ a
furyl, thi enyl pyri. di nyl hi azol pyr azalibnBlink M dazpibyihoptiding, X
repr es¥ht s fl"’é?‘ﬁ"PPW) B, subs%hwtmo l‘Y(Jmev\,hl ch are I:Pgientl cal to or.different
from one anotdl‘}gdaopﬁ(;rhﬂsﬁn a‘)xaﬁﬁolap)dmyrddlogemymaﬂwallffb@é% AHEPYEPP B Rk y |
groups; R represents, i tion fridil€  thioxinopyrimidine,

i mi dazo[ 1, 2- @dﬁzy?qpéﬁ“ﬁéjmefro ai‘“?%’”?'dm stlmt%%lgﬁ%}gl ‘Which are identical to or
different fr Qﬂg,@,@y@mg her ,ox@dnmprafzma,m a ﬂyy&ﬂpmg@rme a hBPYRRORMHCCL- C
0)allcyl; and R3 represent, | v 2k Qﬁ%zﬂ{got Refolod

hydr ogen at ormxeinepy(a@reCl 6‘)3&I“|9§/¥razi‘?fg odﬂ rleé retggnltns hydr ogen at om or
a (Cl' 0) al ﬁ%/lndgzrl&up@xa't%!w]ﬁdﬁﬂem @)frarﬁbpbraﬁemelr tlubpyawoasddia@%noéw‘to with an

aci d. hé conpounds of fornu ) GlgnRie, t he
i nvention, a ﬁyrrﬁazer@ntﬂfﬁlg\%ﬂﬁiai‘%fd%% Lfﬁalé ﬂé’oxmrpg{i?{zﬁ]teefg@g? t he ceorrpounds

for which: RI ?er&%zlgt S{n(ﬁz&peqydo,hzifhglr)bbmzoq,uarnolsb!ﬂB]llZquuamd(bleyztothtophene
pyrrolopyrldlny pyr i dinyl, isoquinolinyl n 1N

benzot h iazo H)@]lZd[p]ﬂbeﬁlzuﬂ h i ewyolPpy iy dr ob‘@ﬁj%‘)fpt‘ﬁ?‘}alﬂ tﬂ%aggﬁ)w ®

pyrazol yl, isoxa oI enzi;mdazolimlai®y | gl@g@bwrmgda@up pytrolvgymagnpossi bl e
for these groﬂﬁ% %pg idm |6'ﬂ]§il ?i)%ubétl tu'?ed wi th one or .Hapm %{%ﬁgs or

at ons ghosen, mhmiepgemh@nt I ypﬁazotmerazw)e:anotPWé?bP)f”rdéﬂ‘n‘anal oJBR*CPEI=C 6) al ky! |
(Cl-d o)al koxy, RaRb, N ) hh-,@d%l]é<y|furo P62 ( ChroBhiaainky! ),

hal o(Cl - d o) aPVW%%\IW‘EﬁZ&? ( mp@‘flﬂ(j a1 k \19 rﬁ’ NRaRb CI d o) al kg}l en%aF oNRCOOR
SO2NRaRb,  CYyapgzaapyridel 0; oxazoiopyrllﬂadlamd R@X%@bwpé@é‘ﬁ? i AEEPERIERAY of one
anot her, a hydrogen atom or, Yikox 95 ZeRc ls@ggo@ym@prne,sent

i ndependent | y iS8¥azlByrififtsy hé?oxaé?%f’ydpg&@h altL%m odr’w;az( Cl- C10).al kyl group; Het
represents a fuf¥lazolthi 6gplsoxdayie] dbwbxadtamla,zoihjﬁlnopm‘)?ﬁ‘ﬁzoﬁ%“owr“]“ "dazol yl
group; X represents from1l to 3 substituents, which are identical to or
different from one another, chosen froma hydr ogen, a hal ogen and
(C-do)al kyl groups; 30R represents, at position 3, 5, 7 or 8 of the

i mdazo[1, 2-c]pyridine, fromlto 4 substituents, which are identical to or
different fromone another, chosen froma hydrogen, a hal ogen and
(Cl-Cl0)al kyl; R2 and R3 represent, independently of one another, a
hydrogen atom or a (Cl-C)o)al kyl group;



R 4 represents: a hydrogen atomor a (Cl1-Cl3)al kyl group; in the formof a
base or of addition salt with an acid. Anmong the conpounds of fornula
() MhiCQgQE% &yﬁkgfts of the inventigon, a sixteent hr@QreRROBANIZHPounds i s
consti tut oP € conpounds for which: Rl represents a phenyl, furyl,

qui nolinyl, indolyl, pyrrolopyridinyl, pyridinyl, isoquinolinyl, thienyl,
benzof uranyl, benzot hi azol yl, benzothi enyl, dihydrobenzofuranyl, thiazolyl,

pyrazol yl, isoxazolyl, b imdazalyl okid-Adagaling gr akipzoldpiribglineg possi bl e
for these gb’(‘) “8%yr?z(')r}ébe ogltq.g‘ﬁ?ﬁ& y substi tl_tjte with one or nore.atons or
groups chosgmzolopdependehiakgomfidaims. 10soafieoley iding onFHEPHRRN I hy | |

net hoxy, hydroxymet hyl, - COl Jonpholdinyle, LwsiE@hibAidyhebhiyd, ,

- NHOO- CH( 043“?‘%,‘%9‘@%5 %@%%%?l‘@ag%m{uﬁ) 2, Pyrrolidjnyl,
”Ethy|SU|phﬁﬂmhmﬂm&ifhumﬂmaﬁtMymmnhexhyMnhﬁbW%cyHH@?ﬂﬁ?tr%?hm¥@%i%c}8),
CONH( CH3), CONHC(CH3) 3, -SO2N(CH3) 2 and_j . Nt yle Hebw (GRS Raadis, a furyl,
t hi enyl , pyPYr(‘HOHW”f“d%“ﬁi azogfyf/‘pl,gpyfﬁ%n&ol ylf),r@?&?]ﬁ‘%daéiol yFyrgr pulﬁg; 15X
represents E{,,debp)tr&i&, supgimitioigfitiszinenwhi pjraanwyident i aurazingPBidarng: f er ent
from one another, chosen from.g hydrogen - flUor. nd @ sehinlorgroup; R
represent s, Patidgpmapidarnes ong of g“ed%/“gé Og?he%gmfcr#ﬁé%ﬁlb?zga{] YT di.noé, from I
to 4 hydrogen aiPMBulkedeidil BF OupSiple dihydréRnarictaiR3 wrapyasemioline,

i ndependent 'y of” one another, a h%grogen atom or a nethyl group; 20124
represents: dihyBipliergeaiola pobangrdi et hyl group; in the formof a base or of
an adgj tion gsalf Mﬂggd§nﬂggi%mmémmﬁgbéheﬂﬁOﬁ@@uﬂdsm@KN%@wnmﬁaﬂﬁxwmmhich are
subj ects of the Tnvention, a seventeenth group of conpounds is constituted
of the conpoulpbsiei.or which: 25Rl represents a phenyl, furyl, quinolinyl,

i ndol yl, pyrrolopyridinyl, pyridinyl, isoquinolinyl, thienyl, benzofuranyl,
benzot hi azol yl, benzothi enyl, di hydrobenzofuranyl, thiazolyl, pyrazolyl,

i soxazol yl, mgeg}%!c g?‘f“% ¥t Bo?&mh@ﬁ%@dhydre GiteeLR: ofithe beémmign,poBisi hep Hbr t hese
groups to be %p ionally substituted with one or nore atons or groups
chosen, i nsependentdnytitofed ohée sorenaads OF VM hal ogen, met hyl, net hoxy,

hydr oxynet hyl . - - i BWbiyi, 39O ByrRlidytlipayidieg higbquinolinyl,

T %:H( %ESE‘E%@%%%@J’%%LW H%g?cr@;iz " o ol idinyl.

met hyl sul phewyl betzoffringbr daofyazoly e bergpikny;  Shkfigbenayry -‘l‘\lﬁﬁ%‘( CH3) ,
CONH( CH3) ,  CONHC( OH3),3, | - SO2 i i SRREN Ming piatible earesentapa furyl,

t hi enyl , BVP?"M%?’?Z@% 5%’2&%/%2%%@]%}}” %r Fm’ daltlggollb-dsl,1 (%r orég'ﬂ ?(Ogugpr esents
fr omhl tomﬁbmm-@?mtyuenm?temmiﬂcwemrer;qrﬁarﬁ_ws&watogﬁ CB?SGHKFl BT '%ryn one

anot her, chosen_from a r 1 Rl @, MEtaRY] (g OaMRioa Ry,
represent§PNEW3%@53??@%’%g{ggﬁgﬂﬁgh§£%¥é%ﬂgc?nigazo[f’2fé%p rigine, from1
to 4 hydr ogen,elogslkybr hilo@@aChydlogdr byipoxyRC antyirpe. PR 02 kg8 endent | y

of one another, a en ato r.a nethyl group; R4 represents: a

hydr ogen §F%ﬁ¥H¥L%8%&%%%C%ﬁ%ﬁﬂ£éﬁ%lthe formof a base or of an addition
salt With an agi dnd AR, dodpadndly of dner asither.( 2) hydfizeh %32 Yubj ects of
the invention, an eighteenth 10group of conpounds is constituted of the
conpounds(@o?m%ﬁﬂ%ﬁ?mﬁl represents a phenyl, furyl or quinolinyl group, it
bei ng pos%ﬁh%ﬁa&?@btﬂﬁﬁﬁm@&ﬂ&pﬁhﬁ@mb&mﬁgmi@M&IW?kbdbgﬁﬂh%meﬁ'ﬁFPW“%ne or
more atons or groups chosen, independently . .of an I, o mAal,ogen and
(Cl - 426) al kyl ;pyHelidipepPEsEfns émﬂﬂwyl"5?%%B?Qa%yﬁﬁgﬁ§?m§r&ﬂ%%ggkbséidinyI
group or a thijazalyl .orouRy, 1&X &apresensionllydbones wih g CaChjadindgen; ~ R2
and R3 represent, I ndependently of one another, a hydrogen atom R4
represents a hydroogeHCatemkyigie 8W8P orm of a base or of an addition salt
with an acid. 20 ATORY LHE.FOTRAUIMRNY drobitiladortr) awhidbecar EosUB} ect s of
the i nvention, mention y 1R particular be nmade of the follow ng
conmpounds: (C, {54k 4x«Ch] or ophenyl )i m dazo[ 1, 2-a] pyrid in-6-yl]furan-2-yl

nmet hanol ; . .

14- [ 2-30" e BRSBTS g s ™S 2By r i di n- 6-yI ]t hi en- 2-y1} met hanol ;
{542- (4- Chl orophenyDi m dazo[ 1, 2-a] pyri din-6-yllthien-2-yllnmethanOl
12-[2-(4-Ch|oropheny|)inidazo[1,2-a]Pyridin-6-y|%pyridin-4- 1 nethanI;
15- [ 2- ( 4- Chineropbenypunts daaafuly @ wiiFlyri dilicds §fit %WY?”&P‘?}-%S?%}/WF FEtR&hol ;
{442- (4-Chl orophenyl )i m dazpl 1, 2-¢ rd. dipn-6-ylifuran-2-yllmethanOl; {
6- 12- (4- m?owgb‘ﬁégg?)“fﬁ‘%e@a%e f"i‘?‘i"l’g‘?@ f‘sﬁ%“:@ in-6-y I]pyrid in-2-y1)
met hanol ; {542-(4-Chl oropheny Di midazo[1, 2-c]pyridin-6-yl]thien-3-yl}
nmet hanol

(242- (4-Chl orophenyl )i m dazo[ 1, 2-a] pyri di n-6-yl ] thi azol -5-yl | met hanol ;
{242- (4- Chl orophenyl )i m dazo[| 2-al pyridin-6-yl]thiazol-4-yl} nethanol;



{442- (4- Chl or ophenyl )i m dazo[ 1, 2-c] pyri di n-6-yl ] thi azol - 2-yl | met hanol ;
[2-(2-Furan-3-ylim dazo[l 2-c] pyridin-6-yppyridin-4-yl]nmethanol and the
hydr ochl Orl de gg 65)2 PCT[FR2009/000298

[ 5- (2- Qui Wi 002 %ﬁ m dazo[ |, 2- c]pyr|d|n 6-yl)furan-2-yl]nethanol and the
hydr ochl ori de t her eof ;

[4-(2-p-Tolylim dazo[l 2-C] pyr| di n- 6-yQt hi en-2-yl ] met hanol ;

Lo oe ofy e ook iofh bk s i Rith by ioehbianol and the
[ 4- (2- Qui pgljn- geny&ﬂumhﬂazae[nlotﬂmﬁ]l)pyrlbedtmlhlﬁ?yyl Ydithideserzofiraniet HigslY-and t he
O AmSts bt IS Jo L 5E5R. 20 R &1 1
H-1 ndol- 5qul dpﬂhﬂﬂ? Qlﬂbjsh@ﬁe@]vﬂbhrdngbﬂmﬁre)@n}tfpubaar@nyd:}'loﬁm‘lt mdepshdeay of pre
hydrochl ori de't b N ! cm)thloalkyl

[ 4- ( 2- Phemwthemfmhﬁiqgeg By AC 6Ty O RARPHR R AR ST GRS

hydrochl O%ngﬁ hﬁﬁg% halo(C] Croyalkyl, hydroxy(Ci- cm)alkyiene NRaRb(C)- Cw)alkylene

{442- (1H |n5yfI|mdazo[1 -a]lpyridin-6-yl]Jth en-2- vyl
} et hanol NatmeRIdeSOh?@aﬁbwvwladé"t“ﬁer eof ; ol

0-[ 2- (3- yphe & &waﬂth@ G- Wid}dobi @mmReryd (G ba and t he
hydr ochl o 2](t]ﬂ)er %?é;n?’] ?%gr[d%m%/ ] " W_

H Pyrrol olgéb,uﬁ b] pyri di n-5- y0| m dazo[ 1, 2-c] pyridin-6-yl]pyridin-4- yl}

met hanol and t dr ochl h hyd atom or a (C)-Cyp)alkyl

[ 2- (21Phe Iﬁ“ﬂﬂg‘ﬁ% °3° mi? yri aﬁ)hgf 8'%{ 3‘“5’;5?}" di ny érlog;?l met hanol ; .

[ 5- (2- p- T@kathj m dazo[l 2-a] pyri di n- 6-yO0f uran- 2-yl ] net hanol ;

[ 5-(2- Phenyllmd | ) furan-2-ylinmethanol ;

{542- ( 3- MERSENG 6 ’3tl°’Pﬁ'£%}éd gLnegdgT%yrl di n- 6-yl ] furan- 2-yI | net hanol :
{542-(2,4-Difl uorophenyl )imdazo[1, 2-andyridin-6-yl][furan-2-yl) net hanol ;
{542- (4- Chl or ophenyOnni dazo[ 1, 2- a] pyri di n-6-yl ] furan-3-yl| hmgt ha noI

2- (4- Chl Or,agﬁ&%ﬁyééorﬁm(uﬁdsnﬁtfhmujm@)t\hvbh fgrsalricas 9 g rﬁva%{?a{alt JILHIA di ne;
{542- (4- Hydr oxynet hylb{:&) ?Py(ghnl dazO o SFD 3JRyridin-6-ylifuran-2-yl | nethanol ;
416- ( 55Hy FPBRYRSE Ky PR WOW 870[ 1, 5 a] pyri di n- 2- 1PN Ndi et h Ibenzam
de; {542-0 lébrg@qgjd oA Mol z[nblidd Ay mrw@lc@yyqiwlumaﬁh“z JOAWE? ho

{542- (2- Methoxypyr i di n-3-yl )i m dazal 1,2 GLovh | diRuRotdohtrgn- Zisrby.

met hanol ; thienyl, enzofuranyl

£5 (2- (Qu %}rézﬁryf-,%khmﬁaﬁail&rc&z&}lgyl’ﬂadﬁll&cﬂyl&rg«lp) ftmeazamssghllq f?éf*}?a%%ff’“zsl )
5-12-(4 rpholin-4 en I m dazo a Hi@Ry &f ydel met hano
;[ 5-(2-todegaiienslly ﬁubst'fwef’ r’ﬁ‘%]é’f%f’lmﬁ Omsr‘%rgyor‘#b%h%& }ﬁglﬁ‘%z yl 7 et ﬁano|

_ (SOrrfe 2124b 0- ﬁ%{hjpl lfrghnh;logénet]hmylﬁhﬁﬂwx}u mydrazofetn?- & PYEHdk: nﬂ@rQHOIEIFfﬁr an- 2.

yOret h r oxynmet idinyl,

i en- 3- yI)|mrd>élﬁ01[V1§f ZLa@FBQPr%H(ﬁHZ)X ﬁi‘tl'l]\j@h 2n€{*ﬁy|%e¥5%lﬁrﬁm)" pyrrolidinyl

{442- (2- Met ht‘ﬂﬁpéﬁﬁﬁdn?l r}nﬁu&g}n%gamf@nmoahwm dito; GNHEPEFanCONEHBt hanol ;
[ 4- (24squ| nohn-5-yrirmdazo[ 1, 2- a] pyr| di n- 6- ypt hi en- 2-yl ] met hanol ;

N-{3-[6- (SCHWMQHﬁBthT\KﬁHéna@ isFHY'dazo[ 1, 2-a] Pyri din-2- yli phenyl }

i sobut yrani,de bdva- 1

-yl et hyl )pﬁ@ﬁtqefﬂ%“{ g%gs[&%fpg%@refigl n-6-yl | thien-2- yOmethanol ;

14-[ 2- £4- Di et hyl am nonet hyl phenypi nnol azo[ 1, 2- a] pyri di n-6-yl i t hi en-2- yl)
met hanol ; afourt

2- Fl uor o- 44GrohE eyompaye bkt €h »@icharmivblsss P hs “é‘]eﬁjyornl di EgWuIF:lN Ndi met h
ﬁg?ﬁgﬁg:’n dgompo{ungs is gons%e@ ‘P&%Q&Hduﬁ%?@%%éh2 a] pyridin- 6- yl ]thien-2-yll
Nder t - Butylfeii{e@reg&tgj'aﬁdf}mxmml fpyhitiinylethicgoly DPyiePAd OF Mg Ph PR n- 2-

yl I ni coti nam d ned bove.

[ 5- (3- Met hy‘le%heﬁﬁ‘éﬁwule?ﬁ BR% 924 d89Y di n- 6- yOf ur an- 2-yl | met hanol : [ 543

- Met hy4qy2-thien-2-ylimdazo[ 1, 2- c]pyrldl n-6-yl)furan-2-yl]nethanol ;
{5-12- %8 Chl orophenyl1) -3 -nethyl imdazo[1, 2-c]pyridin-6-yli ftg)ran 2 1:yl }
net hanol ; }{réor[gzthﬁ( &rﬁﬁffuﬁ&' dfdbinuld (1) which are subjects of the invention, a fifth group o

-yl phenypl m dazo[ 1, 2- yridin- Gfﬁ/I [ fur an hc'hyl met hanol ;

346- ( 5- HydrC@leﬁ'ﬂlthIOPEﬁt‘&Hedzofﬁiﬁ‘io pf"é{gﬁoc[r 22a] pyri di n- 2- yl1benzon itri Ie;
[ 5- (2-Benzofuran-2-ylimdazo[ 1, 2-a] pyri di n-6-ypfuran-2-ylinmethanol;

[ 5- (2- Benzot hi azol- 2-yl i m dazo[ 1, 2-ci pyridi n-611) f uran-2-yl ] net hanol ;



[ 5-(2-Benzo[ b] thi en-2-ylimdazo[ 1, 2-a] pyridi n-6-yefuran-2-yl| net hanol ;
{4-12-(4-N itrophenyl)imdazo[ 1, 2-c] pyridin-6-yl]thien-2-y1l) nethanol;
[4-(2-Thien-3-ylimdazo[1, 2-a] pyriding6-yCQhien-2-ylj bao298
{4-]2-(4- W&%ﬂ}’%{lﬁi‘%’ahenw )i i dazo[| ,2-a]pyrid in-é- yﬁ?i‘f?éﬁ% y1)

met hanol ; {442-(5-Chl orot hi en-2-y0i m dazo[ 1 ,2-c]pyridin-6-yl]thien-2-yl}
rrgt haF(iI }442 ((14 Mgt h?/l tsuI phonyl phenyDi m

i dazo -c] pyri di n- |

[ 4-( 2- Ben%dfﬂﬁ?fs?ﬁtﬁ &pmoL Q}H ﬂibaf&% Six“}é cspr?“&“‘ 50, S RieR T QeAIe) -
[4-(2- Be%%&éa]ftdm SRydBpkh iaMa oa{n:h (@r-alpikyi goupsH- yOt hi en- 2-yl ] met hanol ;
[4-(3- Met hyl-2-phenylim dazo[ 1, 2-a] Pyridi n-6-yQ hi azol - 2-yl ] met hanOl ;

[ 4- ( 3- Met thy ethousybEiept PR ERY delabf"%] pyridi n-6-yl)thiazol -2-yl | net hanol
{412- (4- Met hoxyphenyl) - 3- met hyl i mLdazO[ 1, 2- c] pyri di n-6-yl |t hi azol - 2-
yI:rrEthalnoI {4- Ei éu4 S]Pyrro;%:ldin 11]495 b 3¢ 1 hrmch okl .

-yl pheny YD TP Wh BRLts of the Jin aaeixth group o

(442- %; F%‘uor%&hgny |ﬁ18da28l %@w ST |nj@6 yl It hiazol -2-y1} nethanol ;
{442- ( 4- Nmnmobsdshpmmyurpmmq: 9qnmoe|%f§(5frwl“2db] pyridin-6-ylithiazol-2- vyl
met hanol ; hich identical t different from one another,

[ 4-(2- Ben%: F%rFséthsiron] } F]gl%:lzsstuzbé tfems 3 IC are 1 n- lca’ylo)o'g hll azol - 2-yl ] met hanOl ;

[ 4- ( 2- Benziajsd firdm ehycﬁ‘egthl arﬁhdxam_g[armi a@nq]lmrqum n-6-yl)thiazol -2-y1] net hanol ;
[ 4- (2- Fur m da 6-y1) thiazol -2-yl ] net hanol ;

[ 4-(2- Beng'(? ﬁ]e%l?ﬁbsmu mﬁ‘las @lfﬂ%ﬁh}&zﬂ g] pyridin-6-yQ hi azol - 2-yl ] rret hanol ;
14-[ 23 4-Pyrrolidin-1 yI phenypi m dazo[ 1, 2-a] pyri di n-6-yl ]Jthien-2-yl

met hanol ;  1-{442-(4-Chl orophenyl )i m dazo[ 1, 2-a] pyri di n-6- yI%t hi en- 2- y1)
et hanol ; Aambgﬂﬁ-cérﬁp@nﬂs)mfdpmm/(ﬂ})wlmldﬁz@{bleC@ o ey veaia. H5FT* BoERoD- y
A T D

{542- (4- TRi éﬁ;ﬁ%@nﬁtpbwmhﬁriymorﬁs dame riild@soal] Pylviddine, 6o 1 Pur @RSHBUSHIS: et hanol
; {54244- Met hoxyphenyl nm da 1.2:alp UFBA- 2-dbedieth@nol ;
{542- (4- FMishopRelsten! nfodgiocff%{r?ﬂ prl;]/r(ly |%n-0 -egliﬁfo%ﬁnanr 2- yl%y et hanol :
{542- (3, 481 (f;llojdg(g,pphenyl )im dazo[l ,2-c]pyridin-6-ylifuran-2-yl net hanol ;
[ 5-(2-Thien-3 |m|daz£‘a e%gs/rldln6y|)furan2y|]rrethano|

{542- (5- dﬁ‘?ed}ﬂ?f’(rﬁ‘i"%‘h‘“?“i/@i” w850t ‘&l pyridin-6-yl]furan-2-y1} nethanol ;
{5-[2-(2-Fluorophenypi m dazo[| ,2-a]pyrid in-6-yllfuran-2-yl methanol;
(5-[2-(3-Bronmophenyl )i m dazo[ 1, 2 al pyridin-6-ylifuran-2-yll net hanol;

{5-[ 2- (4- Ghindn@MR SmipBlay bphenyk Y1 mhlcﬁa&:(s[.lbjethefaﬂ\qolyanﬁplm-aﬁ35gh‘]hfglﬂuﬁr?f 2-y1
met hanol (5-12-(4- Met hyl sul phon Bﬁgc{r% %

i dazo[ 1, 2sgqnpwﬂwsﬁmﬁliwqdfqﬁfhéﬁ%‘lﬂ%;“f a8

[5-(2- gh' 80; rexédtgﬂaﬁﬂ&g{o% 2-<Ch Ry i @it Brddzpl (e Apyrting rmmtlh@rmhydmge"

[ 5- (2-Benzo uran?.%/wl azolZa]pyr|d|n6yI)furan -yl'l met hanol ;

{542- (2, 3-aDinksy or lobeNY'EPan- 5- y0i m dazo[ 1, 2-c] pyri di n-6-ylifuran-2- yl}

met hanol ; H{u@g& g ¥ hdiedagplbdvel- a] pyri di n-6-yl ) furan-2-yli net hanol ;
[ 5-(2- Benf’é%%?%%e -yl S T azso[e | ,2-c]pyridin-6-yl)furan-2-yl]nmethanol;

[ 5- (2- Thi azol - 2- yllmdazo[l 2- a]pyrldln 6- yOf ur an- 2-yl ] met hanol ;

542- (4- Met hyl t hi oph dazorl , 2-cdpyrid hanol ;
e b uhzbga dbi P AT b, P

nmet ha
tuted of . th ounds for which:
[ 4- (Srﬁ%bt h?fnpﬁu'}dﬁls consﬁ‘ R ? I ?n deaczoo 1,2- a}g yridin-6- CI hi en- 2-yl ] met Iplalnol X
R represents, at posmon 3 of the m’ndazo[ ajpyridine, 1 ydrogen atom “or-1 met

group;
the other substituents being as defined above.

30 Among the compounds of formula (I} which are subjects of the invention, a tenth group of

compounds is constituted of the compounds for which:

R, and R; represent, independently of one another, a hydrogen atom or a (CCio)alky!

group;



{442- (3- Chl orophenyl) - 3-net hyl i m dazo[ 1, 2-a] pyri di n-6-yl ] thien-2-yl)

met hanol ;

{442- (2, 4xPhhbygrapienyl) - 3- met hyl i ni @azo[ 1, 2- a] pyr i di@r/BRrYéGoId0ES- 2-

yl } met hanol ; {442- (4- Fl uorophenypi m dazo[ 1, 2-a] pyri di n-6-yl]thien-2-yll
nmet hanol ;

{4-12-(3,4-D fl uorophenyl )i m dazo[ 1, 2- cdpyri di n-6-yl ) thien-2-yl } met hanol ;
3- [ 6- ( 5- Hyidlr ey bRtV didbefip--3 vyflcmbHazo[ 1, 2-al pyrid in-2-ylibenzonitri |e;
{442- (2- Fl uorophenyl )i m dazo[ 1, 2-c] pyrid in-6-yl]thien-2-y1 } nethanol;
{442- ( 3- Bronmophenyl )i m dazo[ 1, 2- a] pyri di n-6-yl ] thi en-2-y1} nethanol;

[ 4- (2-Benzof uran-2-ylimdazo[ 1, 2-c] pyri di n-6-yOt hi en- 2-yl ] met hanol ;

[ 4- (2- Thi 80520 ¥id dWinflazal bt sodndh a)szvhi@h RreBupftotd dTiteNindemibd, ARt RAAA %']roup
[ 4- (2-Benzofuran-3-yl im dazo{)l, - a]m%l di n-6-yl)thien-2-yl]nmethanol ;
{442-0 - Mef bryppponndsiteonstitvicdialzine comppimliferayaqhl, 2- c] pyri di n-6-yl ]t hi en-2- y1}
met hangl ; | her, a hyd t thyl group:

(4-12-1 2. & B RSB m Br Ry O oo 4 ey diohe By 1 T Ri%en- 2- yiI|

met hanol ; the[other Bubimeants Ring as wefltmd epdve2- cdpyri di n- 6- yQt hi en- 2-yl ] net hanol ;

[ 4- (2-Benzof uran-5-ylimdazo[ 1, 2-cdpyridin-6-yl)thien-2-ylinethanol;
[4-(2-Thi azol - 2-yl i m dazo[ 1, 2-a] pyri di n-6-yl)thi en-2-yl tmet hanol ;

I{’rgtdfﬁ;ﬂ(ngl- ) ln?Jn% Ebeec%%]pz)ﬁn%é gpftopr%.lllll m Q%RL&@@EJQJ?&’&HEQ iﬂ@e@nfigll,]att\mlﬂﬁ gllo_ug_of yl'l
{442-( 3- dﬂblﬁp@mhﬁy&)stiﬁﬁ%eﬂ‘@ﬂ”hylcblﬁj)dmdﬁf[oﬂ.wﬂicm] pyridi n-6-yl]thiazol -2- y1}

t hangl ; 442-(4-Trifluor t hyl phenyl )i m d 1
"SI0 A T IR el
{442- (4- Flghostep hesaypens stamols He@neddpyvei di n- 6-yl ]t hi azol - 2- y1} met hanol ;

{442- (3, 4-Di fl uor ophenypi m dazo[ 1, 2- a] pyri di n-6-yl ]t hi azol -2-y0 net hanol ;
[4-(2-Thien-3-yl imdazo[1, 2-a] pyridin-6-yl)thiazol -2-yl]nethanol;

[4-(2-Pyridin-2-ylimdazop,., 2-cC i di n-6:y0t hi azol - 2-yl | e :
a5 (L, e edidioames s PP g dghicn i Shgdt of BF Pherkiol d FREAR B
net hanol ; of ddnfotnds3s Bmenerhenyptehbaad|fd; whiel:pyri di n- 6-yl ] t hi azol - 2-yl |
met hanol ;
(442- (2- CRFPESN B ORYPERST 9537 IRY §[°FP2- a] pyri di n- 6- At hi azol - 2-
y1} met han@hg other substituents being as defined above.
[4-(2-Thi en-2-ylimdazo[ 1, 2-a] pyridin-6-yQ hi azol -2-yl ] met hanol ;
[ 4- (2-Benzofuran-3-ylimdazo[ 1, 2-c]pyridin-6-ypthiazol -2-ylinmethanol;
E«ifﬁé(n(z)i ?-A%Qné(jtfﬁeoc%emggl?rfdgE)falgc]);rgt-flzl(lg lwmcgzairzeos[lgj’eczts- ggtf?JiHe%"ziQﬁ,?ff L!rleg:rnh %rzogrlj -2- yll
[ 4- (2- Benz @t giind iy bdndiidad of dhe 2orkdaMdsd @i Whib:y O hi azol - 2-yl i net hanol ;
[4-(2-Thiazol -2-ylim dazo[ 1 Z-Cdﬁér i di n- 6-y1H hi.azal - 2- yl Lr_ret hanol ;
{ 542- 8- Hydrentgsves Ryphptrb Ay} iarinakié[dosy pFploPiHD fw']df“éi &RI9Y Y het hano! ;
N-{ g“?' ( 5'tﬁi¥ﬂg,oxaéﬁ&trﬁ}¥wl,u NARzRiNol, M iaZRlidwR - alipitobsizBruRmyl | IHakeny! }
i sobutyrarn i'de; . o .
2- Fl uor 0- 4462415k, iepezobel: rendiyidazpider dpmitylissrup ot Peipg apHiPrs far e §FPWR, Ndi met h
yl benzam qe; - : - o h independently of
2-{4-[ 2- uﬂf-’ef"%8%tf°-”%'1yy56f°?ﬂ“é}5dz‘8’[tﬂ,"%"’- e S B i en 2=yl propan-2-ol ;N
{3 -16- ( 2-ahytierox yiet hyhaideen.az 6Cr-Aujplyl. m (@420850- c dFPNFaRA- 2-NfpRbhenyl |
acet ag.de; , ) . i
{442- ?ﬁ WSFS%Q}H\B?WI pﬁgﬁofél(zﬁlcéffz”g[l)l, Zbaéﬁ(gﬂlﬁ%lkﬁ-l’& W(il ?ﬁ(%'z%ﬁ())-a%k-y i? ﬁ’mat hanol
o {442- ( NIRROXY prlkghe N&og DR S2NGRRb.2yvajoppd ndion- 6- yt hi azol - 2-y1
}methanol; {412-(1H ) ndol-5-yDi m dazol 1, 2-a] pyridin-6- hi.azol-2-y1l
Y et hanol :  {44% %‘&ﬁ\%t Wref‘?ﬂteﬁ‘-dﬁE’f‘g??frﬁ*&d%éSF‘!i,%9"‘331?%% ?&mﬁé‘% Ay grzg‘l 2.yl
met hanol ; (C,-Cygalky! group;, o _ _
Lo g R i Gestharu kb kR RhaBedh Gol! LAlh 358 -Fent! hTeLhBRE!
, 2-a] pyri di n- Gsybiidild, azQeridmy,| | FBYiRAN@arpholine, thiomorpholine, piperazine or :
346- ( 2- Hydr oxyrret hyl t hi azol -4-yl )i m dazo[ 1, 2-a] Pgrj di p- 2-y1k— £I\I'ijiir'ﬂi:t hyl ben
ani de;  {4- [ 2-temapipergeie gLoyp.) thisi kPoeln RPN Sr‘i‘-“é@(l)r"]tFﬁ Cabeasly ™y
met hanol ;. {4425(25 RYfdndbRug- y! )i mdazo[ 1, 2- (21Pyrid

2

; . '%th@?ﬁﬁ . .y '
in-6-yl]thiazol-2-yl} nethanol; = 4-[6-(2-Hydroxynethylth iazol -4-yD m dazof
1 ,2-a]pyridin-2-yll-Nnethyl benzam de;



(4-[2-(4-Methylthien-3-yD mdazo[ 1, 2-a] Pyridin-6-yllthiazol-2-yl }

met hanol ;

1412- (1- Met hyl -/ Hindol -5-yflimdazo[1, 2-a ridin-6-yl]thiaz0l-2-y1
et ha(nol ‘WO %/009/144392 Y [10 Ipy P%T]/FRZOOWOGOZ%y )
[4-(2-Quinolin-5-ylimdazo[1, 2-a] pyridin-6-yl)-thiazOl-2-yll nmethanOl;
N-{416- ( 2- Hydr oxynet hyl t hi azol -4-yDi m dazO[ 1 , 2-c] pyridin-2- yl]phenyl}
acet am de;

{ 442- (4- Mor phoRé rend-Rd prreespht) iindederoftly, 2f ahpyanplien-26hydrpgeni dool o2y 1 }
nmet hanol ; Cyalkyl sEoun:

[ 4-(2- 1so€di d@fl 1552 4/31 i m dazo[ 1, 2-a] pyri di n-6-ypt hi azol - 2-yl i met hanOl ;
N- 1316- ( 2HEdyrelsreseymr iyl thidaiyagoldindd, yibeaviydayodly 2or afidyaclyd greu -

yl i phenyl }i sobut yram de; . : N .

346- (2. Ly ST M ﬁf"a—"zﬁib-“lf?%?‘isy i sxotsntisalAp 8y fiffgrent Bom £5° 19Uk met hyl be
nzenesul p&]@_ﬁ@nﬂ‘@ﬁé hydrogen, a halogen and (Ci-Cojalkyl groups; .

I(’rgtdfﬁ;ﬂ(n(z)l, 6P-{ [r)legréslér?t_rs.,oart)%gslitgolnn}: gf,-%lg E{Tcl)fdtﬁez i(l)'llif:il'dzg[-l fi]—ﬁxgr!dgr{epfrgrﬁxlti Elrsllljl%ﬁ%leﬁtg,_ yl}

(4-{241- (InMpthyhduty 1) of diFroyidane] ord-apbthdrnindaa oy 2hyeldqpy,iadialvg6r yrid} t hi azOl -
2- yQmret hanol ;

2-{442- (1% td@liyls-y1 )i mi dazO[ 1, 2- a] pyri di n-6-y1] - 14 pyrazol - 3-yl |

propan- Z'QZ! and R; represent, independently of one another, a hydrogen atom or a (C-Cyp)alkyl

2- {5- Fl uoro-242- (1H i nd01-6-ypi m dazo[ 1, 2-al pyri di n-6-yl | pyridi 1F4-y1 }

pr opal2- Ogroup:2- { 2[ 2- (] H | ndol - 6- yphni dazo[ 1, 2-c] pyri di n-6-yl i pyridin-4-y1 }
pr opan- 2- gl .. = d Hhhdazed-3- My gazol 1, 2-a] pyridin-6-yl]pyrid

i n-4-y1 }&prre%rggem%%lgﬁ%;r&e a “%1 .0¥myr%r91?pz

2- { 242- ( 5inNke foyhio§ oRag OF of3n 3ddijemdaiavi[an agda] pyri di n-6-yl ] pyri di n-4-y1l

pr Opan- 2- {512-(11/-1ndol -6-yl)imdazo[ 1, 2-c] pyridin-6-yl11-1-nethyl -

[ Himdazol -2- yl }methanol; o

2- {542~ ( 42\925%@'%11%%%%&'&%%9&1}m’-mlcnwé AbReS ol fieann2s Rhddarogans 2- ol .

I n accordance®w th e 1 nvention, the conpounds of general fornula (1) can
be pr &par efkoapowrddisgynitiuteche thy ooessnddéaeriidded in Schene |. Scheme 1 5The
conmpounds,of_the inventian. c F ORRY ASGHd NGy L@ p-fg&ﬁﬁl kingipat hway
A) by rreaﬁé regfes‘émsc%arbelnf lhgﬂ)r]é c?c?@#,?q ca?éﬁgged&gz g ?%tl alljﬁsluc _é)sm)foal | adi um
bet ween athidngi, ddzepfuring], néeabthgerier aberfzothrnyla {ihydrobepspfyidh tReghd: R1 are
defined as_above. and Y. represen - hal t- 00 QF LA DRk e Ll gt | ve, and
a deri vat PYEZNY: GREYHr B?”S“rmﬁg ngy?iﬁpgﬁloﬁggﬁfgﬁpﬁé%%nd X are d&fi ﬁged as
above, Z telpr@sientsy sabsharainyidr orteion nebes growtsiov etoink chosens prdepesdenslyidanhal ogen

atom _or el se ha en if Y.r nt r-vad | nd R5
repr ednt %“clﬁ?r%ﬁo "t l:\egg%ef'0@%’%@1%’0@5?%%%%& %‘?ﬁ@ﬁ%%&‘%’égh g]s()btg%%aiég{her al
formul a (LYO)fOrcexmpl Balo(@cCabadiynghstdooxyta-Gotikdehed dfeRbBadh bylkvenequei f fi er
in Hell). Chim Ac(ézgJ Zggl, 84,d361_0-3615. The conmpounds of the invention
can al so PEHPEI SIRIERGFHHTYPEOSchene 1 15 (pathway A') by neans of a
coupl i ng react iRNandCRb Ay @t bindépenBing) Fucte asotipal haldiduen edmesna an

i m dazopyridine of general forrmula (I1), in which Rand R are defined as
above and(&-¢el3kek®RERs a hal ogen atom or a boron derivative, and a
derivative of genglsakal REAWM fbiddendontlly NofbicC indtedr, ankldXgan eatetefémed as
above, Z represents a boron or tin derivative if Y represents a hal ogen
atom or €&Fseonlbirogen atomif Y represents a boron derivative, and R5'
represent rd Mat Live; B9 i M3k Ghdf2RIyvl sogef i ned as above,
or repr ese%r? §B%E%%®#5%$ﬁe'§$’odyﬁi@’hgbﬁ'é% 0 %bt a}iWIrEI5 t he cgrgoﬁﬁds of gener al
formul a (XMieprebans feoranysd 8 substibontai wjch oretidratiend ey st Tagpensipomker
GQueiffier jin [ V. ' ~3615. Next, the
corrpoundsCf(’)cfse‘g%ﬂ%}rag%'?gérnﬁé\ﬁ%g%eﬁ%?&E%%leﬁggéqrﬁlggt ed to conpounds of general
fornub@a ( R)repiesenwhitqlosiRdn 8.6 es 8nf theambtpeh] bgetpyaidiom fratht ud prbshieedst i on of
an organonetal lic derjyvative such as_ a j angOr
canpi o RO (RGeS et e e A S TR A P TR B 4 e
carbonyl gcoopkyl;neans of a netal 10hydride, for exanple sodium

borohydride or a derivatiye thereof, or any other ne news- to, fhose
skilled i Rt By epresent ‘”Xep?wegbhggrgnel‘?mt e}é’ as%'g}r??%eﬁgatt&(}g%ﬁgug s “Q%lc(lb; t he

react ant sgroppen the nethod for preparing themis not described, are
comercially available or described in the literature, or else can be
prepared according to nethods which are described therein or which are
known 15 to those skilled in the art. In particular, the imdazopyridines
of general formula (11), in which Y represents a boron derivative, can be
obt ai ned, for exanple, according to the method described by E. D Mauro in J
Org. Chem 2006, 71, 3959. In accordance with the invention, the



In Schenme 2, the starting conpounds and the reactants, when the met hod for
preparing themis not described, are commercially available or described in
the literatur 0 el se can be prepared according ich are
descri bedWﬁéﬁ@/ﬁ‘{“ﬁz whi ch are known Fg t hose skill ecf;(?l;l @@P%I n
particular, the chlorinated i mdazopyridines of general formula (V) can be
obt ai ned, for exanple, according to the nmethod described by C. Townsend in
Syn. Con2nun. 1997, 27, 1763- 176%. | n accordance with the

i nvent i on R fESEBHH SuHAE SOyl 2 UPREICA (1), in which R represents a
hydrogen &f @a¥&f AR baleley bt GHRWRP sdlNwitthe a3rdposi tion with respect to the

i m dazopyridi ne nucl eus, can also be prepared according to the process
described in Scheme 3. Schene 3 The conpounds of the invention can be
prepared according to Schenme 3 by neans of, a condensation.reagtion between
an ani nopyyiaigie @mpgersphformea Al MRk RI9SUbIeHS Ghie HVEBION B REINE e def i ned
as aboye, ,apd, RA,J:GPEHSAMES offle MmRuiédsatn: f unction-protecting group 10
PG an% aogron@Egtsone of ge%er.%l .nfﬁg?lnul a (XIl), inwhich R is defined as
above and RRrerepertsembeyh fiyd nogainyhimsiehbryearloayidny L. grodipy SerUrty: obt ai n
ei ther an 0, #az00XEI 1 NS Rl 8ERGHR! bEORIS, (lindbRaieh IR iiboyi2, RS,
R4 and X are defined as above, or "an im dazopyridi ne of %ener al formula
(XI11), i mywhélehisREzolepbewanidezoBGor fndezobk arepp.at brivsopastiblg TerdhesAE B hod
descri bed by M. Fisher i : . 1972, ordibs B&en. iR MR lond 5
function 6?’ g‘? %%tfolmﬁ@ %E’%‘ﬁ“g‘?d]‘?’r%%. ooﬁqur)gghbe rrll’a eul:bcsifC th%ée glescrip')/be.dj1 for
exanplie, hyotler, Greeneidgm," Redyle ahétheyGhydpsynethidy ga@NECIBntreBiAmY W | ey

I nterscience),. .for ex t- i\methyl g FRHR. fi@QVer, when
R6 repr esé’ﬁfréhdd”ﬂ?@ﬁ’o'wcﬁgﬁgﬁ“ -(%?"'E)\%(beg’t)i ’ny%’r ?96\»“ F(’:Cig {tpﬁie)2 %)J(}){[rar’ﬂou%c’is of
gener al f qidinligaipghhyl) Jrifanenethy), otirdthic arde pritot, eHCEHCHea &ONGH CHak

descri bed, for | e, 0T, Geene in "Protective G oups in Organic
Synt hesi s'cqu@ﬂgglsg)%@%ﬁ@%%’,SOPSSBWES to obtain the conpounds of general
formul a (IRet rdprestid £hurRR thignyl pykibiay B ehprasiyt, ippazalyitohintidspbEgrotp t he

i m dazopyr.i di ne nucl eus and R4 represents a _hydro T ounds
of geréralX fe@feﬁfﬂt%lg?‘ﬁl 1)t°§’asﬁb%'é“68‘5t %{F'ﬁ*é&"%?ﬁ"&%%g"s°’g¥ﬁ%r%£ctgﬁg6‘? P“ﬁga%P @gg{)i on,
cat al ysed daysea iRt Alydsdel) ad@somal hadinetny! fretpeen a hal ogenat ed derivative of

general formula (X), in which_ R2, R3 X.and |. are define e, and
R6 repr esdhf@raaippat aoﬁ‘ﬂi’&r%?yl?Ofﬁdift”i‘eo‘r‘i'l'%}z@t}gg‘f]?ﬁ i ﬁﬂﬁlﬁ]anéﬁgwggg%\r{

2- am nopyrighd& oSl htpt €d Wi th a group Z which Srepresents a boron or tin
derivative, such as, for exanple, 5-(4,4,65,6 5-tetranet _hayl-t%yl?»f 2-

di oxabor ol Rering Ry reppyeritdpdspendgntlyaf qae another, a hydrgaeneatony 4 T methd BBy e

i nt er ndi . i mbthgleshiped and if necessary, to any

pr ot ecr% on g%ﬁ%%ﬁé%ﬁygﬁgtﬁﬁ%tﬁ?%? kg[?ym p’?o .those skilled in the art before
and/ or af tiethedpgm piediess ared ajedditionisalywith 28 #fdd-schemes above. 10The products
of formula (1) can be subjected, if desired and if necessary, to any
reactions known to those skilled in the art, in any order, in order to be
converted y ot o QLNSHLRLGIUE Fimh (f)%mﬂ gre(dubjects of the inBYitivRY Rbertecampl es of
reactions, MBIt | on r’rﬁy be made of: reactions for esterification or

ani dat i on gburesf cacpainfiuinctistnfededtisanoprads On “hishct i ons, ester function 15
hydr ol ysi s, reactions, r I O .0r i : s 0X YiboghihBRAJION tO an
al koxyd® fuil?ﬁ'crte %%e,“%caopJ‘BPﬁ’ﬁ% ri’ec[;?toli'gbﬂ’sﬁgéalyg@tﬁﬂj}@gmgl’ P %/an]g?‘ti gn _met}lal ,
reactions thinylpr binecfifang, r eactthwe!flunenzashisnylr elistdrabarezofisinyh e iH9o0G t he
protective groups that the .protected re i f i

sal i fi cat i DFP*PELTTHIY 1V\?ef]ﬁ%é‘%z‘?qﬁlo()rrd'érﬁz @9% rg'gjf étgﬂr%% pgcg:gﬁb ollggar{ tlv%lg?%mgpsbase o)
as to obt ajoibetoBorany EesprrRdiwig abt moreeasts @rsouporhosas didvindentlieénicc f or ms

into enantioners, said 20 roducts of formula () t al -hai ng,

wher e apprgHcat Homi h‘ﬂ%elm t”[I’)Féhy og?ﬁm‘}é L%%%’?ﬁmg,thglénééncwto%@’l gdog;ﬁ%n#?ﬁ,

di ast ejeoi SeRMEINGIeih§ QIRHCOTHEH,),, -CH,N(GM:5QrNHpgCONHARMITHEY, pyfrolidisylaspect s,

. a subject of the invention is also tge_ conpounds &Q ;85 bae %\!H(%}é
(11-2), (1metyluighensleyrinaremail ppigyio. eyaoy s Wip Oy CONHER,5)
(V1i1-4), ( 2)s 14X 34 i2Rehe(1X4) . These conpounds are of use as

synt hesi s ég?{)rﬁcé&rjﬁgﬁl a(?lggc_o the%gont%_ounds of fornul, (%I'Z WD

2009/ 14439Bg3PETere 0dgyboveyh pyridinyl, t wﬁgylcwuﬁgsl% gl eolPae (11-1),

(11-2), (11-3), (11-4), (11-5), (11-6) and (11-7) can be prepared in one

stage (boronic esters) or two stages (boronic acids), for exanple according

to the process described in Exanples No. 2 and No. 6. In a first stage, a

condensation can be carried out between an am nopyridi ne substituted with a

boron derivative, such as, for exanple, a

5-(4,4,5,5-tetranet hyl-1, 3, 2-di oxaborol an-2-yl ) pyridi n-2-yl am ne, and an

al phabr onoket one, such as a 2-brono-1-(arypethanone, for exanple in a



TI NVR (DMSO-d6, 3 ppm; MH M Salt/base (11-1) 1.35 (s, 12H);

H; from7.5 to 7.6 (m 3H; 7.95 (d, 2H); g 45 %d 1H)( 7. 85H%1s 7'1?ﬁ|§3 (ﬁ/iaqu
=355. (11-2) 145 (s, 12H); 2.45 (s, 3H; 7.3 (d, 2k fromdadedo 7.7 (m
OH): fronWP H%M4382(m 3ffi: 8.6 (s.21H): MrH = 335 C{ @%’ @%m? 6 to
7.75 (m 2H) 7.95 (m 1H): from8.05 to 8.15 (m 2H): 82(m | H: 8,09
(s, 1H): 9.1 (s, 1H. MH = 273. HO (1:1) (11 4) 7.55 (m 1H) 7.6 (m
2H); 8.0 (m 1H); 8.1 (m 2H); 8.25 (d, 1H) 9 (s, 1 (s 1H. MH
= 275 HCI X (epreispntg froms) o3, spstyraenisgfyich gregeenpigp! t‘m) ?‘”F‘E}E%"?* Ay t3"365 (m

(1 1) (11(1% enif%al?ydpo@er(qmbmeangamﬂyﬁﬁom 8. 3 (s, 1H. MH = 325 HC
(d, 1W fRoerSe@s att<9058m3153 (7 l&)of thge wsd%zelzlﬂg’”de“?’egff%g s ﬁ? 0?&‘%;%6 o
(11-7) 1%@50} | ro9}35 (d, 1H); from7.55 to 7.85 (m 7H); 7.95 (d, 1H);
8.05 On gre E’sg T 8.75 (s, | H: 9.05 (s, 1H). HBr(1:1) (V- 1)
1.35 (5m H24)R; Fephesérd, 1nddd):1;.dem1>5of(od¢ armr:hw)er a@ydrogen atqm pya MEhAErEUR:  1H) MeH =
279: Mp = 115 - 120C, (VI 1:1) amthglsr 0.8 (s, 9H); 4.6 (s, 2H): 6.2 (d
1H): 6. asRqTaPresepy: & Bpdspeppatoqigy ATy "7 45 (m 2H); 8.25 (s, 1H)
(VI 1-2) OinGQhd Srm 61 bas@oBof(es ad @i sad wdh fsaci®H) : 7.3 (s, 1H): 7.45 (d, 1H):
7.6 (d, 1H); 7.75 (s, 1H); 7.9 (s, 1H; 8.8 (s, 1H. _ (VII-3) (CDC3, Sin
ppm : O(S 6H); 0.85 (s, 9H); 465(5 2H); 7.1 (m 1H); 7.45 to 7.55 (m

?H) ;I ?Z&%UQIE%SCO}%’%'%§ Q:gor(ng @-D’“g'cﬁ &gu&)iet&fﬁbl}ﬂ%anen%Zﬁan'\@ 'e;]%]_?-S 1(]j.4‘C
1 f 0 kil 81*'@0m88un_%515(c5n5t|11}t3d of theWBpADGH 14488825PCT/ BRO0097 000208 0. 0
(s, 6H; 8 4.55 , 2 S §(§ Qgpsl) JAH); 6.4
(d, I1H; B 53p(e§entsiwhen7t @gyéar quin yi %0153 }t emfm%osm?_' or\these g ob

optionally substituted with one or more atoms or groups chosen, independently of one
another, from halogen and (C,-C,g)alkyl;
Het represents a furyl group, a thienyl group, a pyridinyl group or a thiazolyl group;
15 X represents a hydrogen;
R is a hydrogen;
R, and R; represent, independently of one another, a hydrogen atom;
R, represents a hydrogen atom,

‘in the form of a base or of an addition salt with an acid.
20

Among the compounds of formula (1) which are subjects of the invention, mention may in
particular be made of the following compounds: |

. {5-[2-(4-Chlorophenyl)imidazo[1,Z-a]pyridin—ﬁ—yl]furan-Z—yl}methanoi;

. {4—[2-(4—Chiorophenyl)imidazo[1,2—a]pyridin-6-yl]thien-2—yl}methanol;
. {5—[2—(4-Ch10r0phenyl)imidazo[1,2-a]pyridin-6—yl]thien—2—yl}methanol;

e {2-[2-(4-Chlorophenyl)imidazof! ,2—a]pyridin—6-yl]pyridin~4—yl}methanol;

s {5-[2-(4-Chlorophenyl)imidazo[1 ,Z-a]pyridin-G-yl]pyridin-B—yi}methano!;

-o {4-[2-(4-Chlorophenyl}imidazo[ 1 ,2»a}pyridin—é-yl]furan_—E—yl}methanol;

s {6-[2-(4-Chlorophenyl)imidazo[} ,2-a}pyridin-6-yl]pyridin-2-yll}methanol;

. {5-[2—(4-Chlor0phenyl)imidazo[1,2-a]pyridin-6—yi]thien—3-yl}methanol;



=305 (X-2) 0.0 (s, 6H); 0.8 (s, 9H); 4.85 (s, 2W 5.85 (s, 2W 6.4 (d,
1H); 7.2(s 1H); 7.4 (s, 1H); 7.55 (d, 1H); 8.15 (s, 1H. 0.0 (s, 6H);

0.8 (s s %@2?%3?44%@2 2"'?51 5.95 (s, 2W 6.35 (d, (X?@Tmmoowhﬂmﬁ 6 (s, |

H; 7. H. (Cbc13, 6 in ppm: 0 (s 0; 1.4 (s,
6H); 4.4 (s, 2W 6.45 (X—4) (d,1H); 7.05 (m 1H); 755(5 1H) 7.95 (m
1H); 8.4 (d, I H; 85 (m I H. MH= 302 The foll ow ng

exanpl es describe the preparation of certain conmpounds in accordance with
t he i nvent r¢h{2-PHd@opcanpmakzat &-afmtidinityljthingl-antt mvredly i1l ustrate the
present invention. 5The nonmencl ature of the conmpounds was established on
t he basi s ef2-{hé&-&Eutropienylsoldawei @-qlfxidinpd-glthiazol-4-yli methanol;

15-[ 2- (4- Chl orophenyl )i m dazo[ 1, 2- al pyri di n-6-yl ] furan-2-yl| met hanol
(compound 1 {@tz-@ttehmralbﬂeeyl)imidazo[1 ,2-a]pyridin-6-yl]thiazol-2-yi} methano};

1.12- (4-Cnhl orophenyl)-6-iodoi m dazo[ 1, 2-a] pyridine 5.0 g of

2- am no- 5-i qaoPYihalBRamidzd 1 9-oYyridmby-AiPridin(44imkianaphemOet hanone and 10
2.67 g of sodium hydrogen carbonate in 150 m of n-propanol are placed in a
r ound- bot t BYfsechfaridg erePhe ni xture is heated at 80C for 40 h and left to
cool, and 700 mM of water are added. The preci E)ltate is recovered by

filtration® [SwsBenolind-Himidazer anldyrifis-6u ety indlwetendissure. 5.51 g of
conmpound ahgdrgg,ch;dgggreof | H NVR (DI\/BO dé, 6 in ppm: 7.45
(s, 2H); 5(d, 2H); 8 (d, 2H); 8.35 (s, 1W 8.95 (s, 151H). MrH = 355.

1.25-12-(4; f;? o};ﬁpgﬁmé Qoﬁp%?ﬁé%‘h%éﬁm%@zg}’Hetﬁa“)é‘ gur an- 2- car bal dehyde

300 ng of 2 rophe c|'pyridine, 118 ng of
5-fornyl-2; 4-
[1, 11-bi s(di p#e@yP’gL Bﬁll“ho% L2 95y 1o T O AR im *Y80 "y of

pot assi um ip@rdzbhatietherto M of et hanol and 1 ml of water are placed in a
20m crowave tube and degassed with argon. The tube is placed in a m crowave
appar at us ar[al—(i Domdiias-gimatazd QG d@rid 3G-yHthien-Aft)methembhadigs t he catal yst is
renoved by fjltrati ﬂg pd washed wth ethyl acetate. The organic phase is
separ at ed AHECTEE TSRt he fi trate i s concentrated under reduced

Eé?ﬁ;“égrr.é% L7 Dbl e e R R L o, 104 g of d
7. 30 )
Conpognszxa{'ﬁ???zhﬁ ‘ﬂgolflﬂk"aldaiq%?aipryamﬂfl %ﬂ%&zgf%qé(‘%ang%en pp?l (m 2H§;

8.55 (s, LlhbdrodhicHRe (HBcokH); 9.65 (s, 1H). MrH = 323.
1. 3(542- (4- Chl or ophenyQ m dazo[ 1, 2-al pyri di n-6-yl | furan-2-yl | nmet hanol

122 my of spdiumePamabydride ais @f} B16bn-J- N rSeiRenb 1 MO EHI19BSchIbRI104 g of
542- (4- chl g‘rj%ghgﬁ)?pl m dgzoﬁfﬁ ! gyrlndlzﬂ} yln]fur ankg c;; bal dehyde

di ssol ved 1§20 m of met hanol The mxture is subsequently stirred at

anbi ent terrperature for 2 hours, and the 10 solvent is then evaporated off
under r edue éDflésBumot(2 Fileyrdsidlenidezof sk elyiigin§etlfem2-di chl or onet hane and

wat er. The Fn@% 1’10‘?aPJ‘tﬁ@ﬁydr&hFo‘?uB@fh%Fe%f‘j dr| ed over sodi um sul phate and

concentraté uced pressure of conpound are obtai ned.

Mp
= 197- 199C. 1 6.5
11 7.95 (4 %Wé%m Rygel ‘@ﬁ?’]f oy PR o o els
(s, 1H); 8h@bodhdoridd Hereofl5 MrH = 325 Exanpl e _
2:{4-12- (4-Chl or ophenyQ m dazo[ 1, 2-al pyri di n-6-yl | thiazol-2-yl) nethanol

(conpound & 12-gf-(1FEhRyritcdd?, 8| pyridin-5-yl)imidazo[1,2-alpyridin-6-yl}pyridin-4-
yl}methanol and the hydrochioride thereof;

* [2-(2-Phenylimidazo[1,2-a]pyridin-6-y})pyridin-4-ylJmethanol; .
* [5-(2-p-Tolylimidazo[1,2-a]pyridin-6-yl)furan-2-yljmethanol;
» [S-(2-Phenylimidazo[1,2-a]pyridin-6-yl)furan-2-ytjmethanol;

o {5-[2-(3-Methoxyphenyl)imidazo[1,2-a]pyridin-6-yl]furan-2-yl} methanol;



2.12-(4-Chl orophenyl)-6-(4,4,5,5-tetranmet hyl-1, 3, 2- di oxabor ol an-2-y0i m dazo
11, 2- alpyridine 202.5 g of

5-(4,4,5 tetranethyl 1, 3, 2-di oxaboral an- 2-yl ) pyri di.n- 2- vyl an nd 2.65 g
of 2 br on¥ Q1 240871483%r ophenypet hanone *n 76 m of n- pkggéﬂﬁwggbﬁﬁagaced in a
round- bottomed flask. 1.33 g of sodium hydrogen carbonate are added
thereto. The m xture is heated at 80C for 16 h. The reaction m xture is

| eft to cool and concentrated under reduced pressure. The residue is taken

up between, anhes, 4@31%&&6&)& yIRGERAL B2-alH8diRI69AM En-PRASRHaS0IL hen 25separ at ed
by settling out and dried ‘'over magnesi um sul phate, and the solvent is then

evapor at ed, pf ?d% o e r fReynd are obtained. 'H
NIVR DI\/BOd.d% Ezéuﬁ% d:r %g & @f?,j%%ﬁg %7%]%& 9?5}%&) from7.5 to 7.6 (m

2. 2[27(350£?8ﬁ§ﬁ% Rm%ﬁﬁﬁggggﬁl %ﬂmg 3&?@?%0%#%TTQ%*QH|C acrd hydr ochl ori de

1:1) 303.6
Coi 20 (4. ohT DA g PR vRsthpbpreimidgql) 2l p- Gy o godlmsthandly o

yDi mi dazo[ 1 l.pyridin sal,ve yacetone and 56 m of

wat er ; 101'%f"§f%%FNVW§ Y'%WT%Wﬁ@*%EF@ a%@”éddgg ?ﬁereto dr opwi se and with
stirring, @&ndibbenaigeure is stirred at anbient tenperature for 24 h. The
reaction mxture is then concentrated under reduced pressure. The solid

obt ai ned i s¢djrtyrat@LeWiidndshopt hylpyediheryljansh-1-e0oedaed by filtration, and
then dried 1n an oven under reduced pressure at 60C. 3.12 g of conpound are

sobt d., T ithi -A nl funH- n 7.95
T e e S UYL

= 273. 2. 33043 docRlsCy RN b s a2l ok zarrpyermaqb;n 6-yi i thi azol - 2 1)

met hanol 28 ni | i met hoxyet hane and” 14 m of a 2M sol uti on of sodi um

: ; ¢ Iﬂf ral 1 t
ggéagggdemffﬁpq%gongvhn4%6&%$%9H$%§39569ﬂﬁﬂ d?ﬁ% and i hendibixt ure is

chl or opheny L q&%”mg%%eﬁH%hQ%ﬁ’dﬁﬂY§3¥| 9;99&%]%&&9md482 mg of

(4- br onot hi ano

tetrakls(tr p adi ! tyre is left to
stir for 1%5 Hﬁ? gggn) go yéﬂ?“fgﬂ?%&ﬁj qﬂﬁgwéteglﬁ¥%]%nder reduced
pressure. jipeethasi;due obtalned is taken up with ethyl acetate. A
precipitate fornms, and is recovered by 15 filtration and washed with et hyl
acet ate. The[EEPQHadmethythien3pymiifidzed  bylpgidin-2aligélN- chr omat ogr aphy,

el ution bein rried out with a dichloronethane/ net hanol m xture. The
solid obta?ﬁ%ﬁwf§m?WFﬁrated with diethyl ether and recovered by filtration,

and t hen oven dr|ed under reduced pressure.a conpound are
obt ai ned. * {*p2 %@ﬁwﬁgfé"ﬁﬁl {EK%EYW%“ §ﬁ&”ﬁﬁ%§?m%g§§ 6. 2
(t, 1H), from7.50 to 207.60 1 85 (d IH) from
7.95 to 8. DE-@nsoapigphin-gylmdazol}. "h)apyede %%Utﬁfﬁ)z-yﬁ@eﬁ‘”(“’é 1H). MrH = 342.
Exanpl e3: 1442- %U|nolln 3-ypi m dazo[ 1, 2- a{gyrldln 6-yrithien-2-ylinethanol
hydr ochl or ¢ §el3(6-(2¥lydrevvmsduidicnrssbrmidpel t. 4gjryyidin-2-

3. 114- ( Br oppiihj, g@yloxypert butyl di et hyl si | ane 25900 ng of
- (4- bronnth?@ﬁ Zﬁgﬁ% anol are placed in a round-bottoned flask and

di ssol ved | 70l e are added
t hereto, ?ﬁéaggﬁ4§18%§$ngnxgkﬁgﬁpﬂ@“?%??éﬂ%%?&?%F?%ﬁmgﬁs|Iane and t he
m xture |Sme&hmmb stir at ambient tenperature for 48 hours. The reaction
m xture is then hydrolysed with water, and the organic phase, which has
been extr acf - bimealy hylincaedtygheny isidsapal-atpeddindrilBdle¥er 30 nmagnesi um
sul phat e and c%nggntrated under reduced pressure. The residue obtained is
purified by &Rk gel chronatography, el ution being carried out with a

hept ane/ et hyl__acetate m xture, ofpt.aj,ne "H
NVR spectrﬂ%T %I%ﬁif(ifwdH“ﬁﬁﬁ?yhmpkgygﬁréﬂa@%Sgp%é #@]@& 7 (s, 2H): 6.7
(s, 1H; 7dgw@@,,bew}mdgyrm = 308. 3. 2Ethyl o
12-imno-5-(4,4,5,5-tetramnerhyl - 1 3 2- di oxaborol an- 2-yl ) -2H pyridin-1 -

yllacetate, DA RHo e n P PinPdao[@F2-alpyridin-6-yl]thien-2-yl methanol;
5-(4,4,5, 5- ?egignethy%%ﬁ 212 d?oxaggrolan -yfipyridin-2-ylamne in 7.6 m

of ‘ethyl 2, W@H%%gﬁf%%?s R EoRhRES kN3 @[)f&%@fl@&ﬁ%ﬂﬂ'aSk and the

m xture is stirred at anbient tefrperature for A precipitate forns,
and is recovered by filtration, meshed with diethyl ether and then with
et hanol , and oven-dried under reduced pressure. 8.78 g of conmpound are
obt ai ned. 1011-1 NMR spectrum (DVBO-d6, 5 in ppm: 1.3 (m 15H); from4.1
to 4.25 (m 2H); 5.2 (s, 2H); 7.1 (d, 1H); 8.0 (d, 1H); 8.3 (s, 1H); 9.0
(s, 1H). M+H = 388. 3.32-Chloro-6-(4,4,5,5-terranethyl-1, 3, 2-d i oxabo

rol an-2-yl)imdazo [1, 2-a] pyridine 8.78 g of ethyl



3.53-16-15-((tert-Butyl di net hyl sil anyl)oxymet hypt hi en-3-yl i m dazo[ 1, 2- al py

ridin- 2-yllquinoline 5In a reactor, 150 ng of

6- 15-fttert-butyl di methyl silanyl)oxynethyllthien-3-y1]-2-

chl or oi m éf‘éQ&P‘i%k‘-“é??pyri dine are placed in 2 ml of tﬂQﬁﬁ‘éz%%’“{’%?é m xt ure

is degassed with argon for 10 mn. 3 ng of palladiumacetate, 11 ng of

2-di cycl ohexyl phosphi no-2', 6" - di met hoxy-1, 1" -bi phenyl, 170 ng of K3PX,

110 ng of 3-quinolineboronic acid and a few drops of ethanol are then

added. TheyHeaetimaonicn xture is heated at 115C for 16 h, cooled to 10

anbi ent tenperature and concentrated under reduced pressure. The residue is

then puri f ie&8(bYlesii-pengenideat ohalpwigiaptyfvretaylinsael ng carried out with

a heptane/ethyl acetate m xture. 200 ng of conpound are obtained. MtH =

472. 3. 6] 4= (26 Mlethpl-1-thied-2yfliniidazdE Zoflpy Rimf-phfradi hylgosghanehi en- 2-yI | met hanol

15190 ng of

3- 16- 15- f t e@p2BUCYb@pleat hpinsdthydimydazalX 2 rapshidint ¢-iferan 3=y imitidngiaz o[ 1, 2-

alpyridin-2-yRquinoline in 4 nil of tetrahydrofuran are placed in a

r ound- bot t aeg2-{4-Bakolidandy iy gidkoll Stdabidtryd-gdifmniZufirdtivorl de are added.

After stirring for 48 hours at anbient tenperature, the reaction mxture is

concent r at gd_fgnelef dloRetueBdruphesg Umtlazol NR-al@sitidweyl[bendohigmiepuri fi ed by silica

gel chromat ography, elution being carried out with a

20di chl or onggt ] g@,{zaﬁ&z{mg@lmiﬂiﬁs W @pyride yofedn-Toipatrdl; ar e obtai ned. 11-1

NMR spectrum (DMSO-d6, Sin ppm: 4.7 (d, 2H); 5.55 (t, | H,; 7.5 (s, 1H);

from7.65 t-gs-b-ﬁer(z%ia‘%hbz:.ylfrﬁi@&bﬁ;ﬁa]gﬁidirll?')yl)ﬁﬁanoﬁyl!lrﬁet&nﬂali (m 2H); 8.65 (s,

Il H; 8.9 (s, 1T H; 9.0 (s, 1H; 9.55 (1H). M+H = 358.

3. 714- R2- Qui;nod bn- N1 13- .l Bm L infetiRRsi2- y1 | met hanol

25hydr ochIQér[?gieB?r%?%Meh@ﬂ%%g%[l%gﬂ%}gwm Yo 4 ¢

- [4-1(2-quinaliB-3:yDi m -A Sl RnBaildfihh&Randt 1 ] met hanol are
suspended i'?nmb[?'éﬁﬁw)/t?ognmﬁlgﬂg]ﬁ[éézgﬁ(fa@gﬁldéﬂg?T]@jrékqe );sg?]uti on is passed through a

frit and 5. f 1 ution. of Q¢ Lis1aci d in isopropanol are

added to th'g‘lﬂ"ﬂﬁﬁ‘rﬁ%'? ’é/%"ﬁfjr?laéa?’gfg@(i%gw grﬁ/ l%%}r; g%)lmgfa Ehh‘goril concentrated under

e o S S DAY B T T M RRm et et The

precipitatée n-dri‘ed under reduced

. 106 : i . L= = C. "H NWR
D (S Ns e RRR A 8% S0 Mg peoe R
LM 1 24000l M i B e A PPyl D 89 o
4:{5-[2-(1H I ndol-6-y0imd |1, 2-al pyrjdin:6-vyl]f -2-yl I meth I
5( compound Ha-(6Pere e ey bl ey B TP AR Y IEREST 1 e 1

round-bottoned flask, 10 (0.052 mol) . of 5-hronpfuroic acid are dissol ved
in 350 o-r[H%B,en@ﬂ@thgen(fgx!owa%|=%"a]<8¥”<ﬂp“ﬁié’ﬁ)ﬁ‘ “%‘Efﬂ%%‘%”ﬁg are added, and
the mxture is cooled using an ice bath. 7.5 g ((_?fo' 55 nmpl ) of isobutyl

chl or of or mat B-B Mol Gteherylimvidagel | gralpridyot-yyipiazgle-4 "olsi ng a dropping
funnel. Wien the addition is conplete, the mxture is left to stir for one
hour in thes E@aBeetanid-thined-yiimidasell 2crmoidiedtyBiardnotBEM)°% i 1 t rati on

t hrough celite. The filtrate is cooled with an ice_bath, and then 4.95 g of
sodi um bor ohydp2i@devemskyplcnpiab imethyierdezell SvilpyridBet-wilthgrolet hanol are added.
The m xture '%s befli. to stir for one hour in the cold and then the sol vents
are evapora}’l 6t under reduced pressure. The residue is 15 taken up

bet ween wat er and di et hyl ether, and e.organi rated by
settling out ,{4'@3@?@6“0{)\%]‘%'yﬁﬂ‘tﬁ'@f’”l'ﬁ%ﬁm&?’l & yg\g)@pé )gggl?%?ﬁ tlj}lsnp%%ﬁgf Af t er
evaporation of the solvent, 9.1 of oai,l are,.obtai ne d used w t hout
purificati ohH"Br(thH@r%R'J‘B%YéHBéiHTO[g?'ﬁﬁ_f@f‘dlﬂféyﬂﬁ%@ ﬁ'ragrrl‘}ﬁ’gellh&ﬁgén- 2- yOnet hyl oxy
ktert-butyldimethylsilane 9.1 g (0,051 mﬁl% of6t aée;‘ cY ound obtai ned in
4.1 are di ssé-ied-Nehgsopherylghenypynidazod Zrlpyidnsyah4 Ir'%) of inidazole are
added t her e%g d@ldowed by 10 g of chloro-tertbutyldinmethylsilane, and the
m xture is F€'%0 stir for 16 hours at ambi ent tenperature. The solvent is

t hen evapor at gd of gr ireduced . SHUE SN thiR6-1-gFhdkol,; s taken up between
wat er and d?gts%y%nfé fH}elﬁ% ythhqg((ﬂﬂr e@hl@?ﬁg prgo)luct isﬁsepar ated by settling

out, and the ni h i:S. JoRRVVIE £1 o Q.1 7 IRekidolover sodi um

sul phat e. Af{zfez{‘zg%\yéog }gﬁﬁgﬁh@%&?ﬂg’gg &lgﬁ'té,l\@?tﬁ% %ggr}gguct is purified by
chromat ography, elution being carried out with a heptane/ethyl acetate

m xture. 10.1 g of conmpound are obtained. 1H NVR (CDC13, 8 in ppm: 0.0 (s,
~6H); 0.8 (s, 9121); 4.45 (s, 2ffi; 6.2 (s, IH; 7.2 (s, 1H

4.3645- (tert-Butyl di net hyl sil anyl oxynet hyl ) f uran-2-y1] - 2-chl oroi m dazol
1,2- alpyridine 30ln a 150 m round-bottoned flask, 68 m of THF and 12 ml
of water are degassed for 15 m nutes under argon, and then 4.56 g (15.7



tenperature, and the solvent is then evaporated off under reduced pressure.
The conpound 25is purified by chromat ography. 3.9 ng of conpound are

obt ai ned. _ ! O d6, (5 in ppm;, 4.45 (m 2H); 0 0. 45, (M
2H); 6.9 t"s‘,yz ,“(‘ %4 (m 1H): 7.55 tO0 7.65 (m 4H): P@‘?@Iﬁ, 6?%%’@%.84 (s.
1H); 8.85 (s, | H); 11.2 (s, 1H. MtH = 330. WD

2009/ 14439235PCT/ FR2009/ 000298 Exanpl e

5:14-[ 2-(2- Fl uorophenyl )i m dazot E2- al pyri di n-6-yl Ithi azol - 2-y1} net hanol
(compound &@-@fruthe-fialled[: 2-apyridin-6-yl)thiazol-2-yl]methanol;

5. 14-Brono- 2-(tert-butyl di net hyl sil anyl oxynmet hyl )t hi azol e By carryi ng out
t he process[sas.Bdzd iRl £yinidaRAND-HHhidn-3-y01i8a0k2-(Hmbraept hi azol - 2-

5yl ) met hanog a%i ssoc;é%]ed i ny255 m[“ o?ﬁ?et raﬁ@drof uran, 2.28 g of 1Him dazole
and 4.66 g, of (L @rdyrBidih SIHLeRafh RBLPYS 51k AMG-6- Biitéh-Byheapound are

obt ai ned. g‘\l Fﬁybvscl}d‘gm%)?ﬁ ppn)[:’ Olpla (s, %—I) Oyg ?s, 9H); 4.85 (s,
2H) ;7.7 (1 (hDa imi -alpyridin-6-ylJthien-2-y}ethangl:

5. 2542-(ter%-{%|£'% §/4I 9*8?%?%*%*’%?‘2? Y 1120a>%§7r$113{r\1y%9t Eegzgl }-eh-"’"}ol i pyridin-2-yl ani ne

5 040205, P E AR AR A AP Py B BeBluacel) 1 i e 40,7

m of 2M so i sodi car.banat e d.1.01

[1,1' -bi s(Hk%L%@W%&%%B}hﬁnﬁg;}T”éerﬂ}yﬁo%glé&naé‘f[g?éﬂ‘f%‘r bnf)%id 4%Mdm are dissolved in
310 m of NiMedlknobt hyl f or mam de and placed in a round-bottoned flask under
an argon stream The m xture is heated for 2 h30 at 80C. After cooling to
anbi ent t espR{RUUTEFucGRRiiphefy)ehilyd] T elpatdn-anéifiagdbgl-bahinbe reacti on
medium and the resulting mxture is filtered through 15 celite. The
organi ¢ phase[d.g-M&rskypRpANHi@Ls[ | Vaghedil iy BRrdni B pmsthdnbl; 2 sat ur at ed
solution of sodiumchloride, dried over magnesi um sul phate and concentrat ed
under reduged eSS RenyRQideB51 LUhytiginByjfided-yDynetiahdica gel

chromat ography, elution being carried out with a dichl oronet hane/ et hyl
acetate m XEfiigzeﬁ-3,4]'lﬁi?lu§n9bﬂe@lyi§mﬁ&ké‘[@}i—d]&yrfdﬁ&d&l?%f‘a@l—ﬁ)ﬂﬂmtﬁﬂnbﬁ,Opr opyl ether,

recovered by filtration and then oven-dried under reduced pressure. 4.5 g

f 20 i ' MBI, 611 3er . 0.0 (s, 6H): 0.8
?s, 9$mzu§gzﬁ@e’1§£§’%‘g&gg%gjpmgéf??ﬁ 6.3?‘@ HI% t&%o?pg?a (s, (1i|) ;975 (d,

1H); 8. 35 ; i imjdazo(],2-a]pyridin-6-yl]furan-2-yl}1 nof;
5. 36 12 (1 éf‘c_ﬂ%@%?]‘%ff’tr‘}?{‘ﬁﬁl)s”?“ld%mg\%x Vet by DX Rl 8z or A~y 11 2- ( 2-
| voronhery Al ;s yTAs e 2558, TR 4P AR 500

bi car bonat e*"are wei g ve 0.25 nmmol ) of the

ComPOUN 00kl Pt B SR T 2L FRRRAD: | -of . ar e adec

2-b -1-(2- h fl h i I i i 1 f -1 -ol. Th

A T e L
i , 20 i 30

cool &8t o STbLEN EIPSALUce. 200, o oReRoh bl SupRgried on %0

6 h at anbient tenperature and then filtered, The residue is washed with
twice 2 m 'E?r(zp?kb%'a%‘iyll‘m‘S?Zoéin%j“’]cpﬁ'éﬁlf“16Wé)f‘l‘rl"“l"t2'rygf“8thf"§’];evaporat ed. The crude
compound is used as it is in the next stage. 5.4144242-Flu o rop h enyl)im
id azo[ 1, 2¢ E}(Zp‘%ﬁﬂif%fmiaﬁrf’e’l*y‘ldazo[tlH'CﬂM@I’Q‘an@fa“n?el’lhﬁeﬁ%ﬂnoﬁ'he crude conpound
obtained in 5.3 is dissolved in 5 m of THF containing 0.5 nol of

t et r abut y| affrbhi2drPihydrobdindefunydrdinideaphblminrtidie-y EugtLrred for 16 h at

anbi ent te%ﬁ%@lﬁ%ﬁ-e’ and the solvent is then evaporated off under reduced
pressure. e conpound 5is purified by chromatography. 4.1 ng of conpound

251 (m o 5—@@&%}%“1f%%@%gﬁyi?a%“%ﬂé’f?l'%?@w%lﬁai‘&iH)Z 5,08 (s, 11+ 5. 38
, 1H); 8. , :.9..22 N ~) : _
(2t 12- Ii|)24/ H fgﬁ éﬁgiq“ééﬂ%f‘ﬁiy&aﬁ%?%‘i] Q:“Q%%W?'&VHE‘X%%‘ r?/‘??%nio]ri- 4-yl | proPan-2-01

10( conpound_152 of the tabl 6, 1N- Met hoxy- N\ et hyl i ndol e- 6- car boxam de I n
a round- bo? Pofrethi42 "%‘Pél,‘m@%’?gzﬁ}pyf‘ﬂﬁé‘@%‘ﬁ'&i@&?@%i‘% acid, 3.3 g of N, O-
di met hyl hydr oxyl am nehydrochl oride, 11. 9 gof 1-( 3-di met hyl ani nopr opy1l) - 3-
ety Car Dol AR T gy e e I Wi TS0 o
tetrahydrofuran. The 15 mxture is stirred at anhi ent terrperagure for 40 h.
The ni xt ur &{4-B-ddridenplearedmendimidrgol! dstlagin-eyidiead-Xlpyhanebo m  of et hyl
acetate and 50 m of water. The organic phase is washed with 50 m of a IN
sol ution of sodi um hydroxide and 50 ml of a saturated solution of sodium
chloride, dried over magnesi um sul phate and then concentrated under reduced
pressure. 6.8 g of conpound are obtained. 20NVR (CDCI 3, Sin ppnm): 3.3 (s,
31-1); 3.5 (s, 3H); 6.45 (m 1H); 7.25 (t, 1H); 7.4 (dd, 1H); 7.55 (d, 1H);
7.75 (s, 1H); 8.8 (s, 1H). MH = 205.



5 tetrahydrofuran at OC and under argon. 27 ml of nethyl nagnesi um brom de
(3Min diethyl ether) are added dropwi se. The m xture is stirred for one
hour at O®VQRAE0EDI439%t anbi ent tenperé&ture. The mi xt WEI/FR2E0@0erst o 0C and
150 m . of water and 50 ml of a saturated solution of anmonium chloride are
added. The mixture is extracted with 60 ml of ethyl acetate. The organic
phase is washed with 40 m of a saturated solution of sodiumchloride,

10dri ed over s I d.then concentrated under reduced _
pressure. %WS‘E ?I “%@%‘3@%@%@&’ 6 @tgfnﬁrﬁl”ﬁqkﬁ@ﬁcm Sinppm: 2.7
E:, ?Iii)lj %{igﬁé@ow& ?Wth_yh_@ ([{T&-a}pyrldm 6- -yl] t}glgn 2»y¥vme‘51ango5[ (m 3H); 865

6. 42- Br ono- %4% &ghe}r}yl sul phonypi ndol- 6 ¥I | et hanone 15l n a round-bottoned
flask, 3 g°*otlcoppeilupiaiande Sarehpmidesd! 2reinpdind-yvithieehyl acetate and the
m xture isyngbiwgd. 2 g of 6-acetyl-1-(phenyl sul phonyl)indole are added.
The mxture is stirred for 4 hours at reflux. The mxture is filtered

through paperAndidShehiIfinldldl ALE,1BnRARAG, I UAARAM of a 20% sol ution

of sodi um t hi osul phate IS e 0 m of ethyl

acetate. Th?él- -%%nﬁﬁlu%gﬁ:%vz% a,é@(g %da] ritdnn-égll]]tmen aa/n}crjne cli!r ated sol ution of

20sodi um chl o drie nésr'um su ate 8h’ concent r at ed

T ey s ARG engufe s Ol B Y B BN s . N LR D D
6o 0L pre AR e i iRA T2 alryigin gt By R metenobnet hy! -

- 2511, 3, 21di b | an- 2-yl.n [ i di ne hydrobrom de 1.6 g of
5-(4,4,5,5° f‘f @r@r%?‘ﬂ?ﬂ’e %@ %ﬂ%gaﬁwwml h‘ﬁ'}%&)m‘s@?’?{) 2-ylamine and 2.7 g
of 2- brorm [’12‘4(%5 phenyl uI phonypi ndol - f et hanone are placed in 70 m of

et hanol and eﬁ?@f‘t‘rﬁ?‘ ‘Yi“@‘qaécf El)f‘éfa’“fi‘é‘r ﬁﬁh‘ﬁ" 2Xpedeiddi tate forms and is

recovered by filtrati on wiith dieth et her and oven-dried under
reduced pr'égs(ar%”e”? 3@) Rl lgoﬂﬁﬂlﬂ‘n'&if’“éﬂ)@”eé‘b%él ImdkpnoBOI FT NVR (DVBO-d6, Sin
ppm: 1.4 (s, 12H); from?7. 55to785(m 7H); 7.95 (d, 1H);

8.05 (m 21_54 (ZgSesg)ﬁergn 31f|.qjmdaga[% @/ndm%yl)tglcgg )( g:ethﬁnql])

6. 62- Brono- N- met hoxy- N- net hyl i soni coti nam de In a round-bottonmed flask, 2.0

g of 2-brohif @dﬁihé%%/xlﬁﬁcbea@mwazoi 21y lmigiezall. &-alrtidettryldigt?-oxy| ani ne

hydr ochl oryl%ﬂha}m& g of 1-(3-dinethylam nopropyl)-3-ethyl- carbodiimde and

3.2 m of pyridine are placed in 50 nml of tetrahydrofuran. The mxture is 5

stirred at L @Ry &IPS concentrated, and

t he resi due{%lnﬁs2 (tgngeI& up B?Otr%%r?%&%?léa%ﬂ %Jjg ”ec{nétééﬂgﬁe& éo m of water. The

organic prbdkleeth@OWashed with 50 m of a IN solution of sodi um hydroxi de and

50 ml of a saturated solution of sodiumchloride, dried over nmagnesium

sul phat e and-(Efferan€enimedizo@t2ed puriides-yhducednptiessiure. 2. 0 g of conpound

are obtained. 1011-1NWR (CDCI 3, Sin ppm: 3.3 (s, 3H); 3.5 (s, 3H); 7.4 (d,

1H); 7. 65 «[g;(2-Bdpzofi@amtsfytimidhid] 1,2 Mipyrigin &40 )thibn-Z241BemBm4- acet ylpyridine In a

round- bottoned flask, 2.0 g of conpound obtained in 6.6 are placed in 80 m

of tet rahydﬂqﬁmha@ol@tylmﬁﬂg,N&]ﬁ)&ﬁdnﬁSQQ’t’hﬁﬂ&-fﬂm@lﬁanH@t hyl magnesi urn brom de
(3Min ethyl 15 ether) are added dropwi se. The mi xture is stirred for one

hour at 0G @ud-(2@hkbrdhe 8Bty §BIIRRS B3 -HlSridihis-iphigRnbed to 0C and 80 m of
wat er and 4%qn1( of a@éga’t@Wat edysol utlron I)p? amm)ln:ﬁu%%chl oride are added. The
m xture i lERethaeted with 40 M of et hyl acetate. The organic phase is
washed with 40 nl of a saturated solution of sodiumchloride, dried over
magnesi um sidtgtiaChlosgrdehiehmebroeidezobt. e dlpuridied- bderced pressure. 1.6 g of

conpound %)'1 (gpaqlgpal ned. "H NWR (CDCI3, Sin ppm: 2.55 (s, 3H) 7.6 (d, 1H);
7.85 (s, I—B?11 8.5 (d, IH. MH = 200. 6.82-(2- Brom)pyridi n- 4-yl ) propan- 2- ol
In a roun .t oun in 6.7 are placed in
60 m of CZiS{QﬁgtrZﬁ &O%%gﬁhegwl azo@%”(ﬂ ngd 'aZ ‘m of nethyl magnesi um
brom de (3Mmemhaebhyl et her) are added dropwn se. The mxture is stirred for
one hour at OC and 20 h at anbient tenperature. It is cooled to OC and 60
m of wat er{4d2d4-Blortpheiyl)anisablUadpgidebulioaocbi-yamemaiditm chl ori de are
added. The mixture is extracted with 40 ml of ethyl acetate. The organic
phase is wagheds witucdéhhehylohidazop Bl ulratiew -5l tkiki@n-yPimegdbium chl ori de,

dri ed over 30magnesi um sul phate and then concentrated under reduced
pressure. 1.5 g of conpound are obtained. 1H NWVR (CDCl3, Sin ppm: 1.55 (s,
6H); 7.35 (d, 1H); 7.6 (s, 1H); 8.3 (d, IH).

6. 92- Brono- 441- met hy1- 1- (tri nmet hyl sil anyl oxy)ethyl |l pyridine In a

round- bottoned flask, 1.5 g of 2-(2-brono-pyridin-4-yl)propan-2-ol obtained
in 6.8 are placed in 35 m of dichloronethane at 0C. 2.4 m of
triethylamne and 1.9 ml of trinethylsilane chloride are added. The m xture



6.112-{2-12- O+ | ndol- 6-ypi m dazo[ 1, 2- a] Pyri di n-6-31] Pyri di n-4-yl | propan-2-o0
| 0.2 g of the conmpound obtained in 6.10 in 4 mM of ethanol are placed in a
round- bottoned 25 flask and 1.7 ml of a IN solution of sodi um hydroxide are
added. Th@n2009(#&3%Rs stirred at 80CBor 20 h. The r B&EHRANHPU8e i s
concentrated under reduced pressure and the residue obtained is purified by
silica gel chromatography, elution being carried out with a

di chl or onet hane/ net hanol mi xture. 64 ng of conpound are obtai ned. NVR

75 (0, IR sl B G Mgt lanfely 155 3 O 20 teras
20007 1443640 PET RS0 B0 e e g e Giar iz HHethanch

2-{212- (1H I ndazol - 3-yl )i m dazo[ 1, 2-al pyridin-6-3, 711Pyri di n-4-yl | propan2-o
| (corrpounu{41[§3(56?ﬁ1‘0nf%gle'ﬂ-%b’|'>é5"dafZ.OEL‘cﬂri’--f’ifY'%E'ﬁy"ﬂﬂ‘ia??‘t‘%‘?‘i@?‘ﬁ Ogi | anyl oxy) et hyl |

[ 2,31] bipyridinyl-6Lylanm ne 0.5.g of the conmpound obtained in 6.9, 8
m of t et rayldr@hieaw awa)“wdﬁifo[bff-amdltl%‘r’l-6a¥ﬂélﬂiﬂ°5%-gﬁmsihﬁ“ﬂéé r ound- bot t oned
flask and degassed under an argon streamfor 10 mn. 10.4 g of 5-

(4,4,5,5- tEW[érfémiﬂlﬂ-i:@ﬁwmhéﬂégbﬁﬁé?%%hz-ley'{“?‘Wr)‘i”éh‘%F-ObzyI am ne, 110 ngy of
[1,1 bis(ﬂ'ﬁgﬁg%yphosphino)ferrocene]dichloroPaIIadiun1and 1.1 g of
caesi um carbonate ‘are added thereto and the nixture is heated at 80C for 4

hours. Aftp4{§g%h£%%mn%%%gpggﬁbygﬂ%g%ﬁ%#% 4% 1ERGent rated under reduced

pressure. e residue o silica 10gel chromat ography,
el ution bejng.can-l.ed out. w t s ne/iet.nyl »é jm xture. 240 ng of
conmpound ar@g((%gqaeglmr@e%?Qy}lmmafai’alqﬁﬁ%%@&g@ %%g]g]te %&0’ (s, 9H); 1.4 (s ,
6H); 4.4 (s, ; 45 (d, JAH) . 7.0 AR 7. 550(s,  JAH); 7.95 (m | EHl);
8.4 (d, | 4,-@,g—E?H*céﬂ%y%ofw%&g?)gw%@gml a]lﬁgfﬁdln 6§/ﬁth(aszol21

7. 2N- Met hoxymetharet;hyl - 11/ - i ndazol e- 3- car boxan de 151 n a round-bottonmed
flask, 4.0 g of 1Hindazol e-3-carboxylic acid, 2.6 g of NO

di net hyl hydpoeydcarinnen-bydmarbd[0RidgeridS-6lylghiatol-2-y(Bretianat hyl ani nopr opyl ) - 3-
et hyl carbodiimde and 8.4 ml of pyridine are placed in 120 m of ‘

t et r ahydr of ur@nhi-zhe-Minitiahe 1-§|pstidin-68ehtaizoRrilaathadogmper at ure for 20 h.
The mixture is concentrated and the residue is taken up in water. The

yel | ow pregi i@t rRtAbhedndswashed 2k biridvat-onfuadmc-yieahddr i ed under
reduced pressure. 3.5 g of conpound are obtained. 'H NVR (DVBO d6, Sin
ppm : 3.5 {§.336) 5 H3diBxynSothyMdan-20y 1 RRide B[ | Lel)pyridindd (m 1H); 7.65 (d, 1H);
8.05 (d. 1t %5%55?(3’,"('7&0”%)@% YRS [7?_?113-},(1I-I-I ndazol - 3- ypet hanone In a
r ound- bot t piiiddnlHisgbktyramide.g of N- met hoxy- N- et hyl - 1H i ndazol e- 3- car boxani de
are 25 placed in 140 m of tetrahydrofuran at OC and under argon. 19 nml of
met hyl magneaFinerdst-EniSdedeaimethylrdnd-yliptidazgl | gradpaiiiettYdohwi se. The ni xture
is stirred,: r at OC and 20 h . at anbient tenperature. It is cooled
to OC and %%%ﬁwﬂgﬁm&ggér and 40 m of a saturated solution of ammoni um

chlori de arEgﬁigggf@5§§*Wﬁﬁﬁﬁ%ﬁhbﬁﬁgﬁﬁhﬁﬁﬁiﬂ“”ht‘"ﬁﬂﬁlNOf et hyl acetate.

The organi& S sat urated sol ution of sodi um 30

chloride, dfi magnesi. um sul phat hen. concentrated under reduced
pressure. Tﬁéggég¥§%@0f§“%@?%ﬁ?@éLﬁgmgﬁFﬁggﬂ gpggﬁgonatography, el ution
bei ng carr iigshe@yltactiaiiica hept ane/ et hyl acetate mixture. 1.6 g of conpound

are obtained. 1H NVMR (DMSO-d6, c¢5. in ppm: 2.65 (s, 31-1); 7.35 (m 1H)
7.55 (m  1H4 3l fndsoxyhbbhy 1 pBerd ) (bidazbH)2-aTbdri@n-6 8/ thlddpl-2-Wh Metharioh] .
7.42-13rono-1- (1H i ndazol - 3-ypet hanone I n a round-bottonmed flask, 4.5 g of
copper brogi e _atg,dh3688yipRelBhitdzopf- dinaGEkALAR- 2R mbthbe, i xture is
refl uxed. EFGE%?}%itﬁiinégzg%§3fyffgth§%gﬁe are added. The m xture is
stirred fog (Ahow Sqats. Jigitdid%r Therasl-11ihg-dm &nandl; filtered through
paper and tﬁgﬁ?@?{ﬁgﬁg:{g poéﬂédaﬁﬁfo 15%“n% of¥iygoqgsolution of sodi um
t hi osul phat e, -The, i xture, i.s: t Wit 6168081081 Blror.acet ate. The
organi ¢ pha %E%Qﬁ&g%ﬁgﬁ&ﬁﬁy'nﬁg&ﬂﬁﬁégag satﬁﬁgiedzg%Futioﬁ of sodi um

hl ori de, dr]j ' hat : ted und duced
oressur o, 16000 Bo oA Th e B EP L A BRI o s ppm - 4. o5

g.lij 2|I\_/Ii)'l-i—| f:I;E%EZZCZ:HSlﬁucErgpyZi'd%@B—)(/l%nic?ag?)[’],Z?a'r]F7>ySrid§nq6-yMEqa’zolgz-%}rglgthan]ot')’ 14.1 (s,
7.53-(6-14-11- Met hyl-1-(trinet hyl silanyloxy)ethylipyridin-2-yllimdazo[l, 2-
a] pyridin-2-yl)-1Hindazole 1SIn a 50 m round-bottoned flask, 140 ng of

t he conpound obtained in 7.1 and 110 rug of the conpound obtained in 7.4
are introduced into 4 m of ethanol. 40 ng of sodium bi carbonate are added
and the m xture is heated at 80C for 4 h. The solvent is evaporated off
under reduced pressure and the residue is purified by chromatography,
elution being carried out wth a dichl oronet hane/ nmet hanol m xture. 137 ny



the "M" colum gives the nelting points of the products in degrees Cel sius
(© or, when the products have been isolated in the formof an anorphous

solid or of an oil, they are characterjzed by their : in the
"sal t/ bas&¥ OBV - " represents a Bonpound in frem%gﬂppr?zjgaher eas
"HCl" represents a conmpound in hydrochloride form and the ratio between

parentheses is the (acid: base) ratio. Ex R R R3R2 salt CIORz--0 |
4-Cl-Ph H Oi HOO 2 4-C-Ph H 7---eyt HGCs Ex R R/ salt

Ftr-0 3 45 Chs PhublSymetny b4 410 fh-alpyridin-2-y 11V V-

dimethylbenzamide;
o [4-[2-(1 H-Indol-6-yimidazo[ 1,2-a]pyridin-6-y!]thiazol-2-yl} methanol;
e {4-{2-(2-Methoxypyridin-3-yl)imidazo[1 ,2-a]pyridin-6-yt]thiazol-2-yl} methanol;

o 4-[6-(2-Hydroxymethylthiazol-4-yl)imidazof} ,2-a]pyridin-2-yl}-N-

methylbenzamide;

» {4-[2-(4-Methylthien-3-yljimidazo[1 .2-a]pyridin-6-yl]thiazol-2-yl} methanol;

e {4-[2-(1 —Methyl—]H—indol—S—yi)imidazo[1 ,2-a]pyridin-6-yl]thiazol-2-yl} methanol;
o [4-(2-Quinolin-5-ylimidazo{1 2-a)pyridin-6-yl)-thiazol-2-yl]methanol;

e N-{4-[6-(2-Hydroxymethylthiazol-4-yl)imidazo[1 ,2-ajpyridin-2-
yl]phenyl}acetamide;

o {4-[2-(4-Morpholin-4-ylphenyl)imidazo[1 2-a|pyridin-6-ylJthiazol-2-yl} methanol;
s [4-(2-Isoquinolin-5-ylimidazo[1 2-alpyridin-6-yl)thiazol-2-y{jmethanol;

o N-{3-[6-(2-Hydroxymethyl-thiazol-4-yl)im idazo[1,2-a]pyridin-2-
yl]phenyl}isobutyramide;

o 3-[6-(2-Hydroxymethylthiazol-4-yl)imidazo[ ] 2-a]pyridin-2-yl}-N,N-

dimethylbenzenesulphonamide;
¢ {4-[2-(2,6-Difluoropyridin-4-yl)imidazo[ ,Z—a]pyridin-6-yl]thiazol—2—y1}methanol;

o (4-{2-[1-(3-Methylbutyl)-/ H-pyrazol-4-yl]imidazo[1,2-a] pyridin-6-yl}thiazol-2-

yhmethanol;
 2-{4-[2-(1 H-Indol-6-y])imidazo[ ] ,2-a]pyridin-6-yl]-1 H-pyrazol-3-yl} propan-2-ol;

» 2-{5-Fluoro-2-[2-(1 H-indol-6-yl)imidazo[1 2-a]pyridin-6-yl]pyridin-4-yl} propan-
2-0l;

o 2-{2-[2-(] H-Indol-6-yl)imidazo[} ,2-alpyridin-6-yl]pyridin-4-yl} propan-2-ol;
o 2-{2-[2-(1H-Indazol-3-yl}imidazo[1,2-a] pyridin-6-yl]pyrid in-4-yl}propan-2-ol;

e 2-£2.[2-(5-Methylisoxazol-3-yl)imidazo[ 1 .2-g]pyridin-6-yl]pyridin-4-yl} propan-2-

ol;
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¢ {5-[2-(1H-Indol-6-yl)imidazo[},2-¢]pyridin-6-yl}-1-methyl-/ H-imidazol-2-
yl}methanol;

o 2-{5-[2-(4-Chlorophenyl)imidazo[1,2-ajpyridin-6-yl}furan-2-yl} propan-2-ol.

In accordance with the invention, the compounds of general formula (I} can be

prepared according to the process described in Scheme 1.

pathway A

R
R
N (© =N
> Pd R3 \)fm
ﬁl/?‘ AN () NN
Y 4
RS R4—0 0
) X

(N X

(1)
pathway A'

{0) -
Pd am = “ N\/)—m

X (V)
Scheme 1

5 The compounds of the invention can be prepared according to Scheme 1 (pathway A)
by means of a coupling reaction, catalysed by a metal such as palladium, between an
imidazopyridine of general formula (II), in which R and Rl are defined as above and Y
represents a halogen atom or a boron derivative, and a derivative of general formula (IIT) in
which Het and X are defined as above, Z represents a boron or tin derivative if ¥ represents

10 a halogen atom, or else a halogen atom if Y represents a boron derivative, and RS represents

R3 R2
the group R4~0© so as to obtain the compounds of general formula (I), for example,

according to the method described by A. Gueiffier in Helv. Chim. Acta 2001, 84, 3610-3615.

The compounds of the invention can also be prepared according to Scheme

15  (pathway A’) by means of a coupling reaction, catalysed by a metal such as palladium,
between an imidazopyridine of general formula (IT), in which R and R1 are defined as above

and Y represents a halogen atom or a boron derivative, and a derivative of general formula

(III"), in which Het and X are defined as above, Z represents a boron or tin derivative if Y
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represents a halogen atom, or else a halogen atom if Y represents a boron derivative, and

R5’ represents a carbonylated derivative R2CO, in which R2 is defined as above, or

represents a COs-alkyl group, so as to obtain the compounds of general formula (IV), for

example, according to the method described by A. Gueiffier in Helv. Chim. Acta 2001, 84,
5  3610-3615.

Next, the compounds of general formula (IV) can be converted to compounds of
general formula (I), in which R4 represents a hydrogen atom, through the action of an
organometallic derivative such as an organomagnesium compound, for example R;MgBr, in
which R3 is defined as above, or by reduction of the carbonyl group by means of a metal

10 hydride, for example sodium borohy_dride or a derivative thereof, or any other method

known to those skilled in the art.

In Scheme 1, the starting compounds and the reactants, when the method for
preparing them is not described, are commercially available or described in the literature, or
else can be prepared according to methods which are described therein or which are known

15 to those skilled in the art. In particular, the imidazopyridines of general formula (II}, in
which Y represents a boron derivative, can be obtained, for example, according to the

method described by E. DiMauro in J. Org. Chem. 2006, 71, 3959.

In accordance with the invention, the compounds of general formula (I) can also be

prepared according to the process described in Scheme 2.
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Yﬁ\/)—m

R3
Hal
-
pd V1)
R y R1-Z R .
= Vil =
R3 fm (VD R3 j—cx
ey RS STy
(0}
R6 (1X) Pd R6 Vi1
% %
R
N pd” | R1-Z
3‘ (VI
R3 R1
R2 @ NG

R4—0
20

0
X

Scheme 2
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The compounds of the invention can be prepared according to Scheme 2 by means
of a coupling reaction, catalysed by a metal such as palladium, between an imidazopyridine
of general formula (VI1), in which Het, R, X, R2 and R3 are defined as above and R6
represents the group OR4, and a derivative of general formula (VIII), in which R1 is defined

5 asabove and Z represents a boron or tin derivative, so as to obtain the compounds of general
formula (1), for example, according to the method described by S. Buchwald in JACS,
2005, 127, 4685.

The compounds of the invention can also be prepared according to Scheme 2 by
means of a coupling reaction, catalysed by a metal such as palladium, between an

10 imidazopyridine of general formula (VID), in which Het, R, X, R2 and R3 are defined as
above and R6 represents OPG, in which PG represents a group protecting hydroxyl, as
described, for example, by T. Greene in “Protective Groups in Organic Synthesis” (Wiley
Interscience), and a derivative of general formula (VII), in which R1 is defined as above
and Z represents a boron or tin derivative, so as to obtain the compounds of general formula

15 (IX), for example, according to the method described by S. Buchwald in JA4.C.S8. 2005, 127,
4685. Next, the compounds of general formula (IX) can be converted to compounds of
general formula (I), in which R4 represents a hydrogen atom, by carrying out a deprotection
reaction as described, for example, by T.Greene in “Protective Groups in Organic
Synthesis” (Wiley Interscience), or by any method known to those skilled in the art.

20 The imidazopyridines of general formula (VII) can be obtained by means of a
coupling reaction, catalysed by a metal such as palladium, between an imidazopyridine of
general formula (V), in which R is defined as above and Y represents a boron derivative,
and a derivative of general formula (VI), in which Het, R2, R3 and X are defined as above,
R6 represents the group OR4 or a group OPG, in which PG represents a group protecting

25  hydroxyl, and Hal represents a halogen atom other than chlorine, so as to obtain the
compounds of general formula (VIT), for example, according to the method described by
A. Gueiffier in Helv. Chim. Acta 2001, 84, 3610-3615.

In Scheme 2, the starting compounds and the reactants, when the method for
preparing them is not described, are commercially available or described in the literature, or

30  else can be prepared according to methods which are described therein or which are known
to those skilled in the art. In particular, the chlorinated imidazopyridines of general formula
(V) can be obtained, for example, according to the method described by C. Townsend in

Syn. Commun. 1997, 21, 1763-1765.
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In accordance with the invention, the compounds of general formula (I), in which R
represents a hydrogen atom or an alkyl group in the 3-position with respect to the

imidazopyridine nucleus, can also be prepared according to the process described in

Scheme 3.
/C‘/NHE o i NH?.
N R3
Ro | Hal z R2 @ XN
X
x —_——— -
R6-— R6—0O (XD)
(X) Pd©
0]
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5 n (XIH)

Scheme 3
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The compounds of the invention can be prepared according to Scheme 3 by means of a
condensation reaction between an aminopyridine of general formula (X1I), in which R2, R3
and X are defined as above, and R6 represents R4 or a hydroxy!l function-protecting group
10 PG, and a bromoketone of general formula (XII), in which R1 is defined as above and R
represents a hydrogen atom or an alkyl group, so as to obtain either an imidazopyridine of
general formula (I), in which R, R1, R2, R3, R4 and X are defined as above, or an
imidazopyridine of general formula (XII), in which R6 represents PG, for example

according to the method described by M. Fisher in J. Med. Chem 1972, 15, 982. As hydroxyl

15  function protecting group, mention may be made of those described, for example, by
T. Greene in “Protective Groups in Organic Synthesis™ (Wiley Interscience), for example a

tert-butyldimethylsilyl group.

Moreover, when R6 represents a hydroxyl function-protecting group PG, the compounds of
general formula (X111) are subjected to a deprotection reaction, as described, for example, by
20  T.Greene in “Protective Groups in Organic Synthesis” (Wiley Interscience), so as to obtain
the compounds of general formula (I), in which R is in the 3-position with respect to the

imidazopyridine nucleus and R4 represents a hydrogen atom.
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The compounds of general formula (X1) can be obtained by means of a coupling reaction,
catalysed by a metal such as palladium, between a halogenated derivative of general formula
(X), in which R2, R3, X and Hal are defined as above, and R6 represents R4 or a hydroxyl
function-protecting group PG, and a 2-aminopyridine substituted with a group Z which
5 represents a boron or tin derivative, such as, for example, 5-(4,4,5,5-tetramethyl-1,3,2-

dioxaborolan-2-yl)pyridin-2-ylamine.

In general, the above intermediates can be subjected, if desired and if necessary, to
any protection/deprotection reactions known to those skilled in the art before and/or after

any reactions described in the schemes above.

10 The products of formula (1) can be subjected, if desired and if necessary, to any
reactions known to those skilled in the art, in any order, in order to be converted into other

products of formula (I).

By way of examples of reactions, mention may be made of: reactions for

esterification or amidation of an acid function, carbamoylation reactions, ester function

15 hydrolysis reactions, reactions for conversion of a hydroxyl function to an alkoxyl function,
coupling reactions catalysed by a transition metal, reactions for protecting reactive
functions, reactions for removing the protective groups that the protected reactive functions

may bear, salification reactions with an inorganic or organic acid or with a base so as to
obtain the corresponding salt, reactions for resolving racemic forms into enantiomers, said

20 products of formula (I) thus obtained being, where appropriate, in all the possible racemic,

enantiomeric and diastereoisomeric isomer forms.

According to another of its aspects, a subject of the invention is also the compounds
of formulae (II-1), (I1-2), (11-3), (I--4), (11-5), ({16}, (11-7), (V-D), (VII-1), (VII-2), (VI-3),
(VII-4), (X-1), (X-2) and (X-3) and (X4). These compounds are of use as synthesis

25 intermediates of the compounds of formuta (I).
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The compounds of formutae (11-1), (112}, (I1-3), (11-4), (1I-5), (I1-6) and (11-7) can be
prepared in one stage {boronic esters) or two stages (boronic acids), for example according
to the process described in Examples No. 2 and No. 6. In a first stage, a condensation can be

5 carried out between an aminopyridine substituted with a boron derivative, such as, for
example, a S—(4,4,5,S—tetramethyl—1,3,2—dioxaborolan—2—yi)pyridin—?_-ylamine, and an alpha-
bromoketone, such as a 2-bromo-l-(aryl)ethanone, for example in a solvent such as
n-propanol, in the presence of a base such as, for example, sodium hydrogen carbonate, so
as to obtain the corresponding boronate esters. Next, in a second stage, the boronic esters are

10 hydrolysed to the corresponding boronic acids, for example in a mixture of acetone, water
and hydrochloric acid.

The compound of formula (V-1) can be prepared, for example, according to the
process described in Example No. 3. In a first stage, a condensation can be carried out
between an aminopyridine substituted with a boron derivative, such as, for example,

15 S—(4,4,S,5—tetramethyl—1,3,2-dioxaborolan—Z—yl)pyridin—Z-ylamine, and ethyl 2-bromoacetate.
In a second stage, the compound is subjected to a reaction of cyclisation and of chlorination
in the presence of a chlorinating agent such as phosphorus oxychloride, which gives the

compound (V-1).

20 The compounds of formulae (VIi-1), (V1I-2}, (V11-3) and (VI1-4) can be prepared by
means of a coupling reaction, catalysed by a metal such as palladium, between, for example,
the compound (V-1) and a halogenated, for example brominated, heterocycle comprising a
protected alcohol function, for example protected with a tert-butyldimethylsilanyl group, as
described in Examples No. 3 and 4.
25
The compounds of formulae (X-1), (X-2}, (X-3) and (X-4) can be prepared by
condensation between an aminopyridine substituted with a boron derivative, such as, for
example, 5-(4,4,5,5-tetramethyl-1,3,2-d {oxaborolan-2-yl)pyridin-2-ylamine, and a
halogenated, for example, borominated, heterocycle comprising a protected alcohol
30  function, for example protected with a tert-butyldimethylsilanyl or trimethylsilany! group,

for example according to the process described in Examples No. 5, 6 and 7.

The compounds of formulae (11-1}, (11-2), (11-3), (iI-4), (1i-3), (11-6), (V-1}, (VI-1),
(VII-2), (VII-3), (VII-4), (X-1), (X-2}, (X-3} and (X-4) were prepared n the form of a
35  powder or of an oil, in the form of a base or of an addition salt with an acid. Table 1 gives

some physicochemical data of these intermediates.
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In this table, in the “salt/base”™ column, “-” represents a compound in free base form,

whereas “HCI” represents a compound in hydrochloride form, and the ratio between

parentheses is the (acid:base) ratio.

Table 1
No. 'H NMR (DMSO-d6, & ppm); M+H; Mp Salt/base
(1) 1.35 (s, 12H); 7.35 (d, 1H); from 7.5 to 7.6 (m, 3H), 7.95
(d, 2H); 8.45 (d, 1H); 7.85 (s, 1H). M+H =355,
(11-2) 1.45 (s, 12H); 2.45 (s, 3H); 7.3 (d, 2H); from 7.5 to 7.7 (m,

2H); from 7.85 to 8 (m, 3H); 8.6 (s, IH); M+H =335

(11-3) From 7.6 to 7.75 (m, 2H); 7.95 (m, 1H); from 8.05 to 8.15

HCI (1:1)
(m, 2H); 8.2 (m, 1H); 8.9 (s, TH); 9.1 (s, 1H). M:+H = 273,

7.55 (m, [H); 7.6 (m, 2H); 8.0 (m, 1H); 8.1 (m, 2H); 8.25
(114) (m, LH); 7.6 (m, 2H); 8.0 (m, TH); 8.1 (m, 21) L)
(d, 1H); 8.9 (s, 1H); 9.1 (s, IH). M+H =275

(dLs) | 375 (5. 3H); 6.95 (d, TH); from 7.3 10 7.65 (m, 3H); 7.8 (d,
111); 8.05 (d, 1H); 8.75 (s, 1H); 8.9 (s, VH). M+H = 325

1.35 (s, 12H); 7.25 (¢, 1H); from 7.35 to 7.45 (m, 2H), 7.6
(-6} | (g, 1H); from 8.25 to 8.35 (m, 1H); 8.45 (s, 1H); 8.9 (s, 1H) .
M+ = 356.

HCH(1:1)

11.4 (s, 12H); 6.95 (d, 1H); from 7.55 to 7.85 (m, TH); 7.95
(IT) | (d, 1H): 8.05 (m, 2H); 8.55 (s, TH); 8.75 (s, 1H); 9.05 (s, { HBr(1:1)
1H).

1.35 (m, 12H); 7.4 (d, 1H); 7.5 (d, 1H); 8.1 (s, 1H); 8.85 (s,

(V-1) 3
TH): M4+ = 279: Mp = 115 - 120°C
i 0.0 (s, 6H): 0.8 (5, OHY; 4.6 (5, 2H); 6.2 (d, 1H); 6.45 (d,
) 1), 7.3 (d, TH); from 7.4 to 7.45 (m, 2H); 8.25 (s, 1H) -
0.0 (5. 6H); 0.8 (s, 9H); 4.8 (s, 2H); 7.3 (s, 1H); 745 (d,
(V11-2) ]

TH) 7.6 (d, 1HY; 7.75 (s, 1H); 7.9 (s, TH); 8.8 (s, 1H).

(CDCls, & in ppm): 0 (s, 6H); 0.85 (s, 9H); 4.65 (s, 2ZH); 7.1
(VII-3) (m, 1H)Y; 7.45 to 7.55 (m, 3H); 7.65 (dd, 1H); 8.45 (d, tH); -
87 (s, IH). M+H =374, Mp =111 -114°C

(1.4) 0.0 (s, 6H); 0.8 (s, OH); 4.85 (s, 2H); 7.45 (d, 1H); 7.75 (d,
(VII- -
1H); 8.0 (m, 2H); 8.95 (s, 1H).
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0.0 (s, 6H); 0.8 (s, 9H); 4.55 (s, 2H); 6.05 (s, 2H); 6.3 (s,
(X-1) TH): 6.4 (d, TH): 6.5 (s, 1H): 7.55 (d, 1H); 8.2 (s, 1H).M+H

=305
x2) 0.0 (s, 6H); 0.8 (s, 9H): 4.85 (s, 2H); 5.85 (s, 2H); 6.4 (d,

1H); 7.2 (s, TH); 7.4 (s, 1H); 7.55 (d, 1H); 8.15 (s, TH). )
) 0.0 (s, 611); 0.8 (s, 911); 4.85 (s, 2H); 5.95 (s, 2H); 6.35 (d,

TH), 7.6 (s, 1H); 7.75 (d, 1H); 8.35 (s, 1H).

(CDCIs, 8 in ppm): 0 (s, 9H); 1.4 (s, 6H); 4.4 (s, 2H); 6.45
(X-4) (d, 1H); 7.05 (m, 1H); 7.55 (s, 1H); 7.95 (m, 1H); 8.4 (d, ,
THY 8.5 (m, 1H), M+H =302

The following examples describe the preparation of certain compounds in

accordance with the invention. These examples are not limiting and merely illustrate the

" present invention.

The nomenclature of the compounds was established on the basis of the Autonom software.

Example 1: {5-[2-(4-Chlorophenyl)imidazo{l,2-a}pyridin-6-yl|furan-2-yljmethanol
{(eempound 1 of the table)

1.1 2-(4-Chlorophenyl)-6-iodoimidazo[1,2-a]pyridine

5.0 g of 2-amino-5-iodopyridine, 5.3 g of 2-bromo-1-(4-chlorophenyl)ethanone and
2.67 g of sodium hydrogen carbonate in 150 ml of n-propanol are placed in a round-
bottomed flask. The mixture is heated at 80°C for 40 h and left to cool, and 700 ml of water
are added. The precipitate is recovered by filtration, washed with water and dried under

reduced pressure. 5.51 g of compound are obtained.

'"H NMR (DMSQO-d6, & in ppm): 7.45 (s, 2H); 7.55 (d, 2H); 8 (d, 2H); 8.35 (s, 1H); 8.95 (s,
1H). M+H = 355,

1.2 5-{2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yl]furan-2-carbaldehyde

300 mg of 2-(4-chlorophenyl)-6-iodoimidazo{1,2-a]pyridine, 118 mg of 5-formyl-2-

furanboronic acid, 89 mg of [1,1’-bis(diphenylphosphino)ferrocene]dichloropalladium,

- 280 mg of potassium carbonate, 1.5 ml of ethano! and | ml of water are placed in a

microwave tube and degassed with argon. The tube is placed in a microwave apparatus and

irradiated at 90°C for 30 min. After cooling, the catalyst is removed by filtration and washed

11
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with ethyl acetate. The organic phase is separated and dried and the filtrate is concentrated
under reduced pressure. The residue is purified by silica gel chromatography, elution being

carried out with a dichloromethane/methanol mixture. 104 mg of compound are obtained.

'H NMR (DMSO-d6, & in ppm): 7.30 (d, 1H); 7.54 {m, 2H); 7.71 {d, 1H); from 7.74 t0 7.79
5 (m,2H); 8.01 (m, 2H); 8.55 (s, 1H); 9.16 (m, 1H); 9.65 (s, 1 H). M+H =323,

1.3 {5-[2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yl}furan-2-yl} methanol

122 mg of sodium borohydride are added, in small portions, to 104 mg of 5-[2-(4-
chlorophenyl)imidazo[1,2-a]pyridin-6-yl]furan-2-carbaldehyde dissolved in 20ml of
methanol. The mixture is subsequently stirred at ambient temperature for 2 hours, and the

10 solvent is then evaporated off under reduced pressure. The residue is taken up between
dichloromethane and water. The organic phase is separated, dried over sodium sulphate and

concentrated under reduced pressure. 39 mg of compound are obtained.

Mp = 197 - 199°C. '"H NMR (DMSO-d6, & in ppm): 4.5 (d, 2H); 5.3 (t, 1H); 6.5 (m, 1H);
7.95 (m, 1H); 7.55 (m, 2HY; from 7.60 to 7.70 (m, 2H); 8 (m, 2H); 8.5 (s, 1H); 8.85 (s, 1H).
15 M+H =325

Example 2: {4-[2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yl|thiazol-2-yl}methanol
(compound il of the table)

2.1 2-(4-Chlorophenyl)-6-(4,4,5,5-tetramethyi-1,3,2-diexaborolan-2-yl)imidazo| 1,2-
a|pyridine

20 2.5 g of 5-(4,4,5,5-tetramethyl-1,3,2-dioxaborolan-2-yl)pyridin-2-ylamine and 2.65 g
of 2-bromo-1-(4-chlorophenyl)ethanone in 76 ml of n-propanol are placed in a round-
bottomed flask. 1.33 g of sodium hydrogen carbonate are added thereto. The mixture is
heated at 80°C for 16 h. The reaction mixture is left to cool and concentrated under reduced
pressure. The residue is taken up between water and ethyl acetate, the organic phase is then

25  separated by settling out and dried over magnesium sulphate, and the solvent is then

evaporated off under reduced pressure. 3.75 g of compound are obtained.

'H NMR (DMSO-d6, § in ppm): 1.35 (s, 12H); 7.35 (d, 1H); from 7.5 to 7.6 {m, 3H); 7.95
(d, 2H); 8.45 (d, 1H), 7.85 (s, IH). M+H = 355.

2.2 [2-(4-chlorophenyl)imidazo[1,2-a]pyridin-6-yl|boronic acid hydrochloride (1:1)

30 3.60¢g of 2-(4-chlorophenyl)-6-(4,4,5,5-tetramethyl-1,3,2-dioxaborolan-2-

yljimidazof1,2-alpyridine are dissolved in 112 ml of acetone and 56 ml of water; 101 ml of
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IN hydrochloric acid are added thereto, dropwise and with stirring, and the mixture is
stirred at ambient temperature for 24 h. The reaction mixture is then concentrated under
reduced pressure. The solid obtained is titurated with diethyl ether and recovered by
filtration, and then dried in an oven under reduced pressure at 60°C. 3.12 g of compound are

5 obtained.

'H NMR (DMSO-d6, § in ppm): from 7.6 to 7.75 (m, 2H); 7.95 (m, 1H); from 8.05 to 8.15
(m, 2H); 8.2 (m, 1H); 8.9 (s, 1H); 9.1 (s, I H). MtH =273,

2.3 {4_—{2-(4-Ch10 rophenyl)imidazo[1,2-e]pyridin-6-yljthiazol-2-yl} methano}

28 ml of dimethoxyethane and 14 ml of a 2M solution of sodium carbonate are piaced in a
10 round-bottomed flask and the mixture is degassed with argon for 10 min. 768 mg of [2-(4-
chlorophenyl)imidazo[1,2-a]pyridin-6-yl]boronic  acid, 482mg of (4-bromothiazol-2-
yl)methanol and 144 mg of tetrakis(triphenylphosphine)paliadium are added. The mixture is
left to stir for 16 h at 80°C. The solvent is then evaporated off under reduced pressure. The
residue obtained is taken up with ethyl acetate. A precipitate forms, and is recovered by
15  filtration and washed with ethyl acetate. The compound is then purified by silica gel
chromatography, elution being carried out with a dichloromethane/methanol mixture. The
solid obtained is titurated with diethyl ether and recovered by filtration, and then oven-dried

under reduced pressure at 50°C. 350 mg of compound are obtained.

Mp = 190-192°C. '‘H NMR (DMSO-d6, & in ppm): 4.85 (s, 2H); 6.2 (t, 1H), from 7.50 to
20 7.60 (m, 2H); 7.7 (d, 1H); 7.85 (d, 1H); from 7.95 to 8.05 (m, 2H}); 8.1 (s, IH); 8.5 (s, 1H),
9.1(s, 1H), M+H = 342,

Example 3: [4-[2-quinolin-3-yl)imidazo[1,2-a]pyridin-6-yl|thien-2-yllmethanol
hydrochloride (1:2) (compound 16 of the table)

3.1 {4-(Bromothien-2-yl)methyloxy|-fert-butyldimethyisilane

25 900 mg of (4-bromothien-2-yl)methanol are placed in a round-bottomed flask and
dissolved in 45 ml of tetrahydrofuran. 440 mg of 1H-imidazole are added thereto, foliowed
by 910 mg of ferr—butyl(chIoro)dimethylsiiane, and the mixture is left to stir at ambient
temperature for 48 hours. The reaction mixture is then hydrolysed with water, and the
organic phase, which has been extracted with ethyl acetate, is scparated, dried over

30 magnesium sulphate and concentrated under reduced pressure. The residue obtained is
purified by silica gel chromatography, elution being carried out with a heptane/ethyl acetate

mixture. 1.2 g of compound are obtained.
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"H NMR spectrum (CDCls, & in ppm): 0 (s, 6H); 0.85 (s, 9H); 4.7 (s, 2H); 6.7 (s,
1H); 7.0 (s, 1H). M+H = 308.
3.2 Ethyl [2-imino-5-(4,4,5,5-tetramethyl-1,3,2-dioxaborolan-2-yl)-2H-pyridin-1-
yl]acetate hydrobromide

5.0 g of 5-(4,4,5,5-tetramethyi-1,3,2-dioxaborolan-2-yl)pyridin-2-ytamine in 7.6 ml
of ethyl 2-bromoacetate are placed in a round-bottomed flask and the mixture is stirred at
ambient temperature for 20 h. A precipitate forms, and is recovered by filtration, washed
with diethyl ether and then with ethanol, and oven-dried under reduced pressure. 8.78 g of
compound are obtained.

'H NMR spectrum (DMSO-d6, & in ppm): 1.3 (m, 15H); from 4.1 to 4.25 (m, 2H); 5.2 (s,
2H); 7.1 (d, 1H); 8.0 (d, 1H); 8.3 (s, 1H); 9.0 (s, 1H). M+H = 388.

3.3 2-Chloro-6-(4,4.5,5-tetramethyl-1,3,2-dioxabo rolan-2-yl)imidazo{l,2-a]pyridine

8.78 g of ethyl [2-imino-5-(4,4,5,5-tetramethyl-1,3,2-dioxaborolan-2-yl}-1 H-pyridin-
1-yl]acetate hydrobromide in 20 ml of POCI; are placed in a round-bottomed flask. The
reaction mixture is heated at 105°C for 16h, cooled to ambient temperature and
concentrated under reduced pressure. The residue is taken up between dichloromethane and
water at 0°C, and a 30% aqueous solution of NH;OH is added until a basic pH is obtained.
The organic phase is separated, dried over magnesium sulphate and concentrated under
reduced pressure. 4.3 g of compound are obtained.

Mp =115 -120°C, *H NMR spectrum (DMSO-d6, & in ppm): 1.35 (m, 12H); 7.4 (d, 1H),
7.5(d, TH); 8.1 (s, 1H); 8.85 (s, IH). M+H =279,

3.4 6-[5-|(ert-Butyldimethylsilanyl)oxymethyl]thien-3-yl]-2-chloroimidazo[1,2-
a|pyridine

1.0g of [(4-bromoathien-2-yl)methyloxyltert-butyldimethylsilane in 16 ml of
tetrahydrofuran and 4 ml of water are placed in a round-bottomed flask and degassed under
a stream of argon for 10 min. 1.0 g of 2-chloro-6-(4,4,5,5-tetramethyl-1,3,2-dioxaborolan-2-
yhimidazo[1,2-a}pyridine, 210 mg of I1,1°-bis(diphenyl-
phosphino)ferroceneldichloropalladium and 3.2 g of caesium carbonate are added thereto,
and the mixture is heated at 80°C for 16 hours. After cooling, the reaction mixture is
concentrated under reduced pressure. The residue obtained is purified by silica gel
chromatography, elution being carried out with a heptane/ethyl acetate mixture. 450 mg of

compound are obtained.
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Mp =100 - 104°C. 'H NMR spectrum (CDCly, & in ppm): € (s, 6H); 0.8 (s, 9H); 4.8 (s, 2H);
7.3 (s, IH); 7.45(d, 1H); 7.6 (d, 1H). 7.75 (s, LH); 7.9 (s, 1H); 8.75 (s, |H). M+H =379,

3.5 3-{6-[S-((fert-Butyldimethylsilanyl)oxymethyl)thien-3-yljimidazo[1,2-a]pyridin-
2-yI}quinoline

In a reactor, 150 mg of 6-[5-[(tert-butyldimethylsilanyl)oxymethyl]thien-3-yl}-2-
chloroimidazo[1,2-a]pyridine are placed in 2 ml of toluene and the mixture is degassed with
argon for 10 min. 3 mg of palladium acetate, {1 mg of 2-dicyclohexylphosphino-27,6-
dimethoxy-1,1"-biphenyl, 170 mg of K;PQy, 110 mg of 3-quinolineboronic acid and a few
drops of ethanol are then added. The reaction mixture is heated at 115°C for 16 h, cooled to
ambient temperature and concentrated under reduced pressure. The residue is then purified
by silica gel chromatography, elution being carried out with a heptane/ethyl acetate mixture.

200 mg of compound are obtained.
M+H =472,
3.6 [4-(2-Quinolin-3-yl)imidazo[1,2-a|pyridin-6-yl|thien-2-yl|methanol

190 mg of 3-{6-[5-[(ter-butyidimethylsilanyloxymethyl]thien-3-yijimidazo[1,2-
alpyridin-2-yl}quinoline in 4 ml of tetrahydrofuran are placed in a round-bottomed flask,
and 210 mg of tetrabutylammonium fluoride are added. After stirring for 48 hours at
ambient temperature, the reaction mixture is concentrated under reduced pressure. The
residue is then purified by silica gel chromatography, elution being carried out with a

dichloromethane/methanol mixture. 100 mg of compound are obtained.

'H NMR spectrum (DMSO-d6, & in ppm): 4.7 (d, 2H); 5.55 (t, 1H); 7.5 (s, 1H); from 7.63
to 7.8 (m, 4H); from 7.9 (s, 1H); 8.05 to 8.15 (m, ZH); 8.65 (s, 1H); 8.9 (s, 1H); 9.0 (s, TH);
9.55 (1H). M+H = 358.

3.7 {4-[(2-Quinolin-3-yDimidazo[1,2-a]pyridin-6-y{jthien-2-yl|methanol
hydrochleride (1:2)

100 mg of [4-[(2-quinolin-3-yl)imidazo[1,2-a]pyridin-6-yi]thien-2-ylJmethanol are
suspended in dichloromethane and methanol. The solution s passed through a frit and
5.6 ml of a 0.1N solution of hydrochloric acid in isopropanol are added to the filtrate. The
reaction mixture is then concentrated under reduced pressure and the residue is then taken
up in diethyl ether. The precipitate is recovered by filtration and oven-dried under reduced

pressure. 106 mg of compound are obtained.
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Mp = 310 - 315°C. "H NMR spectrum (DMSO-d6, & in ppm): 475 (s, 2H); 7.55 (s, iH};
7.8 (t, 1H); from 7.9 to 8.0 (m, 2H); 8.05 (s, 1H); from 8.17 to 8.25 (m, 3H); 8.9 (s, IH);
9.28 (s, 1H); 9.32 (s, 1H); 9.67 (s, | H). M+H = 431.

Example 4: {5-12-(1H-Indol-6-yl)imidazo|1,2-a] pyridin-6-yl]furan-2-yl}methanol
5  (compound 32 of the table)

4.1 (5-Bromofuran-2-ylymethanol

In a 1! round-bottomed flask, 10 g (0.052 mol) of 5-bromofuroic acid are dissolved in
350 ml of THF, 5.8 g (0.057 moi) of N-methylmorpholine are added, and the mixture is
cooled using an ice bath. 7.5 g (0.055 mol) of isobutyl chloroformate in solution in 50 ml of
10 THF are added using a dropping funnel, When the addition is complete, the mixture is left to
stir for one hour in the cold, and then the solid formed is removed by filtration through
celite. The filtrate is cooled with an ice bath, and then 4.95 g of sodium borohydride and,
finally, very slowly, 50 ml of methanol are added. The mixture is left to stir for one hour in
the cold and then the solvents are evaporated off under reduced pressure. The residue is
15 taken up between water and diethy! ether, and the organic phase is separated by settling out,
washed with water and dried over sodium sulphate. After evaporation of the solvent, 9.1 g of

oil are obtained, and used without purification for the subsequent stage.
4.2 [(5-Bromofuran-2-yl)methyloxy|-ferf-butyldimethylsilane

6.1 g (0.051 mol) of the compound obtained in 4.1 are dissolved in 150 ml of THF. 52 ¢
20 (0.077 mol) of imidazole are added thereto, followed by 10g of chloro-rert-
butyldimethylsilane, and the mixture is left to stir for 16 hours at ambient temperature. The
solvent is then evaporated off under reduced pressure, the residue is taken up between water
and diethyl ether, the resulting product is separated by settling out, and the organic phase is
washed with water and dried over sodium sulphate. After evaporation of the solvent, the
25  product is purified by chromatography, elution being carried out with a heptane/ethyl acetate

mixture. 10.1 g of compound are obtained.

'H NMR (CDCls, & in ppm): 0.0 (s, 6H); 0.8 (s, 9H); 4.45 (s, Z2H); 6.2 (s, 1H); 7.2 (s, 1H)
4.3 6-|5-(tert-Butyldimethylsilanyloxymethyl)furan-2-yl]-2-chloroimidazo[1,2-
ajpyridine

30  In a 150 ml round-bottomed flask, 68 ml of THF and 12 ml of water are degassed for
15 minutes under argon, and then 4.56 g (15.7 mmol) of the compound obtained in 4.2,

436 g (15.7 mmol) of the compound obtained in 3.3, 15.3 g (47 mmol} of caesium carbonate
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and 0.38 g of [1,1’-bis(diphenylphosphinc)ferrocene]dichloropalladium are added and the
mixture is heated in a thermostated bath at 80°C for 1 h 30. The solvents are then evaporated
off under reduced pressure, the residue is taken up between water and diethy! ether, and the
resulting product is separated by settling out and dried over sodium sulphate. After
5 evaporation of the solvent, the product is purified by chromatography, clution being carried
out with a dichloromethane/methanol mixture, and then recrystallization from cyclohexane.

4.2 g of compound are obtained.

'H NMR (DMSO-d6, & in ppm): 0,0 (s, 6H); 0.8 (s, 9H); 4.6 (s, 2H); 6.2 (d, 1H); 6.45 (d,
1H); 7.3 (d, tH); from 7.4 to 7.45 (m, 2H); 8.25 (s, TH).

10 44 6-[5-(tert-Butyldimethylsilanyloxymethyl)furan-2-yl]-2-(1H-indol-6-
yDlimidazo[1,2-¢]pyridine

108 mg (0.3 mmol) of the compound obtained in 4.3 are placed in a tube, and 0.35 mmoi of
potassium phosphate, 1 ml of n-butanol and 30 mg of indole-6-boronic acid in solution in
2ml of degassed toluene are added. The tube is flushed with argon and a solution of
15 0.0036 mmol of palladium acetate and of 0.0072 mmol of 2-dicyclohexyiphosphino-27,6°-
dimethoxy-1,1"-biphenyl in 1 ml of toluene is added thereto. The tube is closed and stirred
for 16 h at 110°C. The cooled solution is diluted with 5 ml of ethyl acetate, 100 mg of silica-
propanethiol are added thereto, and the mixture is stirred for 4 h at ambient temperature.
The solid is separated by filtration and washed with ethy] acetate. The filtrate is evaporated

20  to dryness and used as it is for the next stage.
4.5 {5-[2-(1H-Indol-6-yl)imidazo[1,2-a]pyridin-6-yi]furan-2-yl}methanol

The compound obtained in 4.4 is dissolved in 5ml of THF containing 0.36 mmol of
tetrabutylammonium fluoride hydrate. The mixture is stirred for 16h at ambient
temperature, and the sofvent is then evaporated off under reduced pressure. The compound

25 s purified by chromatography. 3.9 mg of compound are obtained.

'H NMR (DMSO-d6, § in ppm): 4.45 (m, 2H); 5.3 (m, 1H); 6.451(m, 2H); 6.9 (s, 1H); 7.4
(m, TH); 7.55 to 7.65 (m, 4H); 8 (s, 1H); 8.4 (s, 1H); 8.85 (s, 1H); 11.2 (s, TH). M+H =330,
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Example 5: {4-[2-(2-Fluorophenyl)imidazo[1,2-a]pyridin-6-yl]thiazo}-2-yl}methancl
(compound 06 of the table)

5.1 4-Bromo-2-(tert-butyldimethylsilanyloxymethyl)thiazole

By carrying out the process as in Example4.2 and using S.Og of (4-bromothiazol-2-
yl)methano! dissolved in 255 ml of tetrahydrofuran, 2.28 g of 1 H-imidazole and 4.66 g of

tert-butylchlorodimethylisilane, 8.18 g of compound are obtained.
'H NMR (DMSO-d6, § in ppm): 0.0 (s, 6H); 0.8 (s, 9H), 4.85 (s, 2H); 7.7 (s, 1H).
5.2 S-[2-(tert-Butyl-dimethylsilanyloxymethyl)thiazol—4—yl]pyridin-z-yiamine

8.0 ¢ of the compound obtained in stage 5.1, 6.56g of 5-(4,4,5,5-tetramethyl-1,3,2-
dioxaborolan-2-yhpyridin-2-ylamine, 49.7 ml of 2M solution of sodium carbonate and
1.01 g of [1,1-bis(diphenylphosphino)ferrocene]dichloropalladium are dissolved in 310 ml
of N,N-dimethylformamide and placed in a round-bottomed flask under an argon stream.
The mixture is heated for 2 h30 at 80°C. After cooling to ambient temperature, 600 ml of
ethy! acetate are added to the reaction medium, and the resulting mixture is filtered through
celite. The organic phase is then separated, washed three times with a saturated solution of
sodium chloride, dried over magnesium sulphate and concentrated under reduced pressure.
The residue is purified by silica gel chromatography, elution being carried out with a
dichloromethane/ethyl acetate mixture. The solid obtained is titurated from diisopropyl
cther, recovered by filtration and then oven-dried under reduced pressure. 4.5g of

compound are obtained.

' NMR (DMSO-d6, & in ppm): 0.0 (s, 6H); 0.8 (s, 9H); 4.85 (s, 2H); 5.95 (s, 2H); 6.35 (d,
1H): 7.6 (s, 1H); 7.75 (d, 1H); 8.35 (s, 1H).

5.3 6-[2-(zert-B utyldimethylsilanyloxymethyl)thiazol-4-y1]-2-(2-
fluorophenyl)imidazo{1,2-aipyridine

58.8 mg (0.7 mmol) of sodium bicarbonate are weighed into a microwave tube. 57 mg
(0.25 mmol) éf the compound obtained in 5.2, in solution in 2 ml of propan-1-ol, are added
thereto, followed by 92mg (0.375 mmol) of 2-bromo-1-(2-fluorophenyl)ethanone in
solution in 1 ml of propan-1-ol. The tube is sealed and then stirred for 16 h at 80°C. The
reaction mixture is cooled to ambient temperature, 200 mg of propanethiol supported on
silica (Biotage Si-Thiol) are added thereto and the mixture is stirred for 6 h at ambient
temperature and then filtered. The residue is washed with twice 2 ml of propan-i-ol and then

the filtrate is evaporated. The crude compound is used as it is in the next stage.

91



3-Cl-Ph 3-Me  7---ey HOs 96 2,4-di F-Ph 3-Me HOs 97 4-F-Ph H /---ey

HGOs 98 3,4-di F-Ph H r-eyst Hs 99 3-Cyano-Ph H /---CR HGOs 100
2-F-Ph H 7-0" HGs 101 3-Br HHO ---.ert s 102 ill H r_ey HGs
Cy H ceWMIB0%/1443%EX 36 PCT/FR2009/000298

10

15

20

25

30

5.4 {4-[2-(2-Fluorophenyl}imidazo[1,2-a] pyridin-6-ylthiazol-2-yl}methanol

The crude compound obtained in 5.3 is dissolved in 5 ml of THF containing 0.5 mmoj of
tetrabutylammonium fluoride hydrate. The mixture is stirred for 16h at ambient
temperature, and the solvent is then evaporated off under reduced pressure. The compound

is purified by chromatography. 4.1 mg of compound are obtained.

'H NMR (DMSO-d6, & in ppm): 4.82 (s, 2H); 6.19 (m, 1H); 7.31 (m, 2H); 7.38 (m, 1H);
7.67 (d, 1H); 7.84 (d, 1H); 8.08 (s, 1H); 8.38 (t, 1H); 8.45 (d, 1H); 922 (s, 1H).

Example 6: 2-{2-[2-(H-Indol-6-yl)imidazo[1,2-a]pyridin-6-y!]pyridin-4-yl} propan-2-ol
(compound 152 of the table)

6.1 N-Methoxy-~V-methylindole-6-carboxamide

“In a round-bottomed flask, 5.0g of indole-6-carboxylic acid, 33 g of NO-

dimethylhydroxylamine  hydrochloride, 119g  of 1-(3-dimethylaminopropyl)-3-
ethylcarbodiimide and 10 mi of pyridine are placed in 150 mi of tetrahydrofuran. The
mixture is stirred at ambient temperature for 40 h. The mixture is concentrated, and the
residue is taken up in 150 mf of ethyl acetate and 50 ml of water. The organic phase is
washed with 50 ml of a 1N solution of sodium hydroxide and 50 ml of a saturated solution
of sodium chloride, dried over magnesium sulphate and then concentrated under reduced

pressure. 6.8 g of compound are obtained.

'"{ NMR (CDCly, & in ppm): 3.3 (s, 3H); 3.5 (s, 3H); 6.45 (m, 1H); 7.25 (1, 1H); 7.4 (dd,

TH); 7.55 (d, 1H); 7.75 (s, TH); 8.8 (5, 1H). M+H = 205.

6.2 N-Methoxy-N-methyl-1-(phenylsulphonyl)indole-6-carboxamide

In a round-bottomed flask, 6.8 g of compound obtained in 6.1 are placed in 100 ml of N,V
dimethylformamide at 0°C. 1.45 g of NaH are added portionwise, followed by 6.52 g of

benzenesulphonyl chloride. The mixture is stirred at ambient temperature for 40 h. 150 ml of

.water are added and the mixture is then extracted with 60 m! of ethyl acetate. The organic

phase is washed with S0ml of a saturated solution of sodium chloride, dried over
magnesium sulphate and then concentrated under reduced pressure. The residue is purified
by silica gel chromatography, clution being carried out with a heptane/ethyl acetate mixture.

9.5 g of compound are obtained.
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'H NMR (CDCls, & in ppm): 3.4 (s, 3H): 3.55 (s, 3H); 6.7 (d, 1H); 7.45 to 7.6 (m, SH); 7.7
(d, 1H); 7.95 (m, 2H); 8.4 (s, 1H). M+H = 345,

6.3 6-acetyl-1-(phenylsulphonyl)indole

In a round-bottomed flask, 9.2 g of compound obtained in 6.2 are placed in 250 ml of
tetrahydrofuran at 0°C and under argon. 27 ml of methylmagnesium bromide (3M in diethyl
ether) are added dropwise. The mixture is stirred for one hour at 0°C and 20 h at ambient
temperature. The mixture is cooled to 0°C and 150 ml of water and 50 ml of a saturated
solution of ammonium chloride are added. The mixture is extracted with 60 ml of ethyl
acetate. The organic phase is washed with 40 m! of a saturated solution of sodium chloride,
dried over magnesium sulphate and then concentrated under reduced pressure. 7.3 g of

compound are obtained.

'H NMR {CDCI;, & in ppm): 2.7 (s, 3H); 6.75 (d, 1H); 7.45 to 7.65 (m, 4H); 7.8 {d, 1H);
7.95 (m, 3H), 8.65 (s, 1H). M+H = 300; Mp = 160 -163°C.

6.4 2-Bromo-1-[1-(phenylsulphonyl)indol-6-yl]ethanone

In a round-bottomed flask, 3 g of copper bromide are placed in 120 ml of ethyi acetate and
the mixture is refluxed. 2 g of 6-acetyl-1-(phenylsulphonyl)indole are added. The mixture is
stirred for 4 hours at reflux. The mixture is filtered through paper and then the filtrate is
poured into 150 ml of a 20% solution of sodium thiosulphate. The mixture is extracted with
60 ml of ethyl acetate. The organic phase is washed with 40 ml of a saturated solution of
sodium chloride, dried over magnesium sulphate and then concentrated under reduced

pressure. 2.6 g of compound are obtained.

'H NMR (CDCls, & in ppm): 4.45 (s, 2H); 6.65 (d, 1H), 7.35 to 7.55 (m, 4H); 7.7 (d, TH);
7.9 (m, 3H); 8.6 (s, 1H). M+H = 378

6.5 2-(1-Phenylsulphonyl-1H-ind 0l-6-yI)-6-(4,4,5,5-tetramethyl-
[1,3,2]dioxaborolan-2-ylimidazo[1,2-a]pyridine hydrobromide

1.6 g of 5-(4,4,55tetramethyl-1 3,2-dioxaborolan-2-yl)pyridin-2-ylamine and 2.7 g of
2-bromo-1-[1-(phenylsulphonyl)indol-6-yi]ethanone are placed in 70 ml of ethanof and the
mixture is refluxed for 20 h. A precipitate forms and is recovered by filtration, washed with

diethyl ether and oven-dried under reduced pressure. 2.3 g of compound are obtained.

' NMR (DMSO-d6, & in ppm): 1.4 (s, 12H); 6.95 (d, 1H); from 7.55 to 7.85 (m, TH); 7.95
(d, TH); 8.05 (m, 2H); 8.55 (s, 1H); 8.75 (s, 1H);9.05 (s, TH).
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6.6 2-Br0m0—N—fnethoxy—N—methylisonicotinamide

In a round-bottomed flask, 2.0g of 2-bromoisonicotinic acid, 1.1g of NO-
dimethylhydroxylamine hydrochloride, 3.8g of 1-(3-dimethylaminopropyl)-3-ethyl-
carbodiimide and 3.2 ml of pyridine are placed in 50 ml of tetrahydrofuran. The mixture is
stirred at ambient temperature for 40 h. The mixture is concentrated, and the residue 1s taken
up in 50 ml of ethyl acetate and 50 ! of water. The organic phase is washed with 50 ml of a
IN solution of sodium hydroxide and 50 m| of a saturated solution of sodium chloride, dried
over magnesium sulphate and then concentrated under reduced pressure. 2.0 g of compound

are obtained.

"H NMR (CDCl;, & in ppm): 3.3 (s, 3H); 3.5 (s, 3H); 7.4 (d, 1H); 7.65 (s, 1H); 8.4 (d, 1H).
M+H = 245.

6.7 2-Bromo-4-acetylpyridine

In a round-bottomed flask, 2.0 g of compound obtained in 6.6 are placed in 80 ml of
tetrahydrofuran at 0°C and under argon. 8 ml of methyimagnesium bromide (3M in ethy!
ether) are added dropwise. The mixture is stirred for one hour at 0°C and 20 h at ambient

temperature. It is cooled to 0°C and 80 mi of water and 40 ml of a saturated solution of

‘ammonium chloride are added. The mixture is extracted with 40 ml of ethyl acetate. The

organic phase is washed with 40 ml of a saturated solution of sodium chloride, dried over
magnesium sulphate and then concentrated under reduced pressure. 1.6 g of compound are

obtained.

*H NMR (CDCl;, & in ppm): 2.55 (s, 3H); 7.6 (d, 1H); 7.85 (s, 1H); 8.5 (d, IH). M#H =
200.

6.8 2-(2-Bromopyridin-4-yl)propan-2-ol

In a round-bottomed flask, 1.1 g of compound obtained in 6.7 are placed in 60 ml of
tetrahydrofuran at 0°C and under argen. 13 ml of methylmagnesium bromide (3M in ethyl
ether) are added dropwise. The mixture is stirred for one hour at 0°C and 20 h at ambient
temperature. It is cooled to 0°C and 60 ml of water and 30 ml of a saturated solution of
ammonium chloride are added. The mixture fs extracted with 40 ml of ethyl acetate. The
organic phase is washed with 40 ml of a saturated solution of sodium chloride, dried over
magnesium sulphate and then concentrated under reduced pressure. 1.5 g of compound are

obtained.

'H NMR (CDCls, & in ppm): 1.55 (s, 6H); 7.35 (d, 1H); 7.6 (s, 1H); 8.3 (d, TH).
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6.9 2-Bromo-4-{1-methyl-1-(trimethylsilanyloxy)ethyl| pyridine

In a round-bottomed flask, 1.5 g of 2-(2-bromo-pyridin-4-yl)propan-2-ol obtained in 6.8 are
placed in 35 ml of dichloromethane at 0°C. 2.4 ml of triethylamine and 1.9 ml of
trimethylsilane chloride are added. The mixture is stirred for one hour at 0°C and 20 h at
ambient temperature. 20 ml of water are added and the mixture is extracted with 20 ml of
dichloromethane. The organic phase is washed with 20 m} of a saturated solution of sodium
chioride, dried over magnesium sulphate and then concentrated under reduced pressure. The
residue is purified by silica gel chromatography, elution being carried out with a

dichloromethane/methanol mixture. 0.7 g of compound are obtained.
"HNMR (CDCl;, & in ppm): 0 (s, 9H); 1.4 (s, 6H); 7.1 (d, 1H); 7.35 (s, 1H); 8.1 (d, TH).

6.10  2-(1-Phenylsuiphonyl-1H-indoi-6-y1)-6-{4-[1-methyl-1-
{trimethylsilanyloxy)ethyl]pyridin-2-yl]imidazo[1,2-a]pyridine

0.2 g of compound obtained in 6.9 in 4 mi of tetrahydrofuran and 1 ml of water are placed in
a rtound-bottomed flask and degassed under an argon stream for 10min. 0.4g of
hydrobromide of the compound obtained in 6.5, 45mg of [1,1’-bis(diphenyi-
phosphino)ferrocene]dichloropaliadium and 0.9 g of caesium carbonate are added thereto
and the mixture is heated at 80°C for 4 hours. After cooling, the reaction mixture is
concentrated under reduced pressure. The residue obtained is purified by silica gel
chromatography, elution being carried out with a heptane/ethyl acetate mixture. 200 mg of
compound are obtained.

"HNMR (CDCls, & in ppm): 0 (s, 9H); 1.4 (s, 6H); 6.45 (d, 1H); 7.1 (m, tH), 72 t0 7.4 {m,
SH); 7.55 (m, 3H); 7.7 to 7.85 (m, 4H); 8.35 (s, 1H); 8.4 (d, 1H); 8.75 (s, 1H). M+H = §81.

6.11  2-{2-[2-(H-Indol-6-ylimidazo[1,2-a]pyridin-6-y{]pyridin-4-yl} propan-2-ol

0.2 g of the compound obtained in 6.10 in 4 ml of ethanol are placed in a round-bottomed
flask and 1.7 ml of a 1N solution of sodium hydroxide are added. The mixture is stirred at
80°C for 20 h. The reaction mixture is concentrated under reduced pressure and the residue
obtained is purified by silica gel chromatography, elution being carried out with a

dichloromethane/methanol mixture. 64 mg of compound are obtained.
'H NMR (DMSO-d6, & in ppm): 1.55 (s, 6H); 5.35 (s, 1H); 6.45 (s, 1H); 7.4 (¢, 1H); 7.45 (d,

1H); 7.6_5 (m, 2H); 7.7 (d, 1H); 8.0 (d, 1H); 8.1 (m, 2H); 8.45 (s, 1H); 8.6 (d, 1H); 9.3 (s,
1HY 11.2 (s, 1H).
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Example 7: 2—{2-{2—(IH—Indazol—S-yl)imidazo[l,l—a]pyridin-6—yl]pyridin-4—yl}pr0pan-
2-0} (compound 133 of the table)
7.1 4—[1-Methyl—l-(trimethylsilanonxy)ethle[2,3']bipyridinyl—G‘-ylamine

0.5 g of the compound obtained in 6.9, 8 ml of tetrahydrofuran and 2 ml of water are placed
in a round-botiomed flask and degassed under an argon stream for 10 min. 104 g of 5-
(4,4,5,5-tetramethyl-1 ,3.2-dioxaborolan-2-yl)pyridin-2-ylamine, 110mg  of L1
bis(diphenylphosphino)ferrocene]dichloropalladium and 1.1 g of caesium carbonate are
added thereto and the mixture is heated at 80°C for 4 hours. After cooling, the reaction
mixture is concentrated under reduced pressure. The residue obtained is purified by silica
gel chromatography, elution being carried out with a heptane/ethyl acetate mixture. 240 mg

of compound are obtained.

'H NMR (CDCls, & in ppm): 0 (s, 9H); 1.4 (s, 6H); 4.4 (s, 2H); 6.45 (d, 1H); 7.05 (m, 1H);
7.55 (s, 1H); 7.95 (m, 1H); 8.4 (d, 1H); 8.5 (m, {H). M+H = 302.

7.2 N-Methoxy-N-methyl-1H-indazole-3-carboxamide

In a round-bottomed flask, 4.0 g of 1H-indazole-3-carboxylic acid, 2.6¢ of NO-
dimethylhydroxylamine  hydrochloride, 9.4 ¢ of  1-(3-dimethylaminopropyl)-3-
ethylcarbodiimide and 8.4 ml of pyridine are placed in 120 ml of tetrahydrofuran. The
mixture is stirred at ambient temperature for 20 h. The mixture is concentrated and the
residue is taken up in water. The yellow precipitate obtained is washed with water and then

dried under reduced pressure, 3.5 g of compound are obtained.

'H NMR (DMSO-d6, & in ppm): 3.5 (s, 3H); 3.8 (s, 3H); 7.25 (m, [H); 7.45 (m, 1H); 7.65
(d, TH); 8.05 (d, 1H); 13.65 (s, 1H). M+H = 206.

7.3 1-(1f-Indazol-3-yl)ethanone

In a round-bottomed flask, 2.4 g of N-methoxy-N-methyl-1 H-indazole-3-carboxamide are
placed in 140 m! of tetrahydrofuran at 0°C and under argon. 19 ml of methylmagnesium
bromide (3M in ethyl ether) are added dropwise. The mixture is stirred for one hour at 0°C
and 20 h at ambient temperature. It is cooled to 0°C and 80 m] of water and 40 ml of a
saturated solution of ammonium chloride are added. The mixture is extracted with 40 ml of

ethyl acetate. The organic phase is washed with 40 m] of a saturated solution of sodium

chloride, dried over magnesium sulphate and then concentrated under reduced pressure. The

residue is purified by silica gel chromatography, elution being carried out with a

heptane/ethy! acetate mixture. 1.6 g of compound are obtained.

HOS-j r
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'"H NMR (DMSO-d6, & in ppm): 2.65 (s, 3H); 7.35 (m, 1H); 7.55 (m, 1H); 7.7 (d, 1H); 8.2
(d, 1H); 13.9 (s, 1H). MHH = 161.

7.4 2-Bromo-1-(1f-indazol-3-yl)ethanone

In a round-bottomed flask, 4.5 g of copper bromide are placed in 180 ml of ethyl acetate and
the mixture is refluxed. 1.6 of 1-(1H-indazol-3-yl)ethanone are added. The mixture is stirred
for 4 hours at reflux. The resulting mixture is filtered through paper and the filtrate is poured
into 150 ml of a 20% solution of sodium thiosulphate. The mixture is extracted with 60 ml
of ethyl acetate. The organic phase is washed with 40 ml of a saturated solution of sodium
chloride, dried over magnesium sulphate and then concentrated under reduced pressure.

2.4 g of compound are obtained.

'"H NMR (DMSO-d6, & in ppm): 4.95 (s, 2H); from 7.35 to 7.55 (m, 2H); 7.75 (d, 1H); 8.2
(d, TH); 14.1 (s, 1H). M+H = 239.

7.5 3-(6-{4-{1-Methyl-1-(trimethylsilanyloxy)ethyl]pyridin-2-yl}imidazo[1,2-
alpyridin-2-yl)-1H-indazole

In a 50 ml round-bottomed flask, 140 mg of the compound obtained in 7.1 and 110 mg of the
compound obtained in 7.4 are introduced into 4 ml of ethanol. 40 mg of sodium bicarbonate
are added and the mixture is heated at $0°C for 4 h. The solvent is evaporated off under
reduced pressure and the residue is purified by chromatography, elution being carried out

with a dichloromethane/methanol mixture. 137 mg of compound are obtained.

'H NMR (CDCls, & in ppm): 0 (s, 9H); 1.45 (s, 6H); 7.15 (m, 2H); 7.2 t0 7.35 (m, 2HY, 7.6
(m, 3H); 8.1 (s, 1H); 8.35 (d, 1H); 8.45 (d, TH); 9.85 (s, 1H); 10.2 (s, IH}. M+H = 370.

7.6 2-{2-]2-(1H-Indazol-3-ylimidazo[1,2-a]pyridin-6-yl|pyridin-4-yl} propan-2-ol

130 mg of the compound obtained in 7.5 are dissolved in 2ml of THF, 90 mg of
tetrabutylammonium fluoride hydrate are added thereto and the mixture is stirred for 2 hours
at ambient temperature. The solvent is then evaporated off under reduced pressure and the
residue s pufiﬁed by chromatography, elution being carried out with a

dichloromethane/methanol mixture. 99 mg of compound are obtained.
"H NMR (DMSO0-d6, & in ppm): 1.5 (s, 6H); 5.35 (s, TH); 7.25 (t, 1H); 7.4 (¢, 1H); 7.45 (d,

TH): 7.6 (d, 1H); 7.75 (d, 1H); 8.05 (m, 2H); 8.5 (d, LH); 8.55 (s, | H); 8.65 (d, 1H); 9.4 (s,
1H); 13.15 (s, 1H); Mp = 255-259°C.

411



129 0 / H rly HOSj . 130 4-(CH2OH)-Ph Hri HOS-jy Ex R R
R3R2 salt CO R4-0 131 3-(CH20H)-Ph H HOcS-j Ny 132 H /17,0

/1---( HOS
WO 2009/144392 42 PCT/FR2009/000298

The tables which follow illustrate the chemical structures of general formula ()

(Table 2) and the physicochemicat characteristics (Table 3) of some examples of compounds
according to the invention.
In these tables:

5 - “Ph” means phenyl;
- “CP” means chlorine;
- “F” means fluorine;
- “Br” means bromine;
- “Me” means methyl;

10 - “Me(0” means methoxy;

- Y(F,CH)YY” means difluoromethoxy;
- the “Mp” column gives the melting points of the products in degrees Celsius (°C) or,

when the products have been isolated in the form of an amorphous solid or of an oil,

they are characterized by their mass [M+H];

15 - in the “salt/base” column, “-” represents a compound in free base form, whereas “HCI”
represents a compound in hydrochloride form, and the ratio between parentheses is the

(acid:base) ratio.
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1H; 7.8 (t|_1H); 7.93 (t, 1H! 8.0 (d, 4I|—h R 1>fe 15 1H); 82 (m 214):
8.4 (d, 1H: 8.72 (d, 1H): 9.0 (s, 1H; Bm 9.58 (s, flH):; 9.63
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(s, 1H); from8.17 to 8.25 (m 3H); 8.9 (s, |I H; 9.328 (s, 1H; 9.32 (s,
1H); 9.67 (s, 1H). 390-395 4.75 (s, 2H); 6.6 (s, 1H; 7.5 (m 2H; 7.6 (d,
W 7.75 060 208914479205 17 (d, 1H); 8505 (s, 1H); 8.2%i/ARz@epoBs6 (s,
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Ex

Mp or
iM+H]

"H NMR spectrum (DMSO-d6, 6 in ppm)

197-199

45 (d. 2HY;, 5.3 (L, 1H); 6.5 (m, tH); 7.95 (m, 1H); 7.55 (m, 2H);
from 7.60 to 7.70 (m, 2H); 8 (m, 2H); 8.5 (s, 1H); 8.85 (s, 1H).

190-192°C

4.7 (d, 2H); 5.55 (t, 1H); 7.45 (s, 1H); 7.55 (d, 2H); from 7.60 t0 7.70
(mn, 2HY; 7.85 (s, 1H); 8.05 (d, 2H); 8.4 (s, 1H); 8.95 (s, 1H).

227-228°C

4.65 (d. 217 5.55 (t, 1H); 7.0 (d, 111); 7.40 (d, 1H); from 7.50 to 7.70
(m, 4H); 8.0 (d, 2H); 8.45 (s, 1H); 8.85 (s, 1H).

[ 342]
3.15 (m 4H):

6.42 (d, 1%bg§1?f<2099/%062‘38 19 7

207.7-208.4

4.65 (d, 2H); 5.5 (t, 1H); 7.35 (d, 1H); 7.55 (d, 2H); 7.70 (d, TH);
7.95 (s, 1H); from 8.0 to 8.10 (m, 3H); 8.55 (s, 1H); 8.65 (d, 1H);
9.35 (s, 1H).

238.4-2395

4.65 (d, 2H); 5.4 (t, 1H); 7.55 (d, 2H); from 7.65 to 7.75 (m, 2H);
from 8.0 to 8.1 (m, 3H); 8.55 (s, 1H); 8.6 (s, IH); 8.9 (s, 1H); 9.0 (s,
1H).

194.7-195.2

4.4 (d, ZH); 53 (t, 1H); 6.8 (s, 1H); from 7.45 to 7.65 (m, 4H); 8.0 (d,
2H); 8.15 (s, 1H); 8.35 (s, 1H); 8.75 (s, 1H).

197.4-198.2

47 (d, 2H): 5.5 (t, 1H); 7.5 (d, 1H); 7.55 (d, 2H); 7.7 (d, 1H); 7.9 (d,
1H); 7.95 (t, TH); from 8.0 to 8.10 (m, 3H); 8.6 (s, 1H); 9.3 (s, 1H).

211.3-211.9

45 (d, 2H): 5.2 (t, TH); 7.35 (s, 1H); 7.5 (s, 1H); 7.55 (d, 2H); 7.6 (d,

1H); 7.65 (d, TH); 8.0 (d, 2H); 8.45 (s, tH); 8.9 (s, 1H).

1 34



1H).

[342] 4.5 (d, 2H); 5.32 (t, 1H); 6.49 (s, 1H); 6.99 (s, 1H); 7.69

(m 1H; 7.4

58 (d,! IH:; 8.9

(in,1H; 36 7.73 On, 2H); 818 (m 2H); 8.51 (s, 1H); 8.58 (d, 1H); 8.29
(d, 1H; w®26b1493920 H; 9.4 (s, 1H) .s5 [388] 1.3 (d, péirrobododoms4H); 2.3
(m 2H:; 2.5 (m 2H): 3.2 (g, 1H), 4.5 (d, 37 2H); 5.3 (t, 1H); 6.45 (d,
1W 6.9 (d, 1H); 7.4 (m 2H); 7.6 (m 2H); 7.9 (m 2H); 8.4 (s, IH); 8.8
(ZIS—I) 1|7_|)6>[378] 3 (m 6H)7*8?[1 ?S(r?] 2!—|); 5.59 (m 1!—|); 7.42 (m 1!—|); 7.5 (m
1H) . [3581&4 08 (pz(m 3K): 4. 69 (%ﬁWMRéﬁ%"‘%‘??Ts‘ﬁg‘fﬁ’??‘?)%”‘f’l; e Tr b
(s, 1H); 39 7.6M| 2ft; 7.8 (s, 1H); 8.16 (m 1H; 8.41 (s, 1H)|; 8.59
(L0 g 13 B0 G0 T A e R s ool 10
(d, I H; 9 (s, 1H 9. 39(d(3h); SSR(SH)H) 9[239Q]!H1 11 (d 6H) 2.51 (m 1H); 4.68
(m 20t S St b 1 588 o S5 o T 75 (m. 3H): 7.7 (m, 2H): 8.0 (d, 2H); 8.55
10 (s, 1H); 9.3 (s, 1H).
190-192  14.85 (s, 2H); 6.2 (t, 1H), from 7.50 to 7.60 (m, 2H); 7.7 (d, 1H); 7.85
11 (d, TH); from 7.95 to 8.05 (m, 2H); 8.1 (s, TH); 8.5 (s, 1H); 9.1 (s,
1H).
268-273 4.7 (s, 2H); 7.2 (s, 1H); 7.5 (s, YH); from 7.9 to 8.1 (m, 3H); from 8.5
12 to 8.6 (m, 3H); 8.7 (s, L H); 9.65 (s, lH).
310-315  14.55 (s, 2H); 6.55 (s, 1H); 7.15 (s, 1H); 7.85 (m, 1H); 7.95 (m, 2H);
13 8.1 (m, 1H);, 8.2 (m, 2H); 8.95 (s, 1H); 9.15 (s, 1H); 9.25 (s, 1H});
9.62 (s, 1H). |
T 197.5-198 |235 (s, 3H); 4.7 (d, 2H); 5.55 (t, 1H); 7.25 (d, 2H); 7.45 (s, 1H); 7.6
14 (m, 2H); 7.8 (s, 1H); 7.87 (d, 2H); 8.3 (s, 1H); 8.9 (s, 1H).
255-260  14.73 (s, 2H); 7.5 (d, 1H); 7.8 (.t, TH); 7.93 (t, 1H): 8.0 (d, 1H); 8.1 (s,
15 TH); 8.2 (m, 2H); 8.4 (d, 1H); 8.72 (d, 1H); 9.0 (s, 1H); 9.2 (s, 1H);
9.58 (s, 1H); 9.63 (s, 1),
310-315 4,75 (s, 2H); 7.55 (s, 1H); 7.8 (t, [H); from 7.9 to 8.0 (m, 2H); 8.05
16 (s, LH); from 8.17 to 8.25 (m, 3H); 8.9 (s, 1H); 9.328 (s, 1H); 9.32 (s,
[H): 9.67 (s, |H).
390-395  |4.75 (s, 2H); 6.6 (s, 1H); 7.5 (m, 2H); 7.6 (d, 1H); 7.75 (d, 1H); 7.95
17 (d, TH): 8.05 (s, 1H); 8.25 (m, 2HY; 8.6 (s, 1H); 9.25 (s, 1H); 11.45
(s, 1TH).
390-395  |4.55 (s, 2H); 6.55 (s, 1H); 6.6 (s, TH); 7.15 (m, 1H); 7.5 (m, 1H); 7.6
18 (d, TH); 7.7 (d, 1H); 7.95 (d, 1H); 8.15 (d, 1H); 8.25 (s, 1H); 8.65 (s,
1H); 9.1 (s, TH); 11.45 (s, 1H).
267 4.75 (s, 2H); from 7.5 to 7.6 (m, 2H); 7.65 (m, 2H); 8.0 (m, 2H); 8.1
19 (d, 2H); 8.3 (d, 1H); 8.7 (s, 1H); 9.3 (s, 1H).
405-410 1475 (s, 2H); 6.65 (m, 1H); 7.55 (s, 1H); 7.65 (m, 1H); 7.95 (d, 1H);
20 8.05 (s, 1H); 8.25 (d, 1H); 8.6 (s, 1H); 8.7 (s, 1H); 8.9 (s, 1H); 9.25
(s, TH); 12.05 (s, TH).




7.41 (s, 1H)7.6 (in, 4H); 7.8 (s, 1H; 8.29 (s, 21-1); 8.9 (s, 1H); 9.9 (s,

1H) [404] 142 (g 3H) 1. (7 (m 4H); 2.3 On, 2H); 2.5 (m 2H); 3.2 (q,
.55 (t, 1H); 7.4 (m 3H); 7.6 : (s, 1H)
7 9 (d 21&350200%14&3 %, 1H) 8.9 (s. 119 [364] 2.18 ("&’%‘ﬁ%?’?g@ﬁ (s,
4.68 (d, 2ft; 5.58 (t, 1H); 7.32 (d, 21-1); 7.41 43 (s, 1H); 7.6 (m 2H);
7.71 (s, 1H); 7.92 (m 2H) 8.31 (s, 1H); 89(s 11-1). [396] 2.9 (s,
3H); 3.2 (s, 3H); -4.68 0n,-2ft; 556 _On—1ft7. 43 On_ 2H—44- On, 2ft:
7.83 (s, 1|FF)\ 7. 8 qrin, 2ft 8. 41 NMR specgrumg DYSQ-do, B jppm) [322] ' 4.168 (m
2H); 5.11 ll:kM+§}55(m 1ft; 6.5 (d, 1H); 7.05 (m 2H): 45 7.22 (s,
1H); 7.4 (s, : (m 2H): 7.8 (s, 1ft: 8.18 (s, 1H: 8.9 (s, 1H).
WO 2009/ 14439258PE8F FRIBOIY. 000208 CERHMT. lokd. 1 NIVR (@pdidt /¥m(¢DVROld6, 8 i n
ppm [ ME1E] (5 TH) 7.95 (4, TH); 805, 1) 825 (4 1H) 8.7, 1H) 92 5, TH).
305-310 47(5 2H); 665(m [HY; 7.5 (m, 1H); 7.65 (m, 1H); 8.05 (s, 1H); 8.1
22 (s. TH): 8.6 (d, 1H); 8.65 (s, 1H); 8.7 (d, 1H); 8.85 (s, 1H); 8.9 (s,
1H); 9.65 (s, 1H); 12.1 (s, 1H).
225226 |4.65 (d, 2H); 5.55 (t, 1H); 7.35 (m, 2H); 7.5 (m, 2H); 7.7 (d, 1H)
23 from 7.95 to 8.05 (m, 4H); 8.5 (s, 1H); 8.65 (d, 1H); 9.35 (s, TH).
248-254 2.4 (s, 3H): 4.5 (s, 2H); 6.55 (d, 1H); 7.15 (d, 1H); 7.45 (d, 2H); from
24 7.85 to 8.0 (m, 3H); 8.15 (d, 1H); 8.7 (s, 1H); 9.1 (s, 1H).
202-204 |45 (s, 2H); 5.3 (m, 1H); 6.45 (d, 1H); 6.95 (d, 1H); 7.35 (m, 1H); 7.5
23 (m, 2ZH); 7.65 (m, 2H); 7.95 (d, 2H); 8.5 (s, 1H); 8.9 (s, | H).
, 172-174  |3.85 (s, 3H); 4.5 (s, 2H); 5.3 (s, 1H); 6.45 (s, 1H); 6.95 (m, 2H); 7.4
26 (m, TH); 7.55 (m, 2H); 7.65 (m, 2H); 8.5 (s, 1H); 8.85 (s, 1H).
207208 |45 (d, 2HY: 5.3 (t, LH); 6.5 (s, 1H); 6.95 (s, 1H); 7.25 (m, 1H); 7.4
27 (m. 1H); 7.65 (m, 2H); 8.3 (m, 1H); 8.45 (s, 1H); 8.95 (s, 1H).
1740176 445 (d, 2H): 5.05 (1, 1H); 7.00 (s, 1H); from 7.55 (d, 2H); from 7.6 to
28 i
7.7 (m, 3H); 8.0 (d, 2H); 8.45 (s, 1H); 8.85 (s, 1H).
) 176 178'"""'j'fj”(éf3’ﬁj‘;'“ij§' (s. 2H); 7.0 (s, [H); 7.5 (d, 2H); from 7.65 to 7.8 (m,
29 i
3H): 8.0 (d, 2H): 8.45 (s, 1H); 8.9 (s, 1H).
[321]  |4.47 (d, 2H), 455 (d, 2H); 5.2 (1, 1H); 531 (¢, 1H); 6.42 (s, 1H);
30 : 6.91 (s, 1H); 7.4 (m, 2H); 7.6 (m, 2H); 7.91 (m, 2H); 8.41 (s, 1H);
8.82 (s, 1H).
(362] |3 (m, 6H); 4.49 (m, 2H); 5.3 (m, 1H), 6.42 (s, 1H); 6.92 (s, 1H); 7.5
3] (m, 2H); 7.62 (m, 2H); 8 (m, 2H); 8.51 (s. 1H); 8.75 (s, 1H).
[330] 4.45 (m, 2H); 5.3 (m, 1H); 6.45 (m, 2H); 6.9 (s, TH), 7.4 (m, TH);
32 7.55 to 7.65 (m, 4H); 8 (s, 1H); 8.4 (s, 1H); 8.85 (s, 1H); | 1.2 (s, TH).
' [322]  |4.08 (s, 3H); 4.49 (m, 2H); 5.3 (m, [H); 6.42 (d, IH); 6.9 (d, 1H);
33 7.12 (m, 1H); 7.6 (m, 2H); 8.26 (m, 1H); 8.55 {m, 2H); 8.95 (s, 1H).
[342] 4.5 (d, 2H); 5.32 (t, 1H); 6.49 (s, LH); 6.94 (s, IH); 7.6 (m, 1H); 7.68
34 (d, 1H): 7.76 (d, 1H); 7.83 (m, 1H); 7.95 (d, 1H); 8.07 (d, IH); 8.5 (s,
1H): 8.92 (m, 2H); 9.31 (d, 1H).




-1 [407]11.42 (s, OH): 4.69 (m 2H): 5.08 (m 1H: 7.45 (s, 1H): 7.68 (m
?I:I)D 46 785 (s.11-1); 8 (17 (ii_l)lH) [8 g}z (s, 1H: 8.61(m 1H). 8.86 (s,

s | 2. 71(s., 3 5. 32
(t, 1H) 2‘5913%%1%% 6.99 (d, 1H): Al N Efn 1%#@8@(@%}&‘;}&0; 7.63
(m 2H): 7.8 (d, 2H): 8.49 (s, 1H). [311] 2.73 (s, 3H): 4.49 (d, 2H: 5.31

Et iti)b .44 (d. | M 697 (dJr 1H); 48 7.18 (in, 1W 7.48 (m 1W 7.55
m 1H): (746 =2H) o 339 —2H); 5.31
(m 1H): 6.E34((ldepl 699 (d. NWRsﬂﬁ‘E?ER%igﬁiﬁgpm? 51 (m H)H? 7.65
(m it?); 77700 782 (m 1M 8.5 (s, | H) [300] 2 (n ak); 329

L AH) . 4482y 6150 " 6. 88
(d 1H. 7.53 onBBly: ;f%"“(‘ﬁi) +k3(’“é”9 ?iyc‘ﬁﬁ@ 58?9%1”—8642\(;&I-dﬁ [316]
4.48 (d, |2H); 15.31 (t, 4bixqg, 160)45(n( di); THE(mB2IDS7.€ dm, VY 8.7 (HEH M8934) S1
7.77 (m 1A); 8.29 (n, ||f: 8.37 (n, 1H; 8.51 (s, IH; 8.85 (s, || H.

[342] 4.5 (d, 2H); 5.32 (1, IH); 6.49 (s, 1H); 6.99 (s, 1H); 7.69 (m, 1H);
16 7.73 (m, 2H); 8.18 (m, 2H); 8.51 (s, 1H); 8.58 (d, 1H); 8.29 (d, 1H);
8.94 (s, 1H); 9.4 (s, 1H).

(3881 1.3 (d, 3H); 1.7 (m, 4H); 2.3 (m, 2H); 2.5 (m, 2H); 3.2 (q, 1H), 4.5 (d,
37 2H): 5.3 (¢, 1H); 6.45 (d, 1H); 6.9 (d, 1H); 7.4 (m, 2H); 7.6 (m, 2H);
7.9 (m, 2H); 8.4 (s, 1H); 8.8 (s, 1 H) _

[378] |3 (m, 6H); 4.7 (m, 2H); 5.59 (m, 1H); 7.42 (m, 1H); 7.5 (m, 2H); 7.65
(m, 2H); 7.81 (s, 1H); 8.01 (m, 2H); 8.41 (s, 1H); 8.91 (s, 1H).

[338]  |4.08 (s, 3H); 4.69 (m, 2H); 5.58 (m, 1H); 7.15 (m, 1H); 7.4 (s, iH);
39 7.62 (m, 2H); 7.8 (s, 1H); 8.16 {m, 1H); 8.41 (s, 1H); 8.59 (d, 1H);
9.01 (s, IH).

[358] (4.7 (d, 21); 5.59 (, 1H); 7.44 (s, 1H); 7.7 (m, 3H); 7.85 (s, 1H);
40 8.15 (m, 2H): 8.4 (s, 1H); 8.58 (d, 1H); 8.9 (d, 1H); 9 (s, 1H}); 9.39 (s,
[H).

[392]  |1.11(d, 6H); 2.51 (m, 1H); 4.68 (m, 2H); 5.57 (m, 1H); 7.33 (m, 1H);
a1 7.41 (s, 1H) 7.6 (m, 4H); 7.8 (s, 1H); 8.29 (s, 2H); 8.9 (s, 1H); 9.9 (s,
1H).

[404] (1.3 (d, 3H); 1.7 (m, 4H); 2.3 (m, 2H); 2.5 (m, 2H); 3.2 (g, 1H), 4.7 (d,
42 2H); 5.55 (t, 1H); 7.4 (m, 3H); 7.6 (m, 2H); 7.8 (s, 1H); 7.9 (d, 2H);
8.3 (s, IH), 8.9(s, 1 H)

[364]  12.18 (s, 6H); 3.4 (s, 2H); 4.68 (d, 2H); 5.58 (t, 1H); 7.32 (d, 2H); 7.41
43 (s, 1HY; 7.6 (m, 2H); 7.71 (s, 1H); 7.92 (m, 2H); 8.31 (s, 1H); 8.9 (s,
1H).
[396] 2.9 (s, 3H); 3.2 (s, 3H); 4.68 (m, 2H); 5.56 (m, 1H); 7.43 (m, 2H),
7.64 (m, 2H); 7.83 (s, 1H); 7.89 (m, 2H); 8.47 (s, 1H); 8.91 (s, IH).
[322]  |4.68 (m, 2H); 5.11 (m, 2H); 5.55 (m, 1H); 6.5 (d, 1H); 7.05 (m, 2H);
45 7.22 (s, 1H); 7.41 (s, 1H); 7.59 (m, 2H); 7.8 (s, 1H); 8.18 (s, 1H); 8.9
' (s, 1H).

38

44




[331] 4.49 (m 2H); 5.33 (n, 1H): 6.49 (d, 1H); 6.96 (d, 1H: 7.3 (n, 3H):
52 6629010' 4;0 8. 481(?d 1;|)H) 87915(3 IH) [348] 249 g)q 2H) : (5.35H%}n
I H);

8. 051204 4439§ 15 (d. 1H: 8. 765(? ?3?%3?059%17{ 2o
(m2H) 5.31 (m 1H); 6.47 (d, 1H); 694(d1 735(n, 54 " 7.64
On, 2H): 7.84 (m 2H); 8 (d, IW 8.5 (s, 1H); 8.9 (s, 1H) [352] 4.7 (m
2H); 5.6 (in_1H): 7.45 (s, -1H)5Z 2H): 7. 85 {5—1W 8-3-55- On, 4H):

6 (s, 1HEX 8. oBiya, 1H) [313]L11>11M’r15@fpm*2ﬂm?§\4 -6 SN PR . 7,41 (s, IH)7.6

(m 4H); 17.8 (s, wbMy 7.91 56 (s, 1H); 8.2 (s, . 8.9 (s, 1 353
2.51 (s, 8H), 4[7On1 2H); 5.58 On, . 1H); 7'(21 (mH)2I—I\- (s, 1. [. 5]7

, )7 42 (s, 1H)
7.6 On, 2H): 7.8 (&) 1H)42 5, BH): G0 (0w BED: 6.08 {m( §D: 165 5 gHEg 6dm. PRl | [ 347]
4.68 On, i% 5. 59 On, l‘é_g(s liLIg &(P'7(51H)|} 8%238(1'}{'? 8@1"%(1 111)6&;& (!;,, iQH , 58

S, .

7.81 (s, 8. 27 (s, Ch, 2H);
Hp3 (3711689(27165 1EH) ’ ’

5.6 (in, [LH): |7.45 s,
[305] 271 (s, 3H); 4.5 (d, 2H); 5.32 (&, 1H); 6.44 (d, 1H); 6.99 (d, 1H);
7.35 (m, 1H); 7.48 (m, 2H); 7.63 (m, 2H); 7.8 (d, 2H); 8.49 (s, 1H).
[311] 2.73 (s, 3H);, 4.49 (d, 2H); 5.31 (t, 1H); 6.44 (d, TH); 6.97 (d, 1H);
7.18 (m, {H); 7.48 (m, 1H); 7.55 (m, [H); 7.6 (m, 2H); 8.46 (s, 1H).
{339} 2.72 (s, 3H); 4.49 (m, 2H); 5.31 (m, 1H); 6.44 (d, 1H); 6.99 (d, 1HY;
49 7.41 (m, 1H); 7.51 (m, 1H); 7.65 (m, 2H); 7.77 (m, 1H); 7.82 {m,
1H); 8.5 (s, 1H).

[360] 2 (m, 4H): 3.29 (m, 4H); 4.48 (d, 2H); 5.29 (t, 1H); 6.41 (d, 1H); 6.61

47

48

50 (m, 2H); 6.88 (d, 1H); 7.53 (m, 2H); 7.75 (m, 2H); 8.2 (s, 1H); 8.76
(s, 1H).
[316]  |4.48 (d, 2M0); 5.31 (1, 1H); 6.45 (d, 1H); 6.95 (d, 1H); 7.65 (m, 3H);

> 7.77 (m, TH); 8.29 (m, 1H); 8.37 (m, 1H); 8.51 (s, 1H); 8.85 (s, 1H).

[331] 1449 (m, 211); 5.33 (m, 1H); 6.49 (d, 1H); 6.96 (d, 1H); 7.3 (m, 3H);
52 7.65 (m, 4H); 8.49 (s, 1H); 8.91 (s, LH).

[348] 4.49 (m, 2H); 5.35 (m, 1H); 6.49 (d, 1H); 7.01 (d, 1H); 7.45 {m, 1H});
53 7.55 (m, 1H); 7.72 (m, ZH); 8.05 (d, 1H); 8.15 (d, THY; 8.76 (s, 1H);

8.96 (s, 1H).

[347] 4.49 (m, 2H); 5.31 (m, 1H); 6.47 (d, 1H); 6.94 (d, 1H); 7.35 (m, 2H);
>4 7.64 (m, 2H); 7.84 (m, 2H); 8 (d, 1H); 8.5 (s, 1H); 8.9 (s, 1H)

[352] 4.7 (m, 2HY; 5.6 (m, 1H); 7.45 (s, 1H); 7.7 (m, 2H); 7.85 (s, 1H); 8.3
33 (m, 4H); 8.6 (s, 1H); 8.95 (s, IH).

{313] 4.7 (m, 2H); 5.6 (m, 1H); 7.41 (s, 1H); 7.6 (m, 4H); 7.8 (s, 1H); 7.91
56 (s, |H); 8.2 (s, 1H); 8.9 (s, TH).

[353]  12.51 (s, 3H); 4.7 (m, 2H); 5.58 (m, 1H); 7.31 (m, 2H); 7.42 (s, 1H);
37 7.6 (m, 2H); 7.8 (s, 1H); 7.91 (m, 2H); 8.31 (s, 1H); 8.88 (s, 1H).

[347] 4.68 (m, 2H); 5.59 (m, 1H); 7.16 (d, 1H); 7.4 (m, 2H); 7.62 (m, 2H);
58 7.8% (s, 1H); 8.27 (s, 1H); 8.9 (s, 1H).

[385] 13,25 (s, 3H); 4.7 (m, 2H); 5.6 (m, 1H); 745 s, 1H); 7.68 {m, 2H);
59

735 (s, 1H): 7.98 (d, 2H); 8.23 (d, 2H); 8.53 (s, 1H); 8.94 (s, 1H).




59 7.35 (s, 1H); 7.98 (d, 2H); 8.23 (d, 2H); 8.53 (s, 1H); 8.94 (s, 1H).
Ex Mo or [MH I ITH NWR spectrum (DIVISO-d6, 5 in ppnm) [363] 4.7 (m 2H);
5.58 (m k) 2000/B@32m 2H); 7.43 (s, 39 H); 7.65 (m 2E/FRDIDOSDS(m 2H);
7.9 (s, 1H); 7.98 (d, 1H); 8.4 (s, 1H); 8.95 (s, 1H. [363] 4.7 (m 2H);
+5.58 (m 1H); 7.43 (s, 1H); 7.52 (d, 1H); 7.63 (n, 2H); 61 7.8 (m 2H);

7.98 (m 1W 8.06 (m 1H); 8.4 (s, 1H; 8.95 (s, 1H); 8.92 (s, | H).
[322] 2. T2gks) 3lvb'm4- 5 (d, ZFDHlﬁwiz&pé&nu%(UMsddéén{ﬁ nbH) 7. 48 (t, 2H); 62
7.65 (d. |1H); |7.84 On. 3H): 8.15 (s, 1): 8.75 (s, [328] 2.73| (s, 3H):
z71. gg gg, fw 6. 1@’H(Hl iH); 7.17 (d, 1H); 7.48 (d, lH) 63 7.55 (d, 1H);
382 (s, 3%&); 4 3563?0', 4:13(;’11 éiH)l?s%%m %7%5(& ilfﬂ 734K)s, 1B§551?ds (& iQ( ds’ 1\?;vl-|),
7.75 (d, 12H); |7.82 (d, |1F) m82H1157?§;Hj)ﬂ)7988d TH): B ( 511@ 8?53(771]H}1 98| (t, 4H):
3.28 (t, [4W 8534 Al BB sl (I, Q0 148; 7 3 0s 1) 3%38R, 2m);
61 7.8 (m, 2H); 7.98 (m, 1H); 8.06 {m, 1H); 8.4 (s, 1H); 8.95 (s, 1H);
8.92 (s, 1H).
(322]  12.72 (s, 3H); 4.85 (d, 2H); 6.15 (t, 1H); 7.35 (t. 1H); 7.48 (1, 2H);
62 7.65 (d, [H); 7.84 (m, 3H); 8.15 (s, 1H); 8.75 (s, 1H)
[328]  [2.73 (s, 3H); 4.85 (d, 2H); 6.18 (¢, 1H); 7.17 (d, 1H); 7.48 (d, 1H);
63 7.55 (d, 1H); 7.63 (d, 1H); 7.82 (d, 1H); 8.15 (s, 1H); 8.73 (s, 1H)
(3521 [2.70 (s, 3H): 3.82 (s, 3H); 4.82 (d, 2H); 6.16 (t, 1H); 7.05 (d, 2H);
64 7.63 (d, TH); 7.75 (d, 2H); 7.82 (d, TH); 8.15 (s, 1H); 8.75 (s, 1H)
3771 |1.98 (1, 4H); 3.28 (¢, 4H); 4.82 (1, 2H); 6.18 (¢, 1H); 6.60 (d, 2H); 7.56
63 (d, 1H); 7.75 (m, 3H); 8.05 (s, 1H); 8.25 (s, 1H); 9.03 (s, 1H)
[326]  14.82 (s, 2H); 6.19 (m, 1H); 7.31 (m, 2H); 7.38 (m, 1H); 7.67 (d, 1H);
66 7.84 (d. YH): 8.08 (s, 1H); 8.38 (t, VH); 8.45 (d, 1H); 9.22 (s, |H)
(386]  |3.25 (s. 3H); 4.85 (s, 2H); 6.18 (m, 1H); 7.7 (d, 1H); 7.87 (d, 1H);
67 8.00 (d, 2H): 8.14 (s, 1H): 8.22 (d, 2H); 8.67 (s, 1H); 9.14 (s, 1H)
[348]  [4.83 (s, 2H); 6.19 (m, 1H); 7.28 (m, 2H); 7.35 (m, TH); 7.67 (m, 3H);
68 7.79 (d, 1H); 8.12 (s, 1H) 8.53 (s, 1H); 9.20 (s, 1H)
[364]  |4.83 (s, 2H); 6.19 (m, 1H); 7.35 (m, 2H); 7.68 (d, 1H); 7.85 (m, 3H),
69 7.98 (d, TH); 8.12 (s, 1H) 8.55 (s, 1H); 9.15 (s, 1H)
[208]  |4.82 (s, 2H); 6.18 (m, 1H); 6.60 (d, 1H); 6.82 (d, 1H); 7.60 (d, TH);
70 7.74 (s, 1H); 7.82 (d, 1H); 8.08 (s, 1H); 8.38 (s, 1H); 9.14 (s, |H)
[364]  |4.83 (s, 2H); 6.18 (m, 1H); 7.55 (d, 1H); 7.67 (d, 1H); 7.82 (m, 2H);
7 7.96 (d, 1H); 8.08 (d, 1H); 8.12 (s, 1H); 8.50 (s, 1H); 8.55 (s, 1H);
9.15 (s, IH)
[376] |2 (m, 4H); 3.32 {m, 4H); 4.68 (d, 2H); 5.58 (t, 1H); 6.6 (d, 2H); 7.41
72 (s, TH); 7.55 (m, 2H); 7.75 (m, 3H); 8.11 (s, 1H); 8.82 (5,1 H).
181.5-182 1.5 (d, 3H); from 4.95 to 5.05 (m, 1H); 5.65 (d, 1H); 7.45 (s, 1H);
73 _ 7.55 (d, 2H); from 7.6 to 7.7 (m, 2H); 7.8 (s, 1H}); 8.05 (d, 2H); 8.4
(s, 1H); 8.95 (s, |H).




d, 1H; 7.75 (m 3H); 8.05 (s, 1H); 8.25 (s, 1H); 9.03 (s, 1H [326] 4.82
EZ, itl)b 6.(1)9(m | |—|?;87égl(t01,|2;)|)5 g.ig(gq iH)E 7.67 (d, IH; 66 7.84
3.25 (s, ‘3@?"“&?‘%‘%313(2: 2H); 6.18 (in,°H); "1 |(_Dd: %ﬁ%%@ﬁ%ﬁf%
8.00 (d, 2W 8.14 (s, 1H); 8.22 (d, 2H); 8.67 (s, IH; 9.14 (s, 1H) [348]
471. a;g EZ _erH) ZAg._ig_(cigl____1_3__;__8_7538 01,_ 2H); 7.35 On, 1H); 7.67 (m 3W 68
6.19 (in, ?ﬁ) MR i 2H) 7@3@“@@@;(@;%@%@&?)@;; 69 7. 92’(§,H)’
1H); 8.12 (s, 1HmBgp5 (s, 1H); 9.15 (s, 1H) [298] 4.82 (s, 2H); 6.18 (m
itl)b g.gg e rjd)sﬁ R; (d, 1W _.7.80 (d, 1H}+— 707 74+s—3H);—7-82 (d,
(m | H: 7455 (d,“ziiaiij;ﬁg.((%’?éﬁ??j ﬁSH)IM77(€(2Sm7 '5[2(%6%]);7?{8?'6(9%7(3@’&1? : 12.08
(d 1H): 812 (s ,1H);453.21513?(7&&liil);;8-08@53§ﬂ(§-,iﬁ)EH); 948", IH) [876] 2
CRET PSR PR R o T R e i D i o
6.98 (d, 1H); 7.06 (d, 2H); 7.61 (m, 2H); 7.75 (m, 2H); .48 (s, 1H).
(358]  |4.5 (d, 2HY; 5.32 (t, 1H); 645 (d, 1H); 6.95 (d, 1H); 7.66 (m, 2H);
76 7.81 (m, 2H); 8.18 (m, 2H); 8.6 (s, 1H); 8.87 (s, 111).
[321] 3.8 (s, 3H); 4.48 (d, 2H); 5.31 (t, 1H); 6.42 (d, 11); 6.9 (d, TH); 7.02
7 (4, 2H); 7.6 (m, 2H); 7.89 (d, 2H); 8.32 (s, 1H); 8.81 (s, 1H).
[308]  [4.48 (d, 2H); 531 (t, 1H); 6.42 (d, 1H); 6.92 (d, 1H); 7.3 (m, 2H);
78 7.61 (m, 2H); 7.99 (m, 2H); 8.41 (s, 1H); 8.82 (s, 1H).
[327]  14.48 (m. 2H); 531 (m, 1H); 6.43 (d, 1H); 6.93 (d, 1H); 7.51 (m, 1H);
7 7.65 (m, 2H): 7.8 (m, 1H); 7.97 (m, 1H); 8.49 (s, [H); 8.82 (s, 1H).
B T1397] 1448 (d, 2H); 531 (¢, 1H); 6.42 (d, 1H); 6,91 (d, 1H); 7.6 (m, 4H); 7.9
80 (d, 1H); 8.29 (s, 1H); 8.82 (s, 1H).
(3317 448 (m, 2H); 531 (m, 1H); 6.42 (d, 1H); 6.92 (d, 1H); 7.16 (d, 1H);
81 7.4 (d, 1HY: 7.6 (m, 2H); 8.33 (s, | H); 8.82 (s, 1H).
[309]  14.48 (m, 2H); 5.31 (m, 1H); 6.43 (d, TH); 6.91 (d, 1H); 7.38 (m, 3H);
82 7.65 (m, 2H); 8.26 (m, 1H); 8.41 (d, 1H); 8.92 (s, I H).
[369]  |4.48 (m, 2H); 531 (m, TH); 6.45 (d, 1H); 6.94 (d, TH); 7.42 (m, 1H);
83 7.51 (m, 1H); 7.62 (m, 2H); 7.96 (d, 1H); 8.15 (s, 1H); 8.52 (s, 1H);
8.82 (s, 1H). |
[339] 241 (s, 3H), 4.49 (m, 2H); 5.31 (m, 1H); 6.44 (d, 1H); 6.92 (d, 1H);
84 7.45 (m, 1H); 7.61 (m, 2H); 7.79 (m, 1H); 7.98 (m, 1H); 8.45 (s, 1H);
8.82 (s, IH).
[369]  13.25 (s, 3H). 4.49 (m, 2H); 5.31 (m, 1H); 6.44 (d, 1H); 6.95 (d, 1H);
85 769 (m, 2H); 8 (d, 2H); 8.21 (d, 2H); 8.62 (s, 1H); 8.87 (s, 1H).
[207]  |4.48 (m, 2H); 5.31 (m, 1H); 6.44 (d, 1H); 6.91 (d, 1H); 7.12 (m, 1H);
86 7.51 (m, 2H); 7.6 (m, 2H); 8.32 (s, 1H); 8.81 (s, 1H).
(331] 1449 (m, 2H); 5.31 (m, 1H); 6.45 (d, 1H); 6.92 (d, 1H); 741 (m, 2H);
87 7.66 (m, 3H); 8.19 (m, 1H); 8.51 (s, 1H); 8.56 (s, 1H); 8.88 (s, 1H).




181.5-182 1.5 (d, 3H); from4.95 to 5.05 (m 1H); 5.65 (d, 1H); 7.45 (s,
1H); 73 7.55 (d, 2H); from7.6 to 7.7 (m 2H); 7.8 (s, 1H); 8.05 (d, 2H);

8.4 (s, WiMpo09BI49592(s, |H). ii Ex Mg or i mtH H NVRGEPEERLH0040(IIBVI SO d6,
6 in ppn) 206-210 1.6 (s, 6H); 5.5 (s, 1H); 7.4 (s, 1H); 7.5 (d, 2H); from
7.6 to 7.7 (m 74 2H); 7.75 (s, 1H); 8.0 (d, 2H); 8.35 (s, 1H); 8.9 (s,

1H). [335] 2.68 (s, 3H):; 3.81(s, 3H):; 4.49 (d, 2H); 5.32 (t, 1H): 6.45 (d,

1H); 75 [6FR8[(dMpldd); [7.06 (d, 'BHMREp&LuDMED-d6, B.i7pprf)m 2H); 8. 48 (s,
1H). [358] 4,5 . 5.32 (t, 1H); 6.45 (d, 1H); 6.95 (d, 1H);| 7.66 (m
oH): 76 |7.81 (MMM :"18.18 (m 2H): 8.6 (s, 1H): 8.87 (s, 1H). [B321] 3.8
(s, _ 3H); [4. 48’)(d3[3%|]%; 1528%, 0y, 4kiblin, BL1AD.sRd, 28K 5.3 16 169, 64]5H)d Vi), 0287(7OI d,
3;)!) &73: glgtr?s f'H)Hj; 6. 4225@,@1 % ’596‘5912*()(657(1714)~H) 77édohH)H%|3|j (s, ‘7'%) ]87?961 on,
2H); 7.99 (m {2H); 8. 4L sy, ks, 18.82 (s, 1H).
T [2811 1449 (d, 2H); 531 (t, tH); 6.45 (d, 1H), 6.6 (m, 1H); 6.83 (d, 1H);
89 6.91 (d, [H); 7.61 (m, 2H); 7.76 (s, 1H); 8.25 (s, 1H); 8.88 (s, 1H).
[331]  |4.49 (m, 2H); 5.31 (m, 1H); 6.45 (d, 1H), 6.91 (s, LH); 7.02 (s, 1H);
90 17.61 (m, 3H), 7.91 (d, 1H); 8.01 (s, 1H); 8.25 (s, 1H); 8.45 (s, TH);
8.85 (s, 1H).
] [298]  |4.48 (m, 2H); 5.31 (m, 1H); 6.44 (d, 1H); 6.94 (d, 1H); 7.67 (m, 2H);
o 7.75 (d, 1H): 7.91 (d, [H); 8.52 (s, 1H); 8.91 (s, tH).
[337]  |3.32 (s, 3H); 4.48 (m, 2H); 5.31 (m, [H); 6.44 (d, 1H); 6.91 (d, 1H);
o2 7.32 (d, 2H); 7.6 (m, 2H); 7.8 (m, 2H); 8.41 (s, 1H); 8.81 (s, IH).
3551 12.72 (s, 3H); 4.7 (d, 2H); 5.59 (t, 1H); 7.52 (d, 2H); 7.62 (m, 3H);
93 7.85 (m, 31); 8.6 (s, 1H).
[327] |2.76 (s, 3H); 4.68 (d, 2H); 5.58 (t, 1H); 7.18 (m, 1H); 7.48 (d, 1H);
% 7.57 (m, 3H); 7.62 (m, 1H); 7.86 (s, 1H), 8.58 (s, 1H).
i (3551 1272 (5, 3H); 4.68 (d, 2H); 5.58 (t, 1H); 7.41 (m, TH); 7.51 (m, THY;
95 7.65 (m, 3H); 7.79 (d, 1H); 7.86 (m, 2H), 8.61 (s, 1H).
[(357] 3.3 (s, 3H); 4.69 (m, 2H); 5.59 (m, TH); 7.21 (m, 1H); 7.39 (m, 1H);
% 7.66 (m, 4H); 7.88 (s, 1H); 8.6 (s, 1H).
[325]  |4.68 (m, 2H); 5.57 (m, 1H); 7.28 (m, 2H); 7.41 (s, 1H); 7.61 (m, 2H);
o 7.81 (s, |H); 8 (m, 2H); 8.31 (s, 1H); 8.9 (s, 1H).
[343]  |4.68 (m, 211); 5.57 (m, 1H); 7.42 (s, 1H); 7.5 (m, 1H); 7.61 (m, 2H);
98 7.8 (m, 2H); 7.98 (m, 1H); 8.4 (s, 1H); 8.9 (s, I H).
[332] 147 (m, 2H); 5.58 (m, 1H); 7.48 (s, IH); 7.66 (m, 3H); 7.79 (d, 1H);
%9 7.85 (s, 1H); 8.32 (d, 1¥I); 8.41 (s, 1H); 8.5 (s, 1H); 8.92 (s, 1H).
[325] 4.7 (m, 2H); 5.58 (m, 1H); 7.32 (m, 4H); 7.67 (m, 2H); 7.8 (s, 1H);
109 8.29 (m, 2H); 9 (s, 1H).
[384]  |4.68 (d, 2H); 5.57 (m, 1H); 7.41 (m, 2I0); 7.50 (d, TH); 7.64 (m, 2H);
1ol 7.82 (s, 1H); 7.97 (d, 1H); 8.15 (s, 1H); 8.43 (s, 1H); 8.88 (s, 1H)
[347]  14.69 (s, 2H); 5.58 (m, 1H); 7.31 (m, 3H); 7.42 (s, 1H); 7.68 (m, 4H);
102 7.82 (s, 1H); 8.46 (s, 1H); 8.98 (s, 1H) J




[327] 4.48 On, 2H); 5.31 (m 1H); 6.43 (d, 1H); 6.93 (d, 1H); 7.51 ;
79 7.65 (m 2H); 7.8 (m 1H); 7.9701(1I—|);H)8.49(s(1l—|) H)882(s(rlnl—|)1|_|)

[297]44 5.31 (t, 1H): 6. d, 1H: 6.9

3@09?@%% 8.29 (s, 1H): &os (s, H)lH) j"é‘?ﬁ’%ﬁ@b?ﬁ o
531(m 1H): 6.42 (d, 1H): 6.92 (d, 1H: 7.16 (d, 1I-1): 81 74(d 1H);
IH?-(?;]éFD#SJ?’S (Z,Q%H%a 8.82 (s, 1H). [309] 4.48 (m 2H): 5.31 (in,

: . . —-H):-6..9% - ; ’l - - - ; T_S 26

1H); 8. 41 gﬂd 139’,1’%{. 92 (s, 1H) HW&@PGC&TUE‘FQ@?C?%%;‘“%Q 1 (in, 1H; 6.(215
gg, llH)H) 6.94 (i 17 ﬁ% (m 1H); 83 7.51 (in, 1H); 7.62 On, 2H); 7.96
4.49 (m 2% 5. 311%0n, ilﬁ|§(d eHAS - {dm. iiil) "”é (@2“(%7’41% mWS"?mﬁH%;’ .

11-1) 7. 61 2H) ; 7.797@ 1) 327 9%uD.es iy 8. 45 (s, 1W  8.82[ (s, 1H).
[369] 3.25 (s, 3H._ 4. 49 (% h%n bl :kl—h') ﬁAA(!d 1H: 6 Ed"lH)
H:; 85 [347] 469 (d 2H); 557(m 1H) 74 (m, 3H); 7.65 (m, 3H); 7.82 (s, 1H) ;
104 8.21(m, 1H); 8.44 (s, [H); 8.53 (s, 1H); 8.95 (s, |H)
[361]  |4.33 (s, 3H): 4.69 (s, 21); 5.58 (m, 1H); 7.26 (m, 2H); 7.43 (s, 1H);
105

7.65 (dd, 2H): 7.75 (s, 2H); 7.86 (s, 1H); 8.56 (s, 1H); 9.04 (s, 1H)
[349]  [3.25 (t, 2H); 4.55 (1, 2H); 4.68 (s, 2H); 5.57 (m, 1H); 6.81 (d, 1H);
106 7.42 (s, 1H); 7.57 (m, 2H); 7.71 (d, 1H); 7.78 (s, 1H); 7.83 (s, 1H);
8.20 (s, 1H); 8.86 (s, 1H)

[297]  |4.65 (s, 2H); 5.57 (m, 1H); 6.60 (m, 1H); 6.82 (m, 1H); 7.40 (s, TH);
107 7.57 (d, 1H); 7.65 (d, 1H); 7.75 (s, 1H); 7.80 (s, 1H); 8.12 (s, 1H);
8.92 (s, 1H)

[347]  |4.68 (s, 2H); 5.57 (m, 1H); 7.02 (d, |H), 7.44 (s, 1H); 7.64 (m, 3H);
108 7.81 (s, 1H); 7.95 (d, 1H); 8.02 (s, 1H): 8.27 (s, TH); 8.34 (s, 1)
8.91 (s, 1H)

"T374] |4.68 (s, 2H); 5.58 (m, 1H); 7.40 (s, LH); 7.68 (dd, 2H); 7.75 (d, 1H);

109 7.83 (s, 1H); 7.92 (d, 1H); 8.40 (s, 1H); 8.98 (s, 1H)
- [356]  12.70 (s. 3H); 4.82 (s, 2H); 6.18 (m, 1H); 7.54 (d, 2H); 7.65 (d, 1H);

1o 7.85 (m, 3H); 8.17 (s, 1H); 8.75 (s, 1H)

(356]  |2.72 (s, 3H); 4.82 (s, 2H); 6.19 (m, 1H); 7.42 (d, 1H); 7.52 (¢, 1H);
H 7.67 (d, 1H): 7.78 (d, 1H); 7.85 (m, 2H); 8.16 (s, 1H); 8.77 (s, 1H).

[376]  |4.81 (s, 2H); 6.19 (m, 1H); 7.68 (d, 1H); 7.82 (m, 3H); 8.10 (s, 1H);
H2 8.15 (d, 2H); 8.62 (s, 1H); 9.12 (s, 1H)

[326]  |4.81 (s, 2H); 6.19 (m, 1H); 7.29 (t, 2H); 7.65 (d, 1H); 7.81 (d, 1H);
H3 7.99 (m, ZH); 8.10 (s, TH); 8.47 (s, 1H); 9.11 (s, 1H)

[344] |4.81 (s, 2H); 6.19 (m, 1H); 7.52 (q, 1H); 7.65 (d, 1H); 7.80 (m, tH):
H4 7.82 (d, 1H); 7.96 (m, 1H); 8.12 (s, 1H); 8.52 (s, 1H); 9.10 (s, 1H)

[314]  |4.81 (s, 2H); 6.19 (m, TH); 7.60 (m, 3H); 7.79 (d, 1H); 7.90 (d, 1H);
Ho 8.07 (s, 1H); 8.32 (s, 1H); 9.09 (s, 1H)

(309]  |4.82 (s, 2H); 6.20 (m, 1H); 7.32 (m, 1H); 7.67 (d, 1H); 7.83 (d, IH);
116

7.87 (t, 1H); 8.10 (m, 2H); 8.59 (m, 2H); 9.20 (s, 1H)




7.69 (m 2H); 8 (d, 2H); 8.21 (d, 2H); 8.62 (s, 1H); 8.87 (s, 1H).
[297]14.48 On, 2H); 5.31 On, 1H); 6.44 (d, 1H); 6.91 (d, IH; 7.12 On, 1H);
86 7.51 OWO28991433% (m 2H); 8.32 (s63 1H); 8.81 (s, PUHYFR2(0330§298. 49 On,
2H); 5.31 On, 1H); 6.45 (d, 1W 6.92 (d, 1W 7.41 (m 2H); 87 7.66 (m
3H); 8.19 On, 1H); 8.51 (s, 1H); 8.56 (s, 1H); 8.88 (s, 1H). Ex M or
IMA-11 IH NLVIR spectrum (DMSO-d6, 5 in ppnm) [333] 3.25 (t, 2H); 4.49 (m
2H); 4.58 [(Ex 2H) Mp5or31[On,” TH); "6 M¥R(sgectrbh(DMB®-16582pi(rh, | H); 6.9 (d,
1H), 7.57 (m 2H): 7.7 (d, | H; 7.81 (s, 1H); 8.29 (s, 1H); 8.8 (s, 1H).
[281] 4.49 (d, HSM“%i 31(t, 1H): 6.45 (d, 1H), 6.6 (n, 1H: 6.83 (d, 1H):
89 6.91 (d, 1K), [y43p1 (amBo %F&H)%zﬁtimmm JJH)S (d81}%57(3$(d 1H);7.8. @8 1s, 1H).
[331] 4.49 (m 2H) 5.31 g}l { 1H); 7.02 (s,
1H; 90 7.61 (m 3H); 778aldHD: ﬁ\)\P('B’GD%Q’(Sal )»9@8@5@@ 1H); 8.45 (s,
(15'):1 " _18-_8;7(5’;“ . LEPRLA 0@ 1AV B @RI ST G 7 dlimit : 6. 94
’ ’ 8 " 17.84 (d, 1H); 7.95 (d, 1H); 8.12 (m, 2H); 8.57 (s, 1H); 9.08 (s, 1H)
[356] 2.4 (s, 3H); 4.82 (s, 2H); 6.20 (m, YH); 7.48 (d, 1H); 7.63 (d, 1H);
o 7.80 (m, 2H); 7.95 (s, TH); 8.10 (s, {H); 8.47 (s, 1H}; 9.08 (s, 1H)
[314]  14.80 (s, 2H); 6.18 (m, 1H); 7.12 (m, 1H); 7.51 (m, 2H); 7.61 (d, 1H);
£20 | 7.80 (d, 1H); 8.09 (s, 1H): 8.35 (s, 1H); 9.08 (s, 1H)
[347]  |4.82 (s, 2H); 6.18 (m, 1H); 7.40 (m, 2H); 7.67 (m, 2H); 7.83 (d, 1H);
21 8.10 (s, 1H); 8.19 (m, 1H); 8.50 (s, 1H); 8.59 (m, 1H); 9.17 (s, 1H)
[350]  [3.23 (t, 2H); 4.57 (1, 2H); 4.81 (s, 2H); 6.17 (m, 1H); 6.82 (d, 1H);
122 7.60 (d, 1H); 7.70 (d, 1H); 7.75 (d, 1H); 7.82 (s, 1H); 8.07 (s, 1H);
8.33 (s, 1H); 9.07 (s, 1H)
[348]  |4.82 (s, 2H): 6.17 (m, [H); 7.03 (s, 1H); 7.65 (m, 2H); 7.80 (d, {H);
123 7.92 (d, 1H); 8.02 (s, 1H); 8.09 (s, 1H); 8.35 (s, 1H); 8.49 (s, 1H);
9.11 (s, 1H)
[315]  14.80 (d. 2H); 6.18 (1, 1H); 7.68 (d, 1H); 7.75 (s, 1H); 7.90 (m, 2H);
124 8.12 (s, 1H); 8.58 (s, 1H); 9.20 (s, 1H)
[321]  |4.48 (s, 2H); 4.56 (s, 2H); 5.25 (m, 1H); 5.31 (m, 1H); 6.44 (d, 1H);
125 6.92 (d, 1H); 7.28 (d, 1H); 7.40 (t, 1H); 7.60 (m, 2H) 7.81 (d, 1H);
7.95 (s, 1H); 8.45 (s, 1H); 8.85 (5, 1H)
[376]  |1.89 (s, 3H); 4.28 (d, 2H); 4.48 (s, 2H); 5.32 (m, 1H); 6.44 (d, IH);
196 6.92 (d, 1H); 7.32 (d, 2H); 7.61 (m, 2H); 7.90 (d, 2H) 8.36 (t, 1H);
8.42 (s, 1H); 8.82 (s, 1H)
[380]  |2.9 (s, 3H); 3 (s, 3H); 4.5 (s, 2H); 5.3 (s, 1H); 6.45 (d, 1H); 6.95 (d,
127 1H); 7.45 (¢, 1H); 7.65 (m, 2H); 7.85 (m, 2H); 8.55 (s, 1H); 8.85 (s,
1H)
182-185  |1.55 (s, 6H); 5.5 (s,1H); 6.45 (s, 1H); 7.4 (m, 2H); 7.6 (m, 4H); 7.7
128 (s, TH); 8.05 (s, [H); 8.3 (s, 1H); 8.9 (s, 1H); 11.15 (s, 1H).
[365]  12.07 (s, 3H); 4.31 (m, 2H); 6.18 (m, 1H); 7.38 (m, 1H); 7.59 (m, 3H);
129 7.67 (d, 1H), 7.85 (d, 1H); 8.11 (s, 1H); 8.21 (s, 1H); 8.42 (s, 1H);
9.15 (s, 1H).




\‘
- o

(d, 1H: 7.91 (d, 1H): 8.52 (s, 1H): 8.91 (s, 1H). [33

4. 4&23 (_m72vv 5.3%H§_m81z|)1; 6.4411 (d, 1H): 6(31 (ED 1V\E’ 9;] ‘;’23 §3 oW
d. 2@;@0@0@@%@9} 1 7 52(?d \2’\’4? E7316(23(m1H) P&gﬁﬁhogwﬁé’m% l?:l)"i)

s, 1H). [327] 2.76 (s, 3H); 4.68 (d, 2H): 558(t | H: 7.18 (in,
7.48 (d, 1H): 94 757(m 3W762(m 1H); 7.86 (s, 1H), 858 (s,

[35 ) — 3H)- 4,68 (d;-—2H
; %—E’z‘? 65(”_%@‘“ 3H); 7.79 ("EiN ﬁ)spec‘f”‘ﬁébmo C@’F&”‘%’”@l‘?sf%i?&?]

3H); 4 qu$2rﬂ; 550 (m 1H; 7.21 (m 1W 7.39 (m 1W 96 7,66

\, QR( 1H) 251/1 ")H\-l:l-7/I .

. s, By 74BI0T &H)ng?m f@éiln(?ﬂ‘ H§f Q’“()ﬁ%z"‘zﬁﬂi?mél.lélr(gs
iu(ol“) [343]7.69 68 1. giz_g#) L5500 (LTS 3o, 1T 422 (110 HY 7. S |
n, 2H); 98| 7. (m 2 8 On, 1H); 8.4 (s, 1H: 8.9 (s,

] 4.7 (m 2H); 5.58 On, 1H); 748 (s, 1H); 7.66 (m 3H: [7.79 (d,
[338]  |4.59 (d, 2H); 4.83(d, 2H); 5.28 (t, 1H); 6.19 (¢, 1H); 7.29 (d, 1H); 74

131 (m, 1H); 7.65 (d, 1H); 7.8 (m, 2H); 7.94 (s, 1H); 8.1 (s, 1H); 848 (s,
1H); 9.1 (s, TH).

[(347]  |4.82 (m, 2H); 6.19 (m, 1H); 6.52 (s, 1H); 7.4 (m, 1H); 7.5 (d. 1H);
132 7.7 (m, 2H); 7.91 (m, 1H); 8.15 (m, 2H); 8.48 (s, THY, 9.2 (s, THY;
11.2 (s, TH).

[328] 1225 (s, 3H); 4.81 (m, 2H); 6.18 (m, 1H); 7.1 (s, 1H); 7.35 (5, 1H);

PRSP T WTRRPRORANWN

§;3;33¢3;;®N®;-

133 7.6 (4, 1H): 7.81 (d, 1H); 8.1 (s, [H); 8.32 (s, 1H); 9.11 (s, 1H).

[347] " |4.85 (m, 2H), 6.2 (m, LH); 7 (s, 1H), 7.25 (m, 1H); 7.5 (m, 2H); 7.6
134 (d, 2H); 7.7 (d, TH); 7.9 (d, TH); 8.11 (d, TH); 9.11 (s, 1H); 11.3 (s,

1H).

[327]  14.83(d, 2H); 6.2 (t. 1H); 7.5 (m, 1H); 7.7 (d, 1H); 7.9 (d, 1H); 8.11
135 (m, TH); 8.21 (d, 1H); 8.52 (d, 1H); 8.7 (m, 1H); 9.25 (s, 1H).

(3797 |3 (broad peak, 6H); 4.81 (d, 2H); 6.18 (¢, 11); 7.49 (m, 2H); 7.65 (d,
136 IH); 7.83 (d, 1H); 8 (d, 2H); 8.1 (s, 1H); 8.52 (s, 1H); 9.11 (s, 1H).

(347]  |4.83 (d, 2H); 6.18 (t, 1H); 6.43 (s, 1H); 7.4 (m, 1H); 7.6 (m, 3H);
137 7.85 (m, TH); 8.02 (s, 1H); 8.11 (s, 1H); 8.48 (s, 1H); 9.15 (s, 1H);

H1.3 (s, 1H).

3391 |4.00 (s, 3H); 4.81 (d, 2H); 6.18 (1, 1H); 7.1 (m, TH); 7.63 (d, 1H);
138 7.81 (d, LH); 8.09 (s, 1H); 8.18 (m, 1H); 8.55 (m, 2H); 9.21 (s, 1H).

[365] 2.8 (d, 3H); 4.81 (m, 2H); 6.18 (m, 1H); 7.69 (d, 1H); 7.9 (m, 3H});
139 8.05 (m, 2H); 8.11 (s, 1H); 8.48 (m, 1H); 8.58 (s, 1H); 9.12 (s, TH).

[328] 1248 (s, 3H); 4.81 (d, 2H); 6.18 (¢, 1H); 7.18 (m, 1H); 7.62 (d, TH);
140

7.82 (m, 2H): 8.00 (s, tH); 8.3 (s, 1H); 9.18 (s, 1H).
[359]  |3.83 (s, 3H); 4.82 (m, 2H); 6.21 (m, 1H); 6.55 (d, 1H); 7.4 (d, 1H);
141 7.58 (d, 1H); 7.75 (d, 2H); 8.02 (m, 1H); 8.18 (m, 2H); 8.55 (s, 1H);
9.2 (s, 1H).




99 7.85 (s, 1H); 8.32 (d, 1H); 8.41 (s, 1H); 8.5 (s, 1H); 8.92 (s, 1H).
[325] 4.7 (m 2H); 5.58 (m 1H); 7.32 (m 4H); 7.67 On, 2H); 7.8 (s, 1W
100 8.29 (o 2@0914492s, 1H). [384] 468 (d, 2H); 5. PCT(FR200H0028841 (m
2H); 7.50 (d, 1W 7.64 (m 2H); 101 7.82 (s, 1H); 7.97 (d, 1H); 8.15 (s,
1H); 8.43 (s, 1H); 8.88 (s, 1H [347] 4.69 (s, 2H); 5.58 (n, 1H); 7.31 On,
3H); 7,42 (s, 1H); 7.68 On, 4H); 102 7.82 (s, 1H); 8.46 (s, 1H); 8.98 (s,
| H) r BEX NP Orwﬂd'bﬂ\l F SpeC”UMMQp&%mﬁDMB(pm il MEh1] [ 313]; 4. 68
(d, 2H); §.57 L—g{ .13 (m IH); 7.41 (s, 1H; 7.57 (m 4H); 103 7.80
Es, ét?) g. 22 s (M g.88 (s, 1H) [347] 4.69 (d, 2H) 5.57 (m 1H); 7.41
m , 1.65 482 (ST g (hOAD: §62h My, 7A@, 8ndfo (&, 214 8.53
T BRI Y Tl RO RS o L R T TR R
;. 26 Em 2H 42 7 43 (s, 1Bp$ (QBH)E. 16’-5(n(dH) 8213)(8 )7%9%“ 121-)99”7(586HXS, 1H) ;
56 (s, IH); 9.04(5,1 [ 349 : 4.55 (t, 2 4.68 (s, 2H);
527 (m 1. 481 (4 llg%l(s 849b 23(23mi ( H); ( H)
[365]  |2.08 (s, 3H); 4.82 (m, 2H); 6.18 (m, 1H); 7.29 (m, 1H); 7.55 (d, 1HY:;
143 7.68 (d, 2H); 7.85 (d, 2H); 8.11 (s, 1H); 8.42 (s, 1H); 9.11 (s, TH);
10.1 (s, 1H).
[393]  13.2 (m, 4H); 3.75 (m, 4H); 4.82 (m, 2H); 6.2 (m, 1H); 7.06 (d, 1H);
144 7.65 (m, 1H); 7.8 (d, 2H); 7.85 (m, 1H); 8.12 (m, 2H); 8.4 (m, |H);
9.11 (m, HH).
[359]  |4.82 (m, 2H); 6.18 (m, 1H); 7.85 (m, 2H); 8.18 (m, 3H); 8.6 (m, 2H);
145 8.81(d, 1H); 9.11 (s, LH); 9.25 (s, 1H); 9.45 (s, 1H).
[3931  |1.12 (d, 6H); 2.62 (m, 1H); 4.82 (d, 2H); 6.18 (t, 1H); 7.35 (m, 1H),
146 761 (m, 3H); 7.81 (d, 1H); 8.09 (s, 1H); 8.26 (s, 1H); 8.42 (s, 1H),
9.12 (s, 1H); 10 (s, 1H).
[415]  |2.68 (broad peak, 6H); 4.82 (m, 2H); 6.18 (m, 1H); 7.69 (m, 3H);
147 7.85 (d, TH): 8.11 (s, 1H); 8.26 (d, 1H); 8.32 (s, 1H); 8.68 (s, 1H);
9.12 (m, 1H).
[345]  |4.82 (d, 2H); 6.19 (1, TH); 7.63 (s, 2H); 7.72 (d, 1H); 7.91 (d, THY);
143 8.18 (s, 1H); 8.8 (s, 1H); 9.13 (m, 1H).
[368] 0.92 (d, 6H); 1.51 (m, 1H); 1.72 (m, 2H); 4.2 (m, 2H); 4.81 (m, 2H);
149 6.21 (m, 1H); 7.79 (d, 1H), 7.95 (s, 1H); 8.1 (m, 1H); 8.21 (s, 1H);
8.31 (s, 2H); 9.27 (s, 1H).
185-190  i1.55 (s, 6H); 6.5 (d, 1H); 7.4 (d, 1H); from 7.55 to 7.8 (m, 6H); g.0
150 (s, TH): 8.8 (s, IH): 11.4 (s, 1H); 12.8 (s, |H)
200-205  |1.6 (s, 6H); 5.7 (s, 1H); 6.45 (s, 1H); 7.4 (m, 1H); 7.6 (m, 2H); 7.7 (d,
151 TH): 7.9 (d, 1HY; 8.1 (s, 1H); 8.15 (d, 1H); 8.5 (s, 1H); 8.6 (s, 1H);
9.25 (s, 1H); 11.2 (s, 1H).
228232 11.55 (s, 6H); 535 (s, 1H); 6.45 (s, [H); 7.4 (t, 1H); 7.45 (d, 1H); 7.65
152 (m, 2H); 7.7 (d, 1H); 8.0 (d, 1H); 8.1 (m, 2H); 8.45 (s, 1H); 8.6 (d,
1H); 9.3 (s, 1H); 11.2 (s, 1H),




1106 7.42 (s,

8.20 (

6.82 (m ) 2(709?’1Q4£9§ 1H);
1H); (s,
7.02 (d.

7.80 (s

1H);

S,

(d, 1H);

(s, 1

1
I
1

2H) ;

H)
H) ;
H) ;
H) ;
H)

10

20

8.02 (s, 1H);

8y

1H; 7.57 (m 2H); 7.71 (d, 1H);
8.86 (s, 1H) [297] 4.65 (s, 2H):
107 7.57 4d, 1H);
8.92(s, 11-1)
1H; 7.64 (m 3H);
8.27 (s,1H); 8.34 (s,1 11);

7.78 (s, 1H);
5.57 (m 1H);
7. 65 Wm#ﬂzoo&o@@és
[347] 4.68 (s, 2H):

108 7.81(s,1H); 7. 95
8.91 (s, 1H

H)

1H);

1H) 7.44 (s,

)
-

2 (d,
.18

fon)

.54 (d, 2H); 7.65 (d, | H; 110 7.85 (m 3

1L.Q0-O.

W00

m [MH]]
75

= =y

S LT TR e & B T S8 cang: 19 48 R
-HB75_73 881 1H) . {4378} 74584, 1(15 8.3k, 218); 39 (a M)A (s71H688.68(d,|1
' 10 (s, ]-}/I\—lf); %.]512(& THY; 13.15 (s, TH)

1.55 (s, 6H); 2.5 (s, 3H); 5.35 (s, IH}), 6.7 (s, 1H); 7.5 {m, 1H); 7.75

(d, 1H); 8.05 (m, 2H); 8.55 (s, 1H); 8.65 (d, 1H); 9.4 (s, 1H).

195-198
154

263-266  {3.7 (s, 3H); 4.55 (d, 2H); 5.35 (t, 1H); 6.45 (m, 1H); 7.05 (s, IH);
7.35 (d, tH); 7.4 (m, 1H); 7.65 (m, 3H); 8.05 (s, 1H); 8.35 (s, 1H);

8.65 (s, 1H); 11.15 (s, TH).

155

210-210.5
(dec)

1.55 (s, 6H); 5.2 (s, 1H); 6.35 (d, 1H); 6.9 (d, 1H); 7.55 (d, 2H); 7.65

156 (m, 2H); 8.0 (d, 2H); 8.5 (s, 1H); 8.85 (s, 1H).

The compounds according to the invention were the subject of pharmacological tests for-

determining their modulatory effect on NOT.

Evaluation of the in vifro activity on N2A cells
The activity of the compounds according to the invention was ¢valuated on a cell line (N2A)
endogenously expressing the mouse Nurrl receptor and stably transfected with the NOT

binding response element (NBRE) coupled to the luciferase reporter gene. The ECgq values

are between 0.1 nM and 10 pM. The tests were carried out according to the procedure
described below.

The Neuro-2A cel! line comes from a standard commercial source (ATCC). The Neuro-2A
clone was obtained from a spontanecous tumour originating from a mouse A albino strain by
R.J Klebe et al. This Neuro-2A line is subsequently stably transfected with 8NBRE-
luciferase. The N2A-S8NBRE cells are cultured to confluence in 75 cm’ culture flasks
containing DMEM supplemented with 10% of feetal calf serum, 4.5 g/l of glucose and
0.4 mg/mi of Geneticin. After one week of culture, the cells are recovered with 0.25%
trypsin- for 30 seconds and then resuspended in DMEM without phenol red, containing
4.5 g/t of glucose, 10% of Hyclone defatted serum, and deposited in white, transparent-
bottom, 96-well plates. The cells are deposited at a rate of 60 000 per well in 75 ul for
24 hours before the addition of the products. The products are applied in 25 pl and

incubated for a further 24 hours. On the day of the measurement, an equivalent volume

7.83 (s,
6.60 (m

[ 314]

r; —?7‘28 Ez;—%Mﬁ%m W&Tg*“% 09 .

. 68
. 83
.82
.17
.42
.16



8.15 (d, 2H); 8.62 (s, I H; 9.12 (s, 1H [326] 4.81 (s, 2H); 6.19 (m
1H); 7.29 (t, 2H); 7.65 (d, 1H); 7.81 (d, IF'); 113 7.99 (m 2H); 8.10 (s,
1H); 8.47 PO 200914489211 (s, 1H) [344]974.81 (s, 2H); @CIGFRIAMDLH2987.52 (q,
1H); 7.65 (d, 1H); 7.80 (m 1H); 114 7.82 (d, 1H); 7.96 (m 1H); 8.12 (s,
1H); 8.52 (s, 1H); 9.10 (s, 1H) [314] 4.81 (s, 2H); 6.19 (m | H); 7.60
(m 31-1); 7.79 (d, IH; 7.90 (d, IF'); 115 8.07 (s, IH); 8.32 (s, | H);
9.09 (s, 1HPOup mg}ea@l@iS(asdedZtH)eaclﬁwaDfc(fmvedbt)aWﬁitfﬁz pfmgd AHP;miFut&7in(d, |

H; 7.83 (y\}gﬁd H%) 3 810& 2&% 20 (s,
1H) Ex R}ﬁﬂ_ﬁlc‘gi?Pll_‘teq %f’tlé%l_e?_la%d(: rlr'}‘l 810 dtLon o?t%g% rrll’la[] 3 ]pla 80 (s.
2H); 6.20 érmthebl-d)tiasﬂrecﬂ.ﬁi { chicrdgte lemeQcce(ﬂde countdy Zﬁé‘rlha@dg badd) sealdd withAan82 (d,
1H); 8.10 AH) 339 s, 1H); % t%85 > 2H) 6.19 (m
11y 7. a2 s fin Prdfordis dpteoyep forT 2 shdpRhyohat (G A% 5 (a
1H); 8.512 &imtecmrl);oo&, 5f7D(v&Bo iz p&)d@& dofcentHon ik IDGkd Beﬁ@re(qsnd ialcl;)ture4 82 (s,
2H); 6.20 1W _7.48 (d, I—Q d, ; 119 i
medmm before incubation with the ce]ls thus containing a final concentration of 0.625% of
DMSO.
For example, compounds Nos 4, 10, 30, 36, 59 and 64 showed an ECso 0f 4.5, 2; 48; 137, 74
and 102 nM, respectively.
10 It therefore appears that the compounds according to the invention have a NOT-moduiating
effect.
The compounds according to the invention can therefore be used for the preparation
of medicaments for their therapeutic use in the treatment and prevention of diseases
involving NOT receptors.
15 Thus, according to another of its aspects, a subjéct of the invention is medicaments

which comprise a com'pound of formula (I), or an addition salt of the latter with a

pharmaceutically acceptable acid.

These medicaments are of use in therapeutics, in particular in the treatment and prevention
of neurodegenerative diseases such as, for example, Parkinson’s disease, Alzheimer’s

20  disease, tauopathies (for example, progressive supranuclear paralysis, frontotemporal
dementia, corticobasal degeneration, Pick’s disease); cerebral traumas such as ischaemia
and cranial traumas and epilepsy, psychiatric diseases such as schizophrenia, depression,
substance dependence, attention deficit hyperactivity disorders; inflammatory diseases of
the central nervous system, such as multiple sclerosis, encephalitis, myelitis and

25  encephalomyelitis and other inflammatory diseases such as vascular pathologies,
atherosclerosis, joint inflammations, arthritis, rheumatoid arthritis, osteoarthritis, Crohn’s
disease, ulcerative colitis; allergic inflammatory diseases such as asthma, autoimmune
diseases such as type | diabetes, lupus, scleroderma, Guillain-Barré syndrome, Addison’s
disease and other immunomediated diseases; osteoporosis; cancers.

30 These compounds could also be used as a treatment combined with stem cell
transplantations and/or grafts.
According to another of its aspects, the present invention relates to pharmaceutical
compositions comprising, as active ingredient, a compound according to the invention.

These pharmaceutical compositions contain an effective dose of at least one compound



7.80 (m 2ffi: 7.95 (s, 1H): 8.10 (s, 1H): 8.47 (s, 1H): 9.08 (s, 1H)
[314] 4.80 (s, 2H); 6.18 (m 1ffi; 7.12 (m 1H); 7.51 (m 2H); 7.61 (d, 1W

120 7. 80 4@ 2ddo)1445209 (s, 1H); 8.35 {gs, 1H); 9.08 (%CTlll*ﬁz{}ob/%&Yﬂ%Af 82 (S
2ffi; 6.18 (m 1H); 7.40 (m 2H); 7.67 (m 2H); 7.83 (d, H) ;

(s, 1H); 8.19 (m 1H); 8.50 (s, 1H); 8.59 (m 1H); 9.17 (s 1H) [350] 3 23
(t, 2H): 457 (t, 2ffi; 4.81(s, 2ffi; 6.17 (m 1H): 6.82 (d,1H); 122 7.60

d 1 d (8] NMVeRion_Qr Ut C apie s o 1 T n SO 8 33
ES 1"'); CZ(Q’d%ng’t thEN it 78‘] (aj;}%%rlé% tZazlﬁ/% é%t bl %{D £ i dQ:és §a§u . :l?l)d(al
7.65 (in, @H@ast Oﬂeaﬁhn(nd?eutldal)ly akPBably e:@iq n@l 1H); 8. 02 (s,1H; 8. 09 (s, lH)

?H;D’,S (7.868:“(_?1, ??_#Ggex%ﬁ)%w.a’re Chfgﬁ 1!11:?& 316106_' hpeé)‘_érﬁujaggéxﬂcalg%zaqij tl%fr%_&cd 128( E s,

1H); 9. 20 4dsinidthyion fSR4]. fidbimdBe (sa! 2Hpiend WhGh @se, knBi fo t50325k1(led11,n thffi; 5. 31

1H)., 6.44 . 60
Enm] 2::?)5 7 81 (dl([j] tEip%ﬁrmace?tlcgié o%rgposg‘géls othﬁé)risgnt 1%1 ﬁq)tiorlﬁgdrs%ra! sub Tﬁ)ai]'H) !

subcutaneous, intramuscular, intravenous, topical, local, intratracheal, mtranasal

transdermal or rectal administration, the active ingredient of formula (I) above, or salt

thereof, may be administered in unit administration form, as a mixture with conventional

pharmaceutical excipients, to animals and to humans for the prophylaxis or the treatment of
10 the disorders or diseases above.

The suitable unit administration forms comprise oral administration forms such as
tablets, soft or hard capsules, powders, granules and cral solutions or suspensions,
sublingual, buccal, intratracheal, intraocular and intranasal administration forms, forms for
administration by inhalation, topical, transdermal, subcutaneous, intramuscular or

15 intravenous administration forms, rectal administration forms, and implants. For topical
application, the compounds according to the invention may be used in creams, gels,
ointments or lotions.

By way of example, a unit administration form of a compound according to the

invention in tablet form may comprise the following components:

20 Compound according to the invention 50.0 mg
Mannitol 22375 mg
Sodium croscarmellose 6.0 mg
Maize starch 150 mg
Hydroxypropylmethylcellulose 225 mg
25 Magnesivm stearate 3.0mg

There may be particular cases where higher or lower dosages are appropriate; such
dosages do not depart from the context of the invention. According to the usual practice, the
dosage appropriate for each patient is determined by the physictan according to the method

30 of administration and the weight and response of said patient.

According to another of its aspects, the present invention also relates to a method for
treating the pathologies indicated above, which comprises the administration, to a patient, of
an effective dose of a compound according to the invention, or a pharmaceutically

acceptable salt thereof.



[376] 1.89 (s, 3H); 4.28 (d, 2H): 4.48 (s, 2H); 5.32 (m 1H); 6.44 (d, 1H);
126 6.92 (d, 1H); 7.32 (d, 2H); 7.6B9(m 2ffi; 7.90 Ed, 2[?)’8.36 ('E,’lhl‘-'i):
8.42 (s, 1ffi; 8.82 (s, 1H) [380] 2.9 (s, 3H); 3 (s, 3ffi; 4.5 (s, 2ffi; ’
5.3 (s, 1H); 6.45 (d, 1ffi; 6.95 (d, 127 1H); 7.45 (t, 1H); 7.65 On, 2Hj'
7.85 (m 2ffi; 855 (s, 1H); 8.85 (s, 1H _182-185 1.55 (s, 6H); 5.5 (s, 1
H); 6.45 (SZ 1%184%%&%1—9 7.6 (m 4H); 7.7 128 (s, 1H); 8.05 (s, 1H);
8.3 (s, 1H; 8. ISGRINCG 115 (s, 1H).  [365] 2.07 (s, 3H); 4.31 (m 2H);
6.18 (in, 1H); T.Agoipoundwf formsa (s 3H); 129 7.67 (d,1 H; 7.85 (d ’
1H); 8.11(s, 1H); 8.21 (s, 1H); 8.42 (s, 1H; 9.15 (s, 1H. WD ’

2009/ 14439264PCTXR2009/ 000298 Ex Mp or- 11\4+H 1H NMR spectrum (DVEO-d6, 8
in ppr’r). [338] 4.53 (m 2H); 4.82 (m 2H); 5.21 (m 1H); 6.18 (m 1H); 7.41
(d, 2H); 130 7.69 (m 1H); 7.9 (mRBH); 8.12 (s, 1H); 8.5 (s, 1H)9.12 (s,

| H. [338] \¢ N
~d -
R ol )
Cand
X

R4—0O

‘wherein:

R, represents:

a phenyl or naphthyl group, a heteroaryl group or a
heterocyclic group, wherein these groups are option-
ally substituted with one or more atoms or groups
chosen, independently of one another, from the fol- -
lowing atoms or groups: halogen, (C,-C,s)alkyl, halo
(C,-Cyo)alkyl, (C,-C;)alkoxy, halo(C,-C,)alkoxy,
(C,-C o)thioalkyl, —S(O)(C,-C,olalkyl, —S8(0),
(C,-C,0)-alkyl), hydroxyl, oxo, cyano, nitro, hydroxy
(C;-Cypyalkylene, NRaRW(C,-Colalkylene, (C,-
C,0)alkoxy(C,-C,,)alkyleneoxy, NRaRb,
CONRaRb, SO,NRaRb, NRcCORd, OC(O)NRaRb,
OCO(C,-C,o)alkyl, NRcC(O)ORe, NRcSO,Re, aryl
(C,-C,o)alkylene, monocyclic heteroaryl and aryl,
wherein the monocyclic heteroary! or aryl are option-
ally substituted with one or more substituents chosen
from a halogen and a (C,-C,o)alkyl, halo(C;-C,,)
alkyl, (C,-C,c)alkoxy, halo(C,-C,g)alkoxy, NRaRb,
hydroxyl, oxo, nifro, cyano or OCO(C,-C,p)alkyl
group, and R, is linked to the imidazo[ 1,2-a]pyridine
by an aromatic carbon,

Het represents a monocyclic heteroaryl group containing
from 5 to 6 atoms, including from 1 to 3 heteroatoms
chosen from N, O and S;

X represents from 1 to 3 substituents, which are identical to
or different from one another, chosen from a hydrogen,
ahalogen, (C,-C,o)alkyl, (C,-C,,)alkoxy, NRaRb, nitro
and cyano, wherein the (C,-C, j)alkyl is optionally sub-



4.59 (d, 2H); 4.83 (d, 2H); 5.28 (t, II-1); 6.19 (t, 1H); 7.29 (d, 1H; 7.4
131 (m 1H); 7.65 (d, 1H); 7.8 (m ZH); 7.94 (s, 1H)8.1 (s, 1H); 8.48 (s,
1H); 9.1 (s, 1H). [347] 4.82 (m 2H); 6.19 (m 1H)6.52 (s, 1H); 7.4 (m
1w 75(d 1H); 132 7.7 (m 2H); 7.91 (m 1H); 8.15 (m 2H); 8.48 (s,

1H: 9.2 (s, 1H) 11.2(s, 1H). [328] 2.25 (s. 3H: 4.81(m 2H: 6. 18 (m
iti)b; 71 ? 7 3?‘%(5 1H): 133 7. 61%(d 1H); 7.81 (d, (1H) 8.1 (s,

; S, 2 (m 1H); 7 (s,
1H: 7.25 (m | e‘?‘?ﬁ“"?@ g%ig@fhg%&%%?ﬂ%@ 7.9 (d,
1H: 8. 11(d, 1W(G-C1o)etkoxth) 12 oalk 4B 3 (d "oH); 6% (t,
1 7.5 (m 1H)hdm Id 1H) 79(d 1H): 8.11 135 (m | H: 8.21 (d,

1H); 52 (d,
4 Kl b i s g g o e 511
(d, 2H; 8.11 (sPyH “t“@)ffiw h 4.83 (d, 2H);
6.18 (t, | H; 60ﬂ61ff€8'€nﬂffb>m Gneﬂamﬂen, Chslsewfrenf( mhydm;g 11 37
a halogen, (C,-C,,)alkyl, halo(C,-C,)alkyl and (C,-
C,o)alkoxy;
R, and R, represent, independently of one another,
a hydrogen atom,
a (C,-C, o)alkyl group, optionally substituted with an Rf
group; or
an aryl group, optionally substituted with one or more
substituents chosen from a halogen and a (C;-C )
alkyl, halo(C,-C,cJalkyl, (C,-C,,)alkoxy, halo(C,-
C,0)alkoxy, NRaRb, hydroxyl, nitro or cyano group;
R, represents:
a hydrogen atom,
a (C,-C, ,)alkyl group, optionally substltuted withan Rf
group; or
an aryl group, optionally substltuted with one or more
substituents chosen from a halogen and a (C,-C,,)
alkyl, halo(C,-C,yalkyl, (C,-C,y)alkoxy, halo(C,-
C,o)alkoxy, NRaRb, hydroxyl, nitro, cyano, (C,-C,o)
alkyl(CO)—, CONRaRb, NRcCORd, OC(O)
NRaRb, OCO(C,-C,¢)alkyl, NRcC(O)ORe or aryl
group, wherein the aryl is optionally substituted with
one or more substituents chosen from a halogenand a
(C,-Cyo)akkyl, halo(C,-C,p)alkyl, (C,-C,p)alkoxy,
halo(C,-C,)alkoxy, NRaRb, hydroxyl, nitro or
Cyano group;

Ra and Rb represent, independently of one another, a
hydrogen atom ora(C,-C,,)alkyl, ary}(C,-C,,)alkylene
or aryl group;

or Ra and Rb form, together with the nitrogen atom which
bears them, an azetidine, pyrrolidine, piperidine,
azepine, morpholine, thiomorpholine, piperazine or
homopiperazine group, this group being optionally sub-
stituted with a (C,-C,,)alkyl, aryl or aryl(C,-C,,)alky-
lene group; '




7.85 (m 1H): 8.02 (s, 1H): 8.11(s, 1H): 8.48 1H);

EZ, I1WH).138[3\;,9]8 4.09 (s, 3H); 4.81 (1, 2H); 6.(?8 (9’126-157.(?(wiw %lég
(d. 1w sl 1(d, 1H: 8.09 (s, 1H): 8.18 (m 1H): 8.55 (m 2H: 9.21

(s, 1. 1&9 ]8.3;58(%]d,2§|)l—l?;84.1§1(gm12H?; 6.18 (m 1H): 7.69 (d, 1H: 7.9
(s, 1H). [328] 2.48 (s, 3H): 4.81 ’(d,H)z’ ?.g?’l(Smtl 0. So0e e 1k %12

7.62 (d, 1H; 140 7. 8% Gid R repledat,( & epem}entbf(@’f 1) ondtisg ém 1H);
359] 3.8 : . ; ntly 91(YIC #ppUich 45 (s
L% s iy 7472%%@towgﬁ@iwj§ﬂ(@ﬁmﬂwbm (6
?-3%9](514 lst)' Ex Alp @ JXHEDED: FE NVR spe ry o 02523’ 2' Fﬁ (S’mlH);
142 8.06 (Ejm 1§|)H? g R Mdﬂ‘atog?ﬂ&r(fmmﬂééz‘é%?e VD37 6 (m 2H)
9.21 (s, | H) 9. 35 (dﬁea(lﬁ)rélsl&r[S §-€(21-C§0)alll&9ﬂ, afﬂﬂci*@mla%legeﬂr (s, I H
group;
or Rc and Re together form a (C,-Cs)alkylene group; and
Rf represents ahalogen atom ora (C,-C 0)alkoxy, halo(C,-
C,o)alkoxy, hydroxyl, cyano, NRaRb, C(O)NRaRb,
NRcCORd, OC(O)NRaRb, OCO(C,-C,o)alkyl, NRc-
 COORe, SO,NRaRb, NRcSO,Re, aryl(C,-C,o)alky-
lene or aryl group, wherein the aryl is optionally substi-
tuted with one or more substituents chosen from a
halogen and a (C,-C,alkyl, halo(C,-C,p)alkyl, (C,-
C,o)alkoxy, halo(C,-C,o)alkoxy, NRaRb, hydroxyl,
pitro, cyano or OCO(C -C,o)alkyl group;
or an acid addition salt thereof.
2. The compound of formula (T) according to claim 1,
wherein:
R, represents a phenyl, furyl, quinolinyl, indolyl, pyrrol-
opyridinyl, pyridinyl, isoquinolinyl, thienyl, benzofura-
nyl, benzothiazolyl, benzothienyl, dihydrobenzofura-
nyl, thiazolyl, pyrazolyl, isoxazolyl, benzimidazolyl or
indazolyl group, wherein these groups are optionally
substituted with one or more groups or atoms chosen,
independently of one another, from halogen, (C,-Cyo)
alkyl, (C,-C,,) alkoxy, CONRaRb, NRaRb, (C,-Cyo)
thioalkyl, —S(0),(C,-C;q-alkyD), halo(C,-C,o)alkyl,
hydroxy(C,-C,o)alkylene, NRaRb(C,-C,o)alkylene,
NRcCORd, SO,NRaRb, cyano and nitro;
Ra and Rb represent, independently of one another, a
hydrogen atom or a (C -C, alkyl group; and
Re and Rd represent, independently of one another, a
hydrogen atom or a (C,-C; oJalkyl group;
or an acid addition salt thereof. |
3. The compound of formula () according to claim 1,
wherein:
X represents from 1 to 3 substituents, which are identicalto
or different from one another, chosen from a hydrogen,
a halogen and (C,-C, p)alkyl groups;
or an acid addition salt thereof. .
4. The compound of formula (I) according to claim 1,
wherein: '



[365] 2.08 (s, 3H); 4.82 (m 2H); 6.18 (m 1H); 7.29 (m 1li); 7.55 (d,
1H); 143 7.68 (d, 2H); 7.85 (d, 2H);78.11(s, 1H); 8.42 (s, )1H); 9. 1(1(5, |
H) ; 10.1 (s, 1H). [393] 3.2 (m 4H); 3.75 (m 4H); 4.82 (m 2H); 6.2 (m
1H; 7.06 (d, 1H); 144 7.65 (m 1H:; 7.8 (d, 2H); 7.85 (m 1H); 8.12 (m
2H); 8.4 (m 1H; 9.11 (m 1H). [359] 4.82 (m 21-1); 6. 18 (m 1H); 7.85

Ersn EE)D g ig Em itl)b ;;9%&1? 2H); 145 8.81 (d, 1H); 9.11 (s, 9.25
, s 6 2 (d 2H) ;

6.18 (t. 1H): 7.35 (mRrepresquis, atpasy eiﬂi T gf’(féﬁ HE%P :
8.26 (s, 1H)8.42 (s, 1H) pyridingfrg mldté tqeglts g gﬁg(é?oaém’

peak, 6H); 4.82 (m 2H); %ﬁ@rehﬁﬁoixtbm a?ncﬁ'ﬁ ohﬁﬁ)ﬁ mhdr e&ﬁm(dd 1
8.11(s, 1H): 18.26 (d, 1or 1v$ 8. 6?31g(soll-l) ° glcvzg(m 1H) . H)[345]
4.82 (d, 2H); 6.19 (t amd %g?’goﬂsazlmemtvz (d, 1H); 7.91 (d, 1H); 148

5 The compound of formula (I} according to clalm 1,
wherein:
R, and R, represent, independently of one another, a
hydrogen atom or a (C,-C, o)alkyl group;
or an acid addition salt thereof.

6. The compound of formula (I) according to claim 1,

wherein:

R, represents a hydrogen atom or a (C,-C,,)alkyl group;

or an acid addition salt thereof.

7. The compound of formula (I) according to claim 1,

wherein:

R, represents a phenyl, furyl, quinolinyl, indolyl, pyrrol-
opyridinyl, pyridinyl, isoquinolinyl, thienyl, benzofura-
nyl, benzothiazolyl, benzothienyl, dihydrobenzofura-
nyl, thiazolyl, pyrazolyl, isoxazolyl, benzimidazolyl or
indazolyl group, wherein these groups are optionally
substituted with one or more atoms or groups chosen,
independently of one apother, from halogen, methyl,
methoxy, hydroxymethyl, —CON(CHj),, morpholinyl,
pyrrolidinylethyl, —NHCO—CH(CH,),, -—CHN
(CH,),, —NH,, —CONHCH(CH,),, pyrrolidinyl,
methylsulphonyl, trifluoromethyl, methylthio, cyano,
nitro, —NHCO(CH,), CONH{(CH,), CONHC(CHj);,
—S0,N(CH,), and isopentyl;

Het represents a furyl, thienyl, pyridinyl, thiazolyl, pyra-
zolyl or imidazolyl group;

X represents from 1 to3 substituents, which are identical to
or different from one another, chosen from a hydrogen,
a fluorine and a methyl group;

R represents, at position 3, 5, 7 or 8 of the imidazo{1,2-a]
pyridine, from 1 to 4 hydrogen atoms or methyl groups;

R, and R, represent, independently of one another, a
hydrogen atom or a methyl group; and

R, represents: a hydrogen atom or a methyl group;

or an acid addition salt thereof.



8.18 (s, Iffi; 8.
1H; 1.72 (m 2H);
IH); 7.95 (s, 1H);

9.13 (m | H). [368] 0.92 (d, 6H); 1.51 (m
2H) 4.8176m 2H): 149 6.21 (m 1H): 7.79 (d,
1H); 821 (s, 1W  8.31 (s, 2H); 9.27 (s, | H).
d, 1H); 7.4 (d, 1H); from7.55 to 7.8 (m 6H);
8.0 150 (s, IH); H); 11.4 (s, 1H); 12.8 (s, 1H) 200-205 1.6 (s,
6H): 5.7 ( s,lH) s 7.4 (m IW 7.6 (m 2H; 7.7 (d, 151 1H);

L—l? ((illl—l) ]é d% 8 4ccordifie B 6laim, 7H) 9. 25 (s
(t, 1H; 7. 45“( rel re?r%sgnﬁséza‘cf qﬁitng@% Q! }ﬁ%%%o[g')}oa d451|(—|;5 :3 ( m? 4
2W 8.45 (s, y\ndmeﬁ l(lqzdrogmtong o 1(me hﬂigfeup.bl 2 (s, I H. W
?gog;ﬁ;msggga;%f ﬁé@;@pﬁ&g&gﬁ@aﬁ@% or [ MAl Iﬁlg(H Nl‘\1:/R sp§c'zr?m (%O d6, 5
p acdor o t, 1H); 7.45
(126 1H%3 e ?dl%s " (o ﬁ%’ 4o ﬁw]@a ‘6%(’? S l%él 58°(d, 1H): 8.55 (s,
R, represents a phenyl, furyl or quinolinyl group, wherein
’{hese groups are optionally substituted with one or more
atoms or groups chosen, independently of one another,
from halogen and (C,-C,)alkyl;
Het represents a furyl group, a thienyl group, a pyridiny]
group or a thiazolyl group;
X represents a hydrogen;
R is a hydrogen;
R, and R, represent, independently of one another, a
hydrogen atom; and
R, represents a hydrogen atom,
or an acid addition salt thereof.
10. The compound according to claim 1, selected from the
group consisting of:
{5-]2-(4-Chlorophenyl)imidazo{1,2-a]pyridin-6-yl]furan-
2-yl}methanol;
{4-[2-(4-Chlorophenyl)imidazol1,2- ]pyndm- yljthien-
2-y1}methanot; -
{5-[2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yl]thien-
2-yi}methanol;
{2-[2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yI]pyri-
din-4-yl}metbanol;
{5-[2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yl]pyri-
din-3-yl}methanol;
{4-[2-(4-Chlorophenyl)imidazo[ 1,2-a}pyridin-6-yl | furan-
2-yl}methanol;
{6-[2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yl}pyri-
din-2-yl}methanol;
{5-[2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yl]thien-
3-yl}methanol;
{2-[2-(4-Chlorophenyl)imidazo[1,2-a]pyridin-6-yl]thia-
zol-5-yi}methanol;
{2-[2-(4-Chlorophenyl)imidazo[ 1,2-a]pyridin-6-yl]thia-
zol-4-y1}methanol;

185-190 1.55 (s, 6H): 6
8.8 (
6



1H); 9.4 (s, 1H); 13.15 (s, 1H) 195-198 1.55 (s, 6H); 2.5 (s, 3H); 5.35
(s, 1H): 6.7 (s, 1H: 7.5 (m 1H): 7.785 154 (d, 1H): 8.05 (m 2H): 8.55
(s, 1H): 8.65 (d, 1H); 9.4 (s, 1H). 263-266 3.7 (s, 3H): 4.55 (d, 2H);

5.35 (t, 1H): 6.45 (m 1@ 7.05 (s, 1H); 155 7.35 (d, 1H); 74(m 1H);
7.65 (m 3H); 8.05 (s, 4[ Mﬁlﬁmﬁheﬂzl)m&zg?l Qsa]gﬁl -}yl]itﬁl ,
210-210.5 1.55 (s, 6H): (d, 11-1); 7. 55 (d
2H); 7.65 156 (dec) (m ZQZZO(I' 151} ,= 8.5 (s, 1H); 8.85 (s, 1H). The
conpounds according to thl {(hieran- bylm@m[ﬁ&a}nmm @yl)pbrmkimmdeylc}gl cal
Vitro activity on NOA Eg%m%ﬁgp%‘?ﬁ thehy ‘ﬁ%’é‘%ﬁ%:‘gﬁ g' according (o the
i nventi on was eval uat ed ’(32 B - 2i ng the
ml)use l\IuErN:BRIrE)ecept olr gnfl I)dhh?ﬂnnahaﬂ(bﬁifﬁhym%mm@éoﬂ%n%%g reisponse
el enen coupl ed tof pl RS @%[ﬁﬁpﬂp dug-%nﬂgt 2k val ues are
carr out cor

between 0.1 nM and 10 tes wer e to the
procedure described beI OoW. @Gt'hﬁgo uro-2A cell line conmes froma standard

commerci al source (ATCC) . [2HB( Mlm—&%d@hﬂ&o{\ﬁi-quyﬁdhﬁg }f])%yﬂR Ao
spont aneous tunmour origi naty ebe et
al. This Neuro-2A line is equ 81%1&%@ bg’ﬁ{s& Wth

8NBREl uci f erase. The N2A- lﬂ: a)flémdﬁm[nl,aca]pyndmaﬁﬂdhhm-aﬂ 75 cn®
culture flasks contai ning Eﬂiﬂé&mg] anttiehydrochloHfohbrdpfet al cal f serum

cul tire, ‘the cel 15 are robbliLY @dpﬁgﬁ@f%&%!ﬁﬁt”d@?ﬁyﬁﬁwaé ‘and then

resuspended in DVEM wit houtYlpmethamolied, cont ai ni ng 4.5 g/l of gI ucose, 10%
of Hyclone defatted serun{5-phg]1Hehdsl-5 lﬂdé(ﬂb le2-a %@ fuRRLt om
&Pg’du

96-wel | plates. The cells e rweII in 75
ul for 24 hours before the%glﬂﬁ%ﬁn@f 3?@8&]9 cts are
applied in 25 11 and 20i{4c(ZBheaylimidagof L2:#ipyridin-God)thiencd-ylhe day of the
measur ement, an equi val ent meﬁ]gﬁglaﬁdlﬂﬁ kdroehlofideatiytcofe i s added to each
wel |, fol | owed by a waiti bt,ai n

corrpl ete lysis of the cel{kﬁ[j)miH %@%é&ﬁ%@ﬂgz ] YThe
plates are then nmeasured i fl nrﬁ- Pﬁt eleasd theuhydrochlaride havi ng

been seal ed with an adhesi dhefeofimn The products are prepared in the form of

a stock solution at 10-2 2L NEBD hgﬁ[?y 112)g égg@ Each
ncubat i Sﬁ”ﬁf?hrtah'e"é‘eif ‘E@{%ﬁr&? C}‘WH%H o Blogfdetitrotar o, 6250

of DVBO. For exanpl e, -b hpyrides-S- jsbmdaze@l,zﬂpy;d an EC50

of 4.5; 2; 48; 137, 74 and rﬂcﬁﬁ-éwM]pyndant yi}alethario] bid thehpdrochlcritkear s
that the corrpounds accor di & the i nventi on have a NOT- nobdul ati ng effect.

The conpounds according t ent n.t her.ef sed for the
preparation of medi carrent 43149[];2@]}’?@‘1%8‘)&)?}“?@“‘( ¥ht ment and
prevention of diseases |nvdll Ijor receptors. 15Thus, according to

anot her of its aspects, Ss@bp Solvihidbo[l %@?m ?ﬁﬁl.? £IIBNt s which
conprise a compound of f(;a[r K or arE ad I on Jg? ?@L atter with
a pharmaceutically accept[g 26' 1158 These nedi canents are of use in

therapeutics, in particul lm@&ﬂfﬂeﬂta]mdméwbé)ﬁlm exl]

neurodegeneratl ve di seases methhnels, for exanple, Parkinson's disease,

bar alysi s, front ot Zﬁé‘i?aﬁ"afé%gf} éﬁ?”‘&f?@%}@ﬁ%@%&d&ge%@fﬁvﬁe v e o

di sease); cerebral traumm em a and cranial traumas and

epi | epsy, psychiatric di s{%aﬁ'b&,étﬁtﬂmphd:n)dﬁlphd&m[d 2-dppyrelint ?ﬂ] subst ance

dependence, attention defi gganby. lﬁéﬂiahbly di sorders I nfl anmat ory
di seases of the central r | e scl.erosis
encephal itis, myelitis a:ﬁ A OmPrHGHYﬂ -a]B ridin- 6'}’1?&“7’11
3-yl}methanol;
2-(4-Chlorophenyl)-6-(4-methoxymethyl-furan-2-yl)imi-
dazo[1,2-a]pyridine;

{5-[2-(4-Hydroxymethylphenyl)imidazo[1,2-a]pyridin-6-
yllfuran-2-y1}methanol;



25 encephal onmyelitis and other inflamuatory di seases such as vascul ar

pat hol ogi es, atherosclerosis, joint 76f1 ammations, arthritis, rheumatoid
arthritis, osteoarthritis, Crohn's disease, ulcerative colitis; allergic

i nfl ammat ory di seases such as asthma, autoi mune di seases such as type 1

di abetes, |upus, scleroderma, Guillain-Barre syndronme, Addison's disease
and ot her i mmunonedi ate ] se conpounds
could al so be used as 43{16 Eﬁ)ﬁﬁﬁ%&ﬁﬁﬁﬁnﬁﬁYﬂ%ﬁ%%g@e?l ﬁﬁ%@pl ant ati ons
and/ or grafts. Accordi n@-yi-NNdinethyl nzénidBect s, the present invention
relates to pharmaceut 'fSaLZ Eﬂqflﬁ&b}-ﬁ%fl?nﬁéﬁm lﬂ-a}pyrahnéﬁ;?'l]ﬁtranﬂgr edient, a

conpound according to gnvaﬁtl hese p armaceuti cal conpositions
ast

contain an effective dogje ne nd r di o the
i nvention, or a phar [R-r(2-zMB oxypm&ah?o a"’%ﬁ[lg?ﬁ’%@rﬁ]‘gﬁmd, and al so

at | east one pharnmaceu fm @feﬁidml-exm pi ent . Sai d excipients
are chosen, accordi ng i%i: da‘iﬁ A fipdod of

adm ni strati on desi re ﬁ(ﬂzd exc lhoér]?g wﬁl ?ﬁ?are known to those
skilled in the art. lapr maceutl cal corrposl tions of .the present

invention for oral, su{fu aaMor;ﬂldimﬂ-dégdphmy Yimidazehl sZ-alpyridinrir avenous,

topical, local, mtratrailgﬁﬁin eﬁ?ﬁl 11 transdernmal or rectal

adm ni stration, the ac L ent 3 Eﬁja?n ]g)k}l 3 futn-sal t

t hereof , may be admnl &P‘ﬂ’r’r’] 5%1&??—? a? tdorm)ﬂzls a mxture with
convent i onal phar maceut i 2gil]jmethapoknts, to animls and to humans for the

prophyl axis or the tre [%4 fWﬁbﬁMusﬂeﬂgﬂEMnyﬂmeﬁ,Mve

The suitable unit adm a? admi ni st ratl on forns

such as tablets, soft or ran

sol utions or suspensi oAs6-Ex ydf@gane ﬁ)ﬁlﬁéﬂ‘i&i&flﬂ} raocul ar

and i ntranasal adm ni st rgty]]J.N,N;dnnethy ,adm n| stration by

i n[tal ati on, tgpl cal , : t{ggﬁd@ %ﬁ'ﬂ} t t Mglpytidin-6+ d15

i ntravenous adnministra ni s raron orns, an

i mpl ants. For topical apy ﬂ&lﬁpﬁﬁl}n@‘té %ﬁpounds cco& dlé‘lg’ a the invention

may be used in creans, [Qe(&slsoqumnhnfﬁ-s' tiondazejletre mn- DEE‘ Bay of

exanpl e, a unit adm nistm; 5? l“‘ of a conpound accordl ng to the
{gr

invention in tablet form i'se the foI | ow orrponent s 20Compound
according to the i nvenlN-4B )ﬂ%ﬂﬂ 2-a]py-

f:rOS(Z:aSSneI I g;(ﬁ/g 0 ngy I\/ahﬁgaﬂ Efgj&@lﬁé ;ﬂ-hm%propyl i - net hyl cel | :.I
ose ny gnesi u e er e.na i cul ar
cases where higher or %%’f% %)I?-E]ftﬂgﬁ %#%gb?a@tes do not
depart fromthe context pyndim-ﬁryl}ﬁnem-&ﬁy metanolng to the usual practice,
the dosage appropri at ea{hgg f@ }rlgﬂﬁnmﬁ gﬁ ﬁﬂllﬂﬁzd I]eg.g}msl ci an

S

according to the netho ) s? a]|t}| 0 n wei ght and response of
sai d patient. : 0 haqm aspects thesfresent

i nvention also rel ates 2-Eltmr07e¢ [@QSMQX}HH&W@;&M&%}%MH@@H ndi cat ed

above, which conprises t NQﬂmé A2hned:; . of an effective
dose of a conpound acco, ntl ically
acceptabl e salt thereofi4 i%& phgn}g Hmr‘%aﬂ[ﬁﬁ %Pgﬂwm&”%f formul a
(r): wherein: Rl repregsg thamihenyl or napht hyI gr oup, a het er oaryl
group or a heterocycli ?\I%RL@H vt _[ée Hﬁi@uﬂ%ﬁg

substituted with one or nore 0 fghh entIy of one
anot her, fromthe fol Il owilh @ﬁYﬁg%T%EﬂBWSE B%gen (Cl-Cl10)allcyl, halo

(CL-C10)al kyl, (CL-C10)4k Meth*rllaﬁqﬂl@hz dado{d:0-a]y@idigebyhuraal ky! |
-S(0) (CL- ClO)aI kyl, -S(0) m&%?}ﬁ) yl), hydroxyl 0X0, cyano, nitro,
hydr oxy (Cl-C10) al kyI ene,

o) al kyl e
G o) al koxy(Cl - d o) al kyl] én&mmmmm@smﬁmﬁmdmm
OC(0) NRaRb, OCQO(Cl -G o) alﬂaﬁ;g.yl bReRADIORe, NRcSC2Re, aryl (Cl-C10) al kyl ene,
nonocycl e het eroatyl er or aryl are
optionally substituted ﬁi’ ﬁ\')(ér@lrn %Xiﬁﬁﬁg@&mﬂiﬁ gWom a hal ogen
and a (Cl-Cl0)al kyl, hal o&-gl]fmmﬁqt ethaml, 010) al koxy,
hal o(Cl - G o) al koxy, NRa § ?@ﬁﬁ‘;ﬁ C10) al kyl
group, and Rl is |inked"t é ﬂogé(glzl% ?1!% ri d| ne gypa] aromati c carbon;
Het represents a nonocycl ] p containing from5 to 6 atons,
including from1 to 3 heteroatons chosen fromN, O and S; X represents from
1 to 3 substituents, which are identical to or different from one anot her,
chosen from a hydrogen, a hal ogen, (Cl-C10)al kyl, (Cl-C10)al koxy, NRaRb,
nitro and cyano, wherein the (Cl-(=10)al kyl is optionally sub- 70

stituted with one or nore groups chosen from a hal ogen, (Cl-C10)al koxy,
(C1-C10) laal oal koxy, NRaRb and hydroxyl; R represents, at position 3, 5, 7




Ra and Rb represent, independently of one another, a hydrogen atomor a
(C1l-C10)al kyl, aryl (Cl-GC o)al kylene 86 aryl group; or Ra and Rb form
together with the nitrogen atom which bears them an azeti dine,
pyrrolidine, piperidine, azepine, norpholine, thionorpholine, piperazine or
honopi perazi ne group, this group being optionally substituted with a

{ndepentiont |y O?B%fﬂme Aoyt R el ol 1

aryl (Cl -C10) al kyl e W‘T@%oup, or Re and Rd together forma
(C2-05) al kyl ene @BéﬂiBemfuﬁmr 2sémiigaso[1C2-aTiytidinksy] Yfaganl ( Cl - CL0) al kyl ene

or aryl group; 1 Qﬂﬁ%oioqet her forma (C2-05)al’kyl ene group; and Rf
represents a haI ﬁzggomﬁ Sl ]lmﬂﬁ S&R‘aﬁ?@ hal,o( ]1%) al koxy, hydroxyl,
cyano, NRaRb, C( y: ﬁpm@@dg-y yal kyl, M teCOORe,
SC2NRaRb, NReSOZReraI&EZyjlr}ﬂmlethambkl kyl ene or aryl group, wherein the aryl is
optionally subst tﬁfé% J¢ t sen from a hal ogen
and a (Ci1-C10) aI % ié% - CL gﬁlﬁﬁdﬁﬁ?g%ﬁgﬁ@% igﬁ}ﬁ

hal o( Cl - G 0) al korr ’oxyl nitro, cyano or OCQ(Cl -G o)al kyl

group; or an aci a{d’cl(ét-wﬁophemyl)mudam[l 2alppedinerplthianef f or mul a (1)
according to clai erl 1 M@m} R1 represents a phenyl, furyl, quinolinyl,

beneo ui anyl | beddal %%rhﬂﬁﬁh%?ﬁ AR  c arol 1

pyrazol yl, i soxazo mzi m dazol yl or i ndazol yl group, wherein these

groups are optio 4!— 4 Methiylthiophewyimiiagopr. 1dieend] or at oms chosen,
i ndependently of o H25%(1:2)_ ?g m?;e)ll ogen, (Cl g?%) al ?ﬂ (C1-C10)
al koxy, CONRaRb, %5%

hal o( Gl - G o) al kylf! 'XJD al@%& %Féﬂﬁ(lg% ér)di a?lkwe)ne NRc CORd,

SO2NRaRb, cyano anﬂuﬁnt 2- sRb represent i ndependent |y of one

anot her, a hydroqqqp(mm[ah pguq X‘I)ﬂmﬁ 2-@@? and Rd represent,
|ndependently of Og%ﬂ@ﬁ _g_ ctge atom )aIIcyI group; or
an acid addition tonmpound _of for nmula (1) according to

claim1, whereinl Zr%w@[ II'Q idagotd, Z@lpyadinantls, which are

i dentical to or di ﬂhe line:thmm“l anot her, chosen from a hydrogen, a

hal ogen and (Cl fm@ﬁ 2 It thereof. 4. The
conpound of for ﬁu%l) ﬁ Lrar to C ﬁ&?%@erﬁﬁﬁn R represents, at
position 3, 5, 7 0 azolZa] pyrldlne fromlto 4
substituents, whilé{3aMethydetphenyli [Li2ra]pyeidi Hryljihdme anot her, chosen

from hydrogen and Q&Lz Phetharol; or an acid addrtr on salt thereof. 5. The
conmpound of for m}& t2 and 1(3

r epresent, indeg:l.l'J4 Meky 1%(&)@ H%é an W?&fa (ﬁ.harﬁg or a (Cl-C10)al kyl
group; or an aci d e %TYH#H? afGar eof . 6. The corrpound of formula (I)

according to cl ai m[ﬂ-(mﬁonyphﬂnyl)épne&gﬂmlm jatom or a

(C1-C10)al I cyl grodp-6 l]ﬁ‘ﬁ'aﬁﬂl salt ther eo 7. The corrpound
of formula (1) a oc'ﬁ ar &} rajB aen s a phenyl,
furyl, quinolinyl N r1 Py vﬁzo ?l Soqui nol i nyl,
t hi enyl, benzof ur aﬁ ]Iﬂll ,, benzot hi enyl , d| hydr obenzof ur anyl ,
thiazolyl, pyr azq MZ—(Z-FM@ hﬁhyl?iﬁﬁﬂég@[‘t PHidipL6 ol yl group,

su | tu

Wnerelnthese grou%lgr ed with“one or nore atons or
groups chosen, ane , m hal ogen, nethyl, methoxy,
hydr oxynet hyl , Mgé Rhﬂxml %ér&@]psr 0- - NHCO CH(CHB) 2.
-CH2N (CH3) 2, - NH26- ylﬂlh}&ﬁﬂ( o]'ol i d| nyl, nmethyl sul phonyl,

fl h I KiNH( CH3
tCrC]I\lHC?(C)]r—Ig;Tgt d %&a]dnggnz gmtdéiz [%t ]ﬁtﬁg{enggﬂll a quyI )thi enyl ,

pyridinyl, thi azol Phor |mdazonI group; X represents froml to
3 substituents, emm[b]ihmn-zgrhmrdaam[]dQ#af]pyndm-ﬁqd)ﬂmwe anot her,
chosen from a hydrggpg, Hm mb;ne and a nethyl group; R represents, at

roms or methyl SR a%zf g o Bl lBenbaatl y o om0
©

anot her, a hydrogeht r a methyl group; and 1(4 represents: a hydrogen

atom or a met hyl [ Ql-menzv[b orch & laidlab N2 pyridfie6adithia-73 8. The
conmpound of forrrul %5 §ggﬂg g‘yto cl algr?%}g%erel n%gjrepresents, at
position 3 of the im @P r pyridine, 1 hydrogen atomor 1 nethyl
group; or an acid addition salt thereof



9. The conpound of fornmula (1) according to claim1, wherein: Rl represents
a phenyl, furyl or quinolinyl group, Aherein these (pups are optionally
substituted with one or nore atons or groups chosen, independently of one
anot her, from hal ogen and (Cl-C10)al kyl; Het represents a furyl ginp, a

t hi enyl group, a pyridinyl group or a thiazolyl group; X represents a

hydrogen; R is a hdrn c%gq 3212% gﬁ?ﬂflﬂ ly of one

anot her, a hydroge %]\@ ) % tsmgk?lgldro n at 36m or an acid

addi tion salt thered d according to claim1l1, selected from

the group consi stin¢ddR:(4- Chlorophenyl)lmldazo[l 2-ajpyridin-6-yl]

1542- (4- Chl orophenyfﬂﬂe@. agola] pyridin-6-yl]furan 2-yl | met hanol ;
ridin-6-ylithien | I met hanol ;

1442- ( 4- Chl orophen 21?

1542- ( 4- Chl or ophe &ﬁiomphppy})mdazﬁﬁ]ﬂ{al}pﬁndm%-wﬂ] met hanol ;

L et S T

14- [ 2- (4- Chl orgphe{é{??‘ﬁl Pbeggﬁrjl ‘%@ ﬁﬂh ]W%net hanol ;

16- [ 2- (4- Chl or ophenydiniGry §handi n- 611] pyridin-2-yl | met hanol :
542-(4-Chloro hen | met hanol ;

{1242 §4 Chl oroBhen ?J[M? ,I:;n hﬂr)gmq‘%ﬁ grh]pﬁ?iﬂs yl | met hanol ,

1242- (4- Chlor ophen Ié din-6-ylithia- zol-4-yll methanol;

74 14.12-(4-Chl oro ﬁybimwazd[liq%r] tidin-6-y1]fu-

zol - 2-yl | met hanol ; fnﬁagﬂl | 1 m dazo[ 1, 2- abyri di n- 6yppyr|d|n4yl]
nmet hanol and t he h eot

[ 5(2- Qui nol i n-3-yl g%( IEOE)MML)ZfﬂPHﬁdEI'6'YI}ﬁW hanol and the
hydr ochl ori de theredl- 1 Iﬂeth&nol Tol yli m dazo[ 1, 2- abyri di n- 6-ypt hi en-2-yl ]

th I 2-(2- di n- 4-
)r/rFI rr:'?ﬁanol[ agd ?Jh E é@ | gﬁtéﬁgéwwtd‘ﬂwaﬂl é@ﬁl s
[4-(2-Quinolin-3-yli E|d|n6yl)th|en2 yl ] met hanol and

the hydrochl ori de’ {3 H@ﬁen—?: 1m1daZO[1 2_agpyndm-6-y1)furan-2 YII] met hanol ;

1442- 0H- 1 ndol- 5- yp| &%&E% a] pyridin-6-yl]thién-2
{542- (1H I ndol- 5- yil%rém 2-a] pyr.i di n-6- furan- 2- yll met hanol and

t he hydrochl ori de 2dorC orothlen g-yl)mdazoﬁ -a]pyridin-6-ylifu-

[ 4- (2- Phenyl i ni da?o[@&g]}mm}_ﬁh@w ypt hi en-2-yl ] met hanol and the
hydrochl ori de ther

1412- (1H Pyrr ol of 2@[% ﬁlPSWPhﬁ“}’}Wh‘?ﬂc?Qﬂaﬁla]?Y% 6-yl]furan-

ri din-6-yl]thien-2- y2 athaopkand t he hydrochl ori de  thereof;

1442- (3- Met h h Lmeth | d
t he h§/drochl gwgee?y%?(mﬂmﬂh&ﬁjﬂ&ﬁm ;Ralyridifil62Ptfurghl Met hanol an

12-12-(1HPyrrolo i mdazof 1, 2-
ri dl[ n- g yl :Di;yrl di L i‘[%% 45 : é%ﬂ@m@reof
[ 2-(2- Phenyl i m dazo[& meﬂlanb] pyrl din-4-yl] nethanol;
£ i el Rt bt
enylim az
15-12- ( 3- l\/)ét hoxyphe din-6-yl]fu- ran-2- yI | met hanol ;

15-[2- (2, 4-Di f | uorpPp nrﬁegdmlidaz@[b,pmﬂpyﬂdmﬁ -yiifurad-2~phj- 2- yI | net hanol :
{542 (4-Chlor ophenygh@ﬂ%g,p[ 1, 2-a] pyri di n-6- yI ]furan- 3-yl}nethanol;

2- (4- Cnl or opheny! )[ﬁ(iﬁeﬂ%ﬁ%-@t{‘ Wliaba 82 -Zipiidtho6-y1) furan-
2-yljmethanol;
{5-[2-(2,3-Dihydrobenzofuran-5-yl)imidazo[1,2-a]pyri-
din-6-yl]furan-2-yl}methanol;
[S<(2-Furan-2-ylimidazo[ 1,2-alpyridin-6-yl)furan-2-yl]
methanol;
[5-(2-Benzofuran-5-ylimidazof1 2—a]pyndm- -yD)furan-
2-yljmethanol;
[5-(2-Thiazol-2-ylimidazo[ 1,2-a]pyridin-6-yl)furan-2-yl]
methanol;




dazo[ 1, 2- a] pyri di ne; 15.42-(4-Hydroxynet hyl phenypi m dazo[ 1, 2-a] pyri di n- 6-
yllfltran 2-yl}nmethanol; 75 78

4-1 6- (5- Hydr oxynet hylfuran 2-yDllndazO[ 1, 2-al pyridin

2-y1] - N, N-di et hyl ben7 m cl e;

1542- (1H I ndol1- 6-yfli m dazo[ 1, 2- abyri di n-6-yl]furan- 2-yl | nmethanol;

Vi Tutan 2 yi | met hanol - (o1 2-(A-MeRiiophedylfimidazol 2 alpyridin-6-y1]
[ 5- (2-Quinolin-5-ylini dazﬁ{r&m@_—y}}m&tﬁamlﬁ ypfuran-2-  yl]nethanol ;
15-12- (4- Mot pholi n- 4-y1pheny i) CHIGISEREnyIY 3 ahBitylithidago] 1,2-alpyridin-

yli furan-2-yl | net hanol

5 (2-1 i n-5-yl i mi O3piens2-ylgnethanglis v ) ¢ 2-yl i met hanol ;
e i botmcital b3 a7 "
pyridin-6-yllfuran-2-yl) @@.Q IJmethanol,

4-16- ( 5- Hyd t hy1t hi

g yll(N ',;Lydlr ﬁé%’ﬂ?lbgmz'ﬁg %Y@hfgrgﬁﬁé’ﬂy]l)gﬁlaﬂiﬂiﬁdﬁzo[l 2-ajpyridin-

14-[ 2( 2- Met hoxypyri di n-3 fﬁlltmedla%ﬁ’[l}lﬂléﬂﬁpﬁ&rl di n- 6-
yl I't hi en-2-yl | net hanol ; {4-[2+(2 4-D1ﬂuoropheny])-3-methylmdazo 12-a‘p]yr1 hanol
et hanol ;

[ 4-(2- Isqu|n01|n5y1|m ﬁz@;é Iﬁb&ﬁﬂl)thlen y

N- 13- 6- (5- Hyd th

ridi n[ 2- 3(/I I ;Ke;lgf(lyrgobﬁ pheny [Ttiya]pyndm—G-yl]thlen-
(4-12-[4-(1-Pyrrolidin-1- 2+§d m;ctbaﬂoénymmdazo[l 2-a]

pyridin-6-yllthien-2-yl _ P
{442-(4-Di et hyl am nom%{ﬁ@ﬁ?ﬁuom )’m"%ﬁzgy ,2-aJpyridin-6-y1]
tidin-6-yfithien-2-yilnet

2- Fluor o- 446- ( 5- hydr oxyae[l6h§ﬂ Hydmwﬂlmlfha%%d[ﬁmdam[l 2-a]pyridin-
a] pyridin-2-y11-N, N-di metﬁ

Ntert-Butyl 15 (6 (5 hyd %ﬁﬁf@'ﬁﬁﬁ BRI Y BbyridiA e RO

[ 1, 2-a] pyridin-2- Anlcotln

[ 5- (3- Met hyl - 2- phenyl i ni éa[ze@:rBz@mbphenylbmdam[dr,}a}pymimm-yﬂalmrm|
[ 5- (3- Met hyl - 2-t hi en- 2- yIQ ﬁkqia]m:;—a]pyrldln 6-yl)fu- ran-2- yl]nethanol;

542- ( 3- Chl h 1)-3

{ yl ]1g ur an- E”?IOI rerg%/h;no[ﬁ? Q#'&lﬁl&ﬁ%%[pi “pyridin-6-yl)thien-
|
[

-yl phenyl )i m dazo[ 1, 2- a] ; no ol ] furan-2-yl | net hanol ; 76
(5- Hydr oxynet hyl fuv[¢4(22fbaéh+2‘gﬂﬁndaﬂ0[2 ;%) nﬂim—6-yl)ﬂn¢n-]2@y]]zonl trile;

- Benzof ur an- 2- yI|md yridin-6-yl)fturan- 2-yl ] nmet hanol ;

- Benzot hi azol - i 0 1 i di r I met hanol
- Benzo[ b] t hi en- 2ny[E1 g '?égwﬁﬁﬁoﬂé%mldm'&a’lﬁ e§1]r] met hanol
-(4-Ni trophenyl)im d z,')dﬂle b,yr|d|n6yl]th|en 2-yl | met hanol ;

- Thi en- 3-yI i m dazo[{a.[2-El-Methyl-NEEbenaiitidesl 2- lﬁmdam[hartql

-(4- Met hyl t hi ophenyl 1 C p%
-2-yl | et hanol ; YA ridin-6-yl]
- 2-yl | met hanol ; b{%ﬁ@%ﬁ%ﬂ gum%@i %] éﬂi‘yrl di n-
]2t gl en- [Zb%/l Ihrret hgno: din-6- l]thlen-Z- 1}methaneol; ol et hanol
enzo[ b] t hi en- - 2- t hanol ;
2- Benzo[ b] t hi en- 5- ?;I[ mz zo 1 -glﬁ@%?ﬂ'&”%%ﬁqmé mﬁ’pgyhgﬁet hanol ;
g Nl\/gtﬂy: g {)Eegﬁl |2mg QLE a] pyrglldln(&zyl%);ga zol - 2-yl | met hanol ;
y [ i eﬂgjﬂ;r -81ylith
i azol - 2-yl | met hanol ; )i[ ( (fxyphenyl) Bg rret]m;ndm'gglgﬂe% a] pyri -
di n-6-yl]thiazol -2-yl I net
14- 12- (4- Pyrrol i di n- 1- yllﬂf@n’%ﬁaﬁohaz)dm@za[hgfa]pyndm-s-yl)thjen-z-yl]
yl]1thiazol -2-yl | net hanol ; methanol:
442- ( 2- Fl uor ophenyl |m rid i nethanol ;
{144242 Met hy| sgl phgng/l p g@ %@9gﬁeﬁyg]%ﬁgéyﬁm&m[l 'a]Pyrl in-
6-yl ]t hi azoi - 2- yl | met hanol6-yljthiazol-2-y1} methanol;

0 I 2L T U D S b e

jjb-h-bU'IU'IU'I

<__
DDNI\JNI\)I\)I\)

6-

p
3-[6-
[ 5-(
[ 5-(
[ 5-(
14-]
[ 4-(
14-]
thie
thie
6- vyl
[ 4-(
[ 4-(
[ 4-(
[ 4-(
t

4-
4-
4-
4-
hi



zol - 2-yl ] met hanol ; [4-(2-Furan-2-ylimdazo[1, 2-a]pyridin-6-yl)thiazol-2-yl]

met hanol ; [4-(2-Benzo[b]thien-5-ylim7®azo[ 1, 2-a] pytidin-6-yQhi a-

zol -2-yl ] met hanol ; 77

14-[2-(4-Pyrrolidin-1-yl phenyflimda7o[ 1, 2-a] pyri di n- 6-

yl ]thi en-2-yl | methanol; 1-14-[2-(4-Chlorophenyl)imdazo[1, 2-a] pyridin-6-yl]

thi en-2-yl| et hanol ; 2-{412-(4-Chl orophenypi m dazo[ 1, 2- al pyri di n-6-yl ]

t hi en-2-yl | propan-2-ol; 1542-(4- Met hoxyphenyl)-3-nmet hyl i m dazo[ 1, 2-a] pyri -

di n-6-yl ] furan-2-yll

15-[2-(4-Trifiuoro WQ@B?W@YH{@%’IWW[M'a]PYHdm'

? yl ]Euran ﬁ yl - EEt hénd hlazol-26¥1methanol ¥ hanol
542- (4- Met hoxyphe I 2-yl |l met hano

1542- (4- Fl uor ophen )4 D Ri]?z iﬂﬂﬁ@%ﬁiﬂgﬂﬂﬂé@% G'Yﬂgﬂil/ 11 met hanol ;

15[2(34D|fluorop ﬁm& 2-a] pyridin-6-yl] furan2y||rrethano|;

[ 5- (2-Thi en- 3- yI| .@Iﬁhgmh@ni da 20q - t hanol ;

15-[2- (5-Chl orot h| engﬁ g )gn[y)yerg ()]%;ﬁkﬂn 6-yTF

ran-2-yl | met hanol ; fl nypi m dazo[ 1,2-a] pyridin-6-yl]furan-

2-yl | net hanol ; 154 ((%-"Ensmﬁpmhm@am[bﬁza]pymmﬁsy})tmm&-yi]u f ur an-
2-yl | met hanol ; 1542- ﬁfbtm(gro - met hyl phenypi m dazo[ 1, 2- a] pyri di n-

6-yl | furan-2-yllne
5%2 (4- Met hyl>/sul pi%i%%%f%‘ym%[i ZZahayMpcﬁ-}{l)tmazol -2-
-yl ]1furan-2-yl | net hyHoiethanol

5-(2-Thien-2-ylim ﬁgﬁja)l% £J1et hanol ;

5- (2- Benzof ur an- 3{5‘; C%j(ﬁbﬂﬁéhg | I n- %?W@ hinﬁ 2yl ] met hanol ;
542- (2, 3-Di hydrob 1

in 6( yI ] fur a% ;Oy?ﬁnﬁ%mmop enyl)mi?iglzo[l 2-a5)1))/}trlldm- 6-yl}thia-

2- Furan- 2-yl i m dggb lmeﬂ[an@]dl n- 6- yl)furan 2-yl] nethanol;

2- B f 5yl I th h
2. Thi azol - 2.yl .{’4 17 iﬁ‘g@ DRt 2 pidintanor . 76

2-(4- I\/Ethylthlop yr|d|n6yl] furan-2-yl | met hanol ;

- (4- Chl opopheny4y(2 nif%fyllmlda’m[[l,ﬁ-a}mm+6§y})thlazol-2-yl]
t hi en- 2-yl | met hagah

] .
3- Met h?llorgpthglnﬂ)( ?%FM%( ?&3?)3_@ -yi)rﬂna[] 2-yli met hanol ;

-(3-Ch
| t hi en- 2- yllmethaﬂ
-(2,

y

(4-

5-
5-
5-
5-
442-
-y
4-
{44

e
1442 4-Difluoro |4e[r2y(@,3331ﬂngdmﬁenznﬂm{51=ygmldam[} ,2-a]pyri-
I N-

|1 thien-2-yl I azo me
1442- Fl uor ophen g Iﬁdfﬁih%mlﬂpeg m%@ yl | met hanol ;
1442- (34D|f|uoro ﬂ n- 2y||rrethano|;
3-[6-(5-Hydroxynet hyl@ éﬂ]lgeﬁla;lﬂih dazo[ 1,2-a]lpyridin- 2-yl]benzonitrile;

14- [ 2- ( 2- Fl uor ophe {442+ Thigdealed ylinidh i yl | met hanol ;
14-[2-(3-Br ormpheng?{ 3 aj pg(?[lrldlg.lreli yﬁn%—(?\iljg)rilﬁm 22% | met hanol ;

1 2
[ 4- (2- Benzof ur an- 2- r.i di i en- | nmet hanol ;
[ 4-(2-Thien-2-yli m ﬁ%ﬁé’%i? éWIP Wé@%ﬂi 28 Y 1anol ;
[ 4- ( 2- Benzof ur an- 3- yb’l]lﬁﬂnﬂnzbbfl }ethhpgki di n-6-yl)thien- 2-yl]net hanol
442- (1- Met hyl - 1H ﬂﬁhm w - -
E)yrl dl( n- 6-yf |>lt hi enlNZﬂ{ ﬁﬁé 2 ﬁljﬁﬂndazo[l 2-alpy
14-[ 2- (2, 3- Di hydr ohe h‘?ﬂ’&tﬁl%a]
di n-6-yl ]t hien-2- yﬂ}' ﬁ@n‘io[G (5 ydroxymet yiﬁlran-Z-yl)lmldazo[I 2-
[4-(2- Furan-2-ylim dapsiridig -29-3 EN‘N-Qhﬁteﬂ@leﬁik@J det ] methanol ; hanol
[ 4- (2- Benzofuran-5 rret ano
[ 4- (2- Thi azol - 2-yl | y ?g?anZ ‘ﬁ%ﬂ‘ﬁ?ﬁ@mﬁ& gltg,ﬁ] %]ﬁélel
N—{3 {6- (2-Hydmxymethylthiazol-4-y])imidazo[1,2-a]
pyridin-2-y1]phenyl}acetamide;
{4-[2-(4-Hydroxymethylphenyl)imidazo[1,2-a]pyridin-6-
yljthiazol-2-y1}methanol;
{4-[2-(3-Hydroxymethylphenyl)imidazo[1,2-a]pyridin-6-
yl]thiazol-2-yl}methanol;




. ridin-2-yll phenylli

met hanol ; 14-12-(4-Chl orophenyl) - 3-net hyl i m dazo[ 1, 2-a] pyri di n-
6-yl ]thiazol - 2-yl | met hanol ; 80

{412- ( 3- Chl or ophenyl) - 3-net hyl i m dazo[ 1, 2-a] pyri di n-

6-yl ]thiazol -2-yl |l nethanol; 79

1442- (4-Trifl uoromet hyl phenyl )i m dazo[ 1, 2- a] pyri di n-

6-yl ] thiazol - 2-yl | met hanol ;

12 T R B A i1 e

t hi azol - 2- yI | met han@ryl}methanol;
[4-(2-Thien-3-yli le(ﬁ—M@th tﬁiﬁﬂ-@yﬁ'nﬁn&ﬁdﬁl,@z@] 21d1|!1-]6-y1]rret hanol ;
i n-

[ 4-(2-Pyridin-2-yl f 6- ypthl azoI yl]nethanol

L2 (S-Sl oroth! ,40[29%% H-Indo 1 nmda%)[)iri a pynd yl]th1azol

t hi azol - 2- IIrreth -4y - 9T }

{4-12-( 3- B%lom)phenyfﬁ- aﬂdl 2 al pyridin-6-yfithia- zol - 2-yl | et hanol ;
14-[ 2- (4- Chl or o- 3- r -6-

142 (& o 003 %agmae@ymm%ﬁmm sdlfyridiny1

[ 4- (2- Thi en-2-yl i i hzyli{ﬂﬂh n6y|)th|azol Zi/immrrethanol
-a

[ 4- (2- Benzof ur an- B- 4(21Hydm1xynmthjl d-yd)imidazal -2-yl ] met hanol ;
{442-(2, 3-Di hydrObeQﬁﬁIZi é(ﬁhi@ﬂﬂ%@lﬁﬂ&lﬁid@l pyri -

di n-6-yl ]}t hiazol -
[ 4-(2- )ée]nzof ur an- 5 %//t# YQWF‘& lnzéquhrl% G'YI]thlaZPI 2- Aret hanol ;
[4-(2-Thinol-2-ylim H :pyr|d|n6yl)th|azol 2- yl ] met hanol ;
{542- (13- Hydr oxy et {j D4 ErMbih ridin-3 27 Bihmpidazof 152-@jpyridin-6-

yl ] furan-2-yl| net ha %@1‘1‘%‘%}%@ Mloxyrret hyl f ur an- 2 yflim dazo[ 1, 2-a] py

2- Fl uor o- 4- [ 6- ( 5- @ﬁﬂ&%ﬂ?‘hﬂ@%} trlisyidpaol).2-alpyri-
a] pyri di n- 2-y11- N, N-dinr2yhlyNemethytberrzamide;

2-1442- 1H—Id16 f | -2-0l;
L e A PR o o 2
di 2-vyl h [ 1
Phao- (- byt oy ot b4 [mmwman@m -5-yAJipyidazn{d,Salpyridin-6-
ethanol,;

ylithiazol -2-yllne 1
1442- ( 3- Hydr oxymt%ﬁ I‘Ig mﬁé&o%l@-%wlﬂ 66yl)-thlazol-

ylithiazol-2-yllne
1442(1H 1 ndol- 5- yp| rﬂ-d’ thBQO]a] pyridi n-6-yl]thiazol - yl | met hanol ;

14-[ 2- (4- Met hyl t hi BE Q{gi(mmydm@ﬁﬁetﬁyhbmzol-myi)ﬁmmmo[l 2—a]

hi azol | I met han 2.y
e R s ot

t hi azol - 2-yl | net hanoy],]tlfﬂamlfm-y ethepokt hyl t hi azol - 4- ypi ni dazo[ 1, 2-a] pyri -

din-2-y1] -N N-di rregn HB-5-y lnmdazo 1,2-2 Ipyridin-6 -yl)thlazol-
14-[2-(11-1-1 ndol ggm% d2 al pyri ] él i thiazol- 2-yllnethanol;
14-[ 2- (2- Met hox ridgi *dazo a] pyr i di
yI]'Ehl gzol 2-yl ?/%Nw Ad6-(2- ydroxymediyf‘fhla%l 4-y1)1m1d320[1 2-a]
g [ 62( 2I Hyﬂpr Ox%lhmalt hypjrhdmzﬁlyl}pheﬁyh}llsbhnj!ﬁaxﬁmbyr i -
i n-2-yli-N-met hy ihigzol-4- 1) dazof1,2-alpyri-
T4 15 ot gl t i S5 thy X
thi nzol 2. yI I et hanofilﬂ' ﬁﬁﬂé‘ eﬂes“ de
14- [ 2- (1- Net hyl - 1H{Arae(2, &Dnﬁumwm-@bmmﬂm[ma]pyndm-ﬁ-
Va5 ot |5n§t}; I]%a "2é' methano} Do AfRlidan 19 Mot hanol
N44- [ 6- ( 2- Hydr ox rré iy ﬁ%}% 1 dazail
pyri ([Jli n(2 yi ]phe%yl | & di,ryl}thlazol 2-yl)m fhanol
1|4|- Eﬁ (4- :Vbzphﬂ i ngﬁ{-ﬁﬂ[@(&hﬂddah&yk)ﬁhidﬂoﬂ Lya]pytidi-6-ylj-1H-
i azo nme
%/4-(2- | soqui ngl i n-5- ??P‘*%Dé;z% }fr%m} pyrfdl n- 6-ypt hi azol - 2-yl i net hanol ;
N-13- [ 6- (2- Hydr oxynet hyl -t hi azol - 4-y1)im dazo[ 1, 2- a]

pyzi di n-2-yl | phenyl | i sobut yram de;

3-[6-(2-Hydroxynet hyl t hi azol -4-yl)i m dazo[ 1, 2-a] pyri -
di n-2-y11- N, N-di et hyl benzenesulphonam de;

{3/42-(2,6-D fluoropyridin-4-ypi m dazo[ 1, 2- a] pyri di n-6-
yl ]t hi azol - 2-yl | met hanol ;

(4-1241- (3- Met hyl butyl) - 1H pyrazol -4-yflim dazo[ 1, 2-

a] pyridin-6-yllthiazol -2-y1) et hanol ;

2-{442- (1H I ndol - 6-ypi m dazo[ 1, 2- a] pyri di n-6-y11-1H



pyrazol - 3-yl | propan-2-o0l; 81
2- 15- Fl uor 0- 242- (1H i ndol- 6-yDi m daz@[ 1, 2- abyri di n6-yl | pyri di n-4-yl | propan-
2-ol; 2-1242-(1H 1 ndol-6-yflim da7o[1, 2-abyridin-6-ylipyri-
di n-4-yl | propan-2-ol; 2-{242-(1H1ndazol -3-yl)im dazO[1, 2-abyridin-6-ylipy-
ridi n-4-yll propan-2-ol;
2-12-12- (5- Met hyl i soxazol - 3-ypi m dazo[ 1, 2- al pyri di n- 6-
yl | pyri di n-4-yl | propan-2-0l;
15-[2- (1H I ndol- 6-yf] i da (2% idj Q- 8= 1o MBavrdin-
thyl - 1H-i mi dazol - 37 -Fﬂ@fﬁgﬁ‘ﬂf&ﬁﬁiﬁ%ﬁ'&?m&&%[1’2rmpyndm
2-1542- ( 4- Chl or ophebyilipyridiazbiyl} propay2-ohi n- 6- y| ]fu- ran-2-yllpropan-2-ol .
11. A pharmaceuti %a{g.i@@ﬁsiﬂd&fﬁ-?gimid&btlg2éa]p§)11dm16dylﬂpy1‘l-or mula (1)
0

according to clai a -pharmaceus) cal |y acceptabl e salt thereof, and one
or nore pharnmaceuti dl%'ﬁfﬂiﬁ%%i’%1 . excipients. . .12 armaceut i cal
conposi tion conpr 2s{dd241 yﬁ]frgiacﬁggg,%ajp%@&:&y o claim 10 or a
phar maceutical |y acerbhabyBpsepan-Ohel;eof , and one or nore pharnaceuti -
cally acceptabl e ex¢hFhe@l Methylisoxazol-3-yl)imidazo[1,2-a]pyridin-6-
yl}pyridin-4-yl}propan-2-ol; ' :
{5-{2-(1H-Indol-6-yl)imidazo(1,2-a]pyridin-6-yl}-1-me-
thyl-1H-imidazol-2-yl} methanol; and
2-{5-[2-(4-Chlorophenyl)in3idazo[1,2-a]pyridin-6-yl]fu-
ran-2-y1}propan-2-ol.
11. A pharmaceutical composition comprising a com-
pound of formula (I) according to claim 1 or a pharmaceuti-
cally acceptable salt thereof, and one or more pharmaceuti-
cally acceptable excipients.
12. A pharmaceutical composition comprising a com-
- pound of formula (T) according to claim 10 or a pharmaceu-
tically acceptable salt thereof, and one or more pharmaceuti-
cally acceptable excipients.



