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Benzoxazi none-derived sul phonam de conpounds, their
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a COR -noiety, or a phenyl radical, which is at |east
nmono-substituted with one of the substituents sel ected

WO p@s013926 gr oup consi sting of: 2,2, 2, -Trifl uorpet/BP2094/008510

C2-6- Al kenyl -, 1, 3-Di hydro-1- oxo-2Hi soi ndol - 2-yl -,
NPht hal i m di nyh -2-
[(2-chloro-1, 3-thiazol yl -5-yl)-net hoxy,

et SR T i3y o v s
rébe(p*@zaﬂe usefullin -treatlﬁ? diffdrght dlsard%ré’)é@ﬂi@@@htrar Medvous System
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Fg.%ﬁrglﬂg z}%zgagggﬂt&ﬁhoa ggﬂgg}é?ﬁ?ﬁtgd al kyl ene group
and/ or may be condensed with an optionally at | east
nono- substituted nono- or polycyclic ring-system or

an optionally at |east nono-substituted aryl- or

het eroaryl radical, which may be bonded via an

optionally at |east nono-substituted al kyl ene group
and/or ~may be condensed W|th an opt| onaIIy at | east
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and an unsubstituted or at |east nono-substituted
furanyl -, thienyl-, pyrrolyl-, imdazolyl-,

WE0apw9yd -, pyridinyl -, pyrimdinyl-, quinoliPgl/EP2N008510
i soqui nolinyl radical, nore preferably be selected
fromthe group consisting of lydroxy, F, C, Br,
met hoxy, ethoxy, F3 and an unsubstituted phenyl

TAf6l, o S0 AL YRS 05 s gompouncs.

partntulwlysdwtbbmﬁé§ atmze QuI@étan@éﬁ m raedrRehfrAits breferabiyhie
nmet hyl and net hoxy.f one or

w Cgrptglégr: }ég%&f%epéw m@ulaﬁw é‘@émespr@fphytam arger weatment
&V& H%@Jr%@tf@ldlgez%?é#&éﬂed G e(? ldtéléé #ﬁféréﬂl&%ir Q\?écrﬁﬁglfa?on of

nore substituen ess defi ne
appeatite sfob e masmienaney, increbse ablrydingickedfdsidydvéighinfohthe

e dor Pr%af’rwmyéjfrm%swﬁaﬂ G, ABp K Gachaxia or typo |

Stabbted] (FoRY "a@@é,@ﬂ’
Ser f1 uor oan?(lgx phenoxy, nzoﬂéﬂ §é Pfl?]eraqu type Il diabetes
eaugechizyobesityn mmermdphylams @adfontozataiany lof gaNR)IRtestmal tract

BB IS rererb R FifBR by SRAERS Jbr Rgnie Rehagsement, for
ﬂmﬁbt’éhhyi@ﬁ@l aritl/or tr&!ﬂméﬁ‘f' of @ﬁéoﬁ‘d&s@f%é Icen éf M&S%Os&em

am do, cyano, nitro,
anXIg‘qykpanlc @pr@ersmdepress«g@ blpplar dgbkq&rs, cogmlﬁsce memory

%lr%u %r’]%i’l%g!e%%t%ﬂ i&%&%%)ﬁgyr%cf an€2§§ e clflsorcfers prePerably
Alzherrﬁem&iséaw P @ik Odiseass) tHurtingteh'y @%&%b' drief @ditiple

or at Ieast nonosubstituted furanyl-, thie
$iferosisy schizppikestid | RAYChogis s sHRpiile, hypﬁrklaeﬁgl(ADHD attention

AT Rty e and B Rl Rk d R8T

$ﬁrotqrm eoeptér, inGlumdis anaohin anla’(dwlprefm'hbmu ma}hh@w more

enoxy, cycl ohexyl, -CF ,
p'ﬁ r %Bﬁ'& , R are each |ndependently sel ect ed
fromthe group consi sting of H, a branched or
unbranched G -4-al kyl -radical, -CH -CH -OH and phenyl,
and dhhasbessifound Hiatthe mdolbadiseifpnamidengorapeunds ohgeneral

BR85S0 DS, S ot 8358 peppor

'EM%:«t@dpMﬁdB afeethgrefore seitsbls fortiie GhamufaBlure @bWédlcament
t hox f one or nore of the residues R -
ﬁ@@\yé&fﬁp@n@eét@ﬁtwrp&ﬁf@f@sgm Or digsiass re@ted to food

lgfé?b%t téfér‘”a"g) ef’%r?@@ ré’%ulﬁﬁﬁrfo?ﬁg?éélté ﬁpiﬁﬁ mlg\#tgﬁ%%@e increase or

rpdg(:tnmbf %odt;ewegm,gfoe bhe{] pgnphylamsgam}pa trgaﬁhéﬂitl dfgabéfsny,

I.0X al O ran e (0] unprancne .

B o8 RIa, R eIA O (vbe haratales GHMABRyIM Hepsrdant disbetes
MBIMER) Cﬂ%@er@blyﬂggé I Wé@@ﬂggﬂg’us@@b@%be“s@g}@f ¥he? E[’Hpqi\gllaXIS

cyano, nitro
argtlpﬂreatm@nt of geistraiotestinal htatkt}dlsomibes qirefeCally mnﬁbdg lbowel

be_ br hed.
R4E TR o SO8hEDP ciahCHmaRy foderBBRb s A eseadment of
diSordasd BBthiet dendie ﬁén@hs's@@@m 'E%Bﬁ’et?uBéﬁlbtd&Frgers depression,

furanyl -, thienyl-, pyrrolyl-, 1 mdazo
Qip@‘éﬁd|39rderspwgmﬁlwmemq}yldl$nrdemIsenlleqdemalnitlapreceasés

SRR, SRR o RSB AR Sohel o

d’r@édﬁ@(}‘lurﬁmbms diskasedntauBslel S8 B disP BER¥h hlfen?d“bsychoas
one of the above nentionedsubstitutents itself is

| east nono-substituted, said substituents nay
preferably be selected fromthe group consisting of F,
d, nethyl and nethoxy. f one or nore of the residues
R -R4 and R -R15 conprises a nono- or polycyclic
ringsystem which is substituted by one or nore
substltuents unless deflned othermnse each of these
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substituents may preferably be selected fromthe group
consisting of F O, nethyl and nethoxy.f R13 and R14

WO erossonet er ocyclic ring, which is substitut eBCHEPINE008510

or nore substituents, unless defined otherw se, each
of these substituents nmay prefgerably be selected from
the group consisting of hydroxy, hal ogen, branched or

S0 PRI oS o1 ORD, GRSt WA AR oo ana

bihen clirsiidens roadiatedt by the _5;%’56 éémgmﬁr&ggt%ﬁm HLCm?r&s Iand/or in
Xy, amdo,. cyano, nitro, - - -i - -al kyl,
S8R oroFabl in TGS MaI2 4R GH prefagpbbicn TErans, ky!

wherein C -al kyl nay be branched or unbranched, an
unsubstituted or at |east nono-substituted phenyl or

napht hjus,rang aspechofl thenpressnbisventidredreocompolinds bf general

tituted furanyl-, thienyl-, pyrrolyl-,
ﬁﬁﬁ@%iggil-, pyrazol yl -, pyridinyl-, pyrimdinyl-,
qui nol i nyl - and isoquinglinyl radical, nore preferably

be selected fromthe gr ﬂp onsi steagrf hydroxy, F,
d, Br, nmethoxy, ethquﬂ and an

metyl , N
unsubsti tuted phenyl ,)Sgdi g  an f the above
menti oned substitut @t sOi

east
nmono- substituted, sai dRUbstytuents nay preferably be
sel ected fromthe group consjstingsof F, O, nethyl
and nethoxy. f R13 and R14 form a heterocyclic ring,
whi ch contains one or nore further heteroatons as ring
menbers, unl ess defined ot hdaw se, each of these
het eroatons may preferably be selected fromthe group
WwREsEsting of N, and S, nore preferably fromthe group
consisting of Nand . f one or nore of the residues R
-R15 and Wrepresents or conprises a cycloaliphatic

é@dical, whi ch_gcontajns one or nore heteroatons as
i

rprasenie As; NG iR etadicrl or desntetated ar vesatusatad ﬁopﬁdrwy at least
ohisRpTted BhtBhaR A0kNY e AELTAPH a5 A d GatiR

epndaipingosysicatiphatiofadicalawtich. may eeecovidensee with 4 BSturated or
resi du and Wrepresents or conprises

s, R -R4, R -R15 ] A

Urieairaath, QPjPnslyptsRst MAne subsiiiat ordRBaLY ahiorst one
He@éRyalsth I i S ' €,
o L g O e e RioB of Bl b Eletaf® ring
systemit he group consisting of N, , S and P, nore
preferably fromthe group consisting of N, and S.IfW
F%ggéesgnts or conprises a cycloaliphatic radical, a

[ RATRY ah@ @’ Crientiad GH o i gﬁa@%
pol ycyclic ring sy?gtlem Mi%r%ﬁgs&gbbrgpﬁs%%gy y Orqéﬂélrogen,
iRl Cran@a satuiaied o unsaturatédolineandrseranehed, agtionally at

[ . [ f bl b | d f h
AR SR B Bhosthc e
skibstitutdthplogre or Gptidnalp) é@léastnﬁ?ﬁd')-%hb¥titméboilﬁtiat@?6é?9l radical,

al kyl, partially chlorinated al kyl, partially
brom nated al kyl, C -5-al koxy, partially fluorinated

- j V. | pat | koxy artial
SRR dBh o B )5 ke BE S Deted indP o bfagghec.
oplomhiyCat least rhgho-subShtu€@dalipraltisybdical C=O - C, - S-d
--alkyl-, -(CO-H -NH (CO-NHC . -alkyl,
-(C0O-d. -perfluoroalkyl, -NR R, wherein R and R are
i ndependently selected fromthe group consisting of H,
G -alkyl and phenyl, NH (C=O-d --alkyl, -d
s--al kyl en-*"QJ-d s-al k-yl, (
, 3- Di hydr o- 1- oxo- 2Hi soi ndol - 2-yl ), N-Phthalim dinyl -,
(1, 3- Di oxo-2-azaspiro[4,4]-non-2-yl, substituted or
unsubstituted phenyl, -SO -phenyl, phenoxy, pyridinyl,
pyri di nyl oxy, pyrazolyl, pyrimdinyl, pyrrolidinyl-,
-SO -pyrrolidinyl, nmorpholinyl, S -norpholinyl-,
t hi adi azol yl , oxadi azolyl, oxazolyl, thiazolyl,
i soxazolyl, O CH -thiazolyl,-, NHphenyl, and -Cl-4-
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their stereoi soners, preferably enantiomers or

di astereoners, their racemates or in formof a mxture
wo@Rooamiddeast two of its stereoi soners, preferabdHEP2004/008510

enanti omers or diastereoners, in any mxing ratio, or

correspondi ng salts thereof, @ correspondi ng

sol vates. Preferred conpounds of general fornmula (I)

o) ' e each
R uB RGeSt ol IRt Foh FhrefP fudih 8P RRgtupted or
hyslatumed Meaﬂmrbwmtmw @ptnbhamaﬁ@asmbﬂbwt@ﬁed aliphatic
aturated, optionally at |east nonosubstituted -

r ??Jhatl ¢ radi cal, a saturated or unsaturated,
optionally at | east nonosubstituted, optionally at

| east one heteroatom as ring nmenber containing C - -
withltbalpreviss thatRidichR? ase aptihgdrogen at #rslsameGRaR1dnd if one of

i et f.er abl el ected fromthe group consi sti ng
{Fens, K. 0B RS resrtlialem oF unembiies, Wad)iorianehed, optionally at

I

Che S}‘%‘Egﬂibéﬁ&?‘z?."a SEpeletdfical i e GHAR o sd Pifbd or

unssaiugqted,rimelar ORbrarthed] 8ptionally dtdeastirhenosabstitatal skphatic
tJi,onal in, formof one of their

@%‘ﬁ?aﬁw@ﬁ atflMee‘faéP%ﬁ}O’Qﬁantl omers or

di astereomers their racemates or in formof a m xture

of at least two of its stereoisoners, preferably

@hanti omers or diastereoners, in any mixing ratio, or

correspondi ng salts thereof, or corresponding

sol vates. Al so preferred are conpounds of general

RbandIR?, (dgethahwitieiie wldgngeﬁm@@w atony, rfbfrﬁracmdréiéd or

br anched optional | }z}@§ east nono-substitut ed
WnsateEgted, optionally aplegsbmanereupstitutad heterecydlisrring, which may

S étLIéE& o @I%EP hé@%?@ﬁ?gg 2 1Y '\‘/?Q% t?]eraag\ciécfra \fvélggtmay be

nmoNo- subst | a pyrrofyl gréup,
cmldzersebsmth aisawrbi;edao&utgdtthluw]tombhany ahieasGnono-

sbethuedi ostanelli bﬁyas?ten‘sﬁw%iévg?o”r%éﬁéﬁé}é‘ééﬁwmammg
m%ﬁauwsicya)e cldanRh?Bé!?'@g 3@%”0"”3/' : pyrazol yl -

i soazol yl =, rona i'adi azol yl -

i m dazol yl -, benzofurazanyl , dlbenzo[b d] furanyl
enzoxadj

gﬁ?rﬁ leggg{%ﬁ Xﬂmrqtﬂ q[méno sLbstQUtaed mono- or polycycllc

&bﬁuﬂ ﬁnhﬁﬂ#ﬁﬂb Béﬁ%nd(j -
cm e T o agy ed via an optionally at least mono
ﬁmhq;;nmtgd 2ikylene, B&mj@m mlkynylene group and/or which may contain

5- Benzodi QX &R Benzot hi. azo I :

itaR e hgetfguraes Ape BB M aag o R Bt S
i satinyl group, a pentanethyl di hydrobenzof ur anyl
group, an optionally at |east nono-substituted

| opropyl - or cycl opentyl-group, a

2- (1, 3-Di oxo-1, 3-di hydro-i soindol -2-yl-)-ethyl, a
thi enyl group, which is at |east nono-substituted by
is0,0f, 2@ @ 4ubsti tuents i ndependently sel ected from
the group consisting of F, d, Br, G -alkoxy-,CF ,
-SO -Ci-5-al kyl and optionally at |east nono

Soflerialy 1 PRI RIORR e bhers, BB bhBiNCmar or
cbgstezeﬂryers apheaybte or, i, férmldfathlm’e)df-at leabt dxe Dty -
Hhrenhaines; i aanl smmiamenartl e Basteranes, in any ming
r'aﬂé’e&eé‘gﬁl'ﬂméfeéf b?ﬁhbﬁﬁ]y E‘Hﬁrrté%ﬁoﬁ&@g égf‘%]par ?I a?lﬂ? )?%eﬁtable

-al kyl ‘radic nmay be a
fluorinated or chlorinated, an optionally at |east
nono- substi tuted phenyl and a -(CGO-0C . - alkyl

group, a NR R -noiety, a COR -noiety, or a phenyl

radi cal, which is at |east nono-substituted with one
of the substituents selected fromthe group consisting
of : 2, 2 2 Trlfl uoroet hoxy- C2-6-AI kenyl -,

A ~ r~" 1 o ~1 1



Chl oro- 1, 3- Thi azol - 5-yl ) - net hoxy] - phenyl -,

2-(1, 3-Di oxo- 1, 3-di hydro-i soi ndol -2-yl ) - ethyl -
w®G200sts9n@pht h- 1-yl -, PCT/EP2004/008510

Et hyl - 2, 5-di net hyl - 1- phenyl pyrrol e®-car boxyl ate-S-yl -,

Et hyl - 2- met hyl - 1, 5- di phenyl - 1ig-pyrr ol e- 3- car boxyl at e- 4

-yl -, Ethyl-5-(4-chl orophenyl) -

gé?llg%é}éb % cu‘f@f%sg’r? )f"lgss_%\_/atngttnﬁqo{._ phenyl - 3- car boxyl a

te- 4 yI Et hyl - 2, 5-di net hyl - 3-furoat e- 4-yl -

3- Chl 3d|o Azaspirol 4, 4] non- 2-yl
phenyf\D “&5%\?8 frpfég?mre%equgm {%w] mvém&)c?smfegmeral

forriuba p chl orophenoxy)]- phenyl-, [3-(3,4

Di chl or ophenoxy)] - phenyl -

3,5-Bis(Trifluoromnethyl) enm(yphen | - R

2, 2- Di phenyl et hyl -, A /‘ Hai

4- Phenyl -5-(trifluor o‘n?t"ﬁ hene- 3-yl -,

Met hyl - 4- Phenyl -5- /7' R2

(Trifluoromethyl)-thiopf oxyl ate- 3-yl -,

Met hyl -1, 2, 5-tri met hyl pyrr ol rboxyl at e- 4-yl -

4- Fl uor o- napht h-1-yl -, R4 R3

5- Fl uor o- 3- net hyl benzo[ b] -t hi ophene- 2-yl -

Met hyl - 2, 5- di net hyl - 3-f ur oat,g-4-yl -,

Met hyl - 2-f ur oat e- 5-yl - f@) 2- met hyl - 3- f ur oat e-

wh¥teinm Met hyl - 1- net hyl - 1H— pyrrol e- 2- Car boxyl at e- 5-yl -

2-% '(q:hl oro-1, 2, 4-Thi adi azol -3- yl)-thiophene-5-yl -
, 3, 5-Trimethyl - 1H pyrazol e-4-yl -

ent af get hoxyt et raf | uor oet hyi -,
'g L\@%ﬁ ? ahi ophene- 2-yl -, 5-(5-1 soxazol -yI )- 2-
fur yI , 5- I\/bt hyI 2,1, 3-benzot hi adi azol e-4-yl -

3DI q dro 1, benzodl oxi ne-6-yl -, 4-
R”b RNRS k- E ,ydentical or different, each represent hydrogen, halogen,

rifl

Cih %ﬁﬁi%r yBbh. B HiraTRe &7 Jrsatnad dser obpransbeg. gptionally at
Iéaéﬁhbhb -stib4tifditdy 8 ;Sha%ﬁ‘rédi%a?’%?é??‘&?ﬂd?\%ﬂy aY least Mono-
Met h henyl - 1H pyr azol e-4-y

¥ 69 Ipﬁﬁﬁy @r@mmaw at leasgt (TMHOF!‘;ubsilmted hetgrearyl radical,
phenyl , 6-Phenoxy-3-Pyridyl -
3, 4- D hydro-2H 1, 5- benzodi oxepi ne-7-yl-, 5-(1, 3-
RS(@@éSéT_n’tS hydidgiehi cﬁra/éaturéfeﬂ brImAUAFSledd hb{éérdi*t?rabi hed,

I soxazol y , 3- Benzot hi adi azol e-5-y
@t@@@{'&ﬁi !?@Shﬁmﬁphstpsytuted 3lipkatig/radicatui nol i nyI 1,3
Benzot hi azol e-6-yl -, 2-Morpholino-3-Py idyl -
2,5-Di et hyl -3-thienyl-, 5-[5-
Rcana Rinielehtical-of dfferents adich epreeyit hy@rogehemd saturated or

Et g\gq qu[ Snégéérr %’%Fé@ élptlonally at least mono-substituted C4-C4

alinhatideidivd- 1. 3, 4- oxadi azol - 2-yl ) - phenyl -, 4-
Bf uor onet hoxy) - phenyl -

3 (D f1l uor onet hoxy) - phenyl

- DLt hyl - 6. Cht 1., .
AP 4s B ortiorY SFIRAsT iano-substitied pmencs.of Aalcyclic
drﬁh’%!iig glgpzsg/@kw rWHicHQné"y ¥k bondied(via an optionally at least mono-
Sgbﬁyﬂl,ltqﬂ glkygem)e, I)Iépe@rrwtywlerm droupaere/orlwhich may contain

idgen %Wé&@ﬁ@ﬁlﬁ% R ¥pcsheri. g SEmpra et fings,

thhyl 3- yl-4-(isopropyl sul fonyl)-2-thiophene,
y- Chl orochronone-S-yl -, 4'-Bronobi phenyl -4-yl -
n4|s Onde®yB-%Bidphenyl - 4-yI -
4' - Brono-2' -fl uor o- bi phenyl -4-yl -
1- Met hyl -5-isatinyl-, 2-
Chl or o- 3-t hi ophenecar boxyl i c-aci d-5-yl -,
2- Met hoxy- 5- (N- pht hal i m di nyl ) - phenyl -, 1-
Benzot hi ophene-2-yl -, Morpholinophenyl sul fonyl - and
3-(2- Met hyI 4 pyr| m d| nyI) phenyl - and R R18 have

o Y
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menbered aryl- or heteroaryl radical, which may be
bonded via an optionally at |east nono-substituted C

WO g005al3eyé ene group and/ or nay be condensed w PEIT/EP2004/008510

optionally at |east nono-substituted nono- or

pol ycyclic ring-systemprefergbly are each

i ndependently selected fromthe group consisting of H,

a linear or branched C -al kyl radical, a cycl ohexyl

radi cal and a phenyl radical, nore preferably are each

CEﬁ@ﬂ%Mﬁ T of Bhe & 8 sftér@msbh%rgf@r*é#er@@ FAntREnsrs or
and phenyl, and R -R12 W have t he

diasteragmgirs.cn ragemate ain fapapl § N mmtur@ plfrabtea@th@pf its

bleTeoie b e N SRTRER; Pl Rofiepe BT SIS, in iy e

pdtica or laegHit theveofppraféabit £ comespomding, pyeiclogiebly acceptable
enantioners or diastereomers, in any mxing ratio, or

salf therpeh @r fcarEasponding salyatedheresir espondi ng
sol vates. Furthernore, conpounds of general fornula I
are preferred, wherein R13 and R14 together with the
Net,dgiotigermaspent efithet preséot imventiat areat@dpoundsibtigeterdl formula
a% aromatic, 5- or 6-nenbered heterocyclic ring, which

if be at Ieast nono- substituted and/or contain at
| east one further heteroatomas a ring nenber,
preferably forman unsubstituted plperkg n or
mor phol i ne group, and ARERIAR7R (GHg)aNd' W have the
meani ng gi ven aboveA oqglona Iy |n/forn1of one of
their stere0|soners \ e al el
di ast er eoners, thqu’ﬁace :
of at least two of it<Oste
enantiomers or diaster®@mersy in apy mxing ratio, or
correspondi ng salts thereof, %r coRBespondi ng
sol vates. Also preferred are conmpounds of genera
formula (1) wherein R15 represents hydrogen, an
unbranched or branched, saturat or unsatur at ed,
optionally at |east nono- substituted C -6 -ali phatl c
radical, a saturated or unsaturated, optionally at
k‘&%g inToNo- substituted, optionally at |east one

foatomas ring rrenber cont ai ni ng C3. 8-

cycl oal i phatic radl cal or an optionall y at | east

nmgno-substituted, o or 6- menbered ary or
I?etr @Pr&&ﬁws a a’N%B radﬁal:w @rﬁ?t%%teﬁ‘d?f dé’t?‘awrat% optionally at least

o) t
ﬂﬁ)”l?ﬁ&gé%%t%hgma"% ensé bvvétt ﬁr%g@rg%s?%ﬁé#l y Dper
teatzining nyelsahxshéttamdd:aimvtdeh onayplod y:oyddamsed with a saturated or
rin tem prefera represents H. a |inear qr
HSsL Rt CoOEIN A ek rastio-SabS e SRy R st st gnea

1)

Hﬁﬁ?ﬁém% %ﬁllng ﬁférn?oRaﬁ?z c@n%@ﬁ’nb@éﬁ@ Rﬁﬁlﬁﬁ%ﬂm@yg{/@ﬁpnat‘ iCring
sgsiemg gi ven above optionally in formof one of
their stereoisoners, preferably enantioners or
di astereoners, their racemates or in formof a m xture

& RE R‘éwaﬁmwaehﬁéal%tr@iﬁé?elsmabﬁ,re@rre%éﬁfﬁh;zdrﬁgen halogen,
enantl oners or dl astereoners, In any m Xi n%ﬁr ati1 o, or

aﬁrq, ey dCyRNas & saturaied @bﬂnsaiurai@dr bagasratibrgnched, optionally at

Rtk s B B R BE Rl CERT WP v TR hony-

@ubétﬁbﬁﬂ plsiy bRbptosdlly L $eddt md sl sulbstitiRichdteradryl radical,
| east nonosubstituted aliphatic radical, preferably an

unbranched or branched, saturated, unsubstltuted 1-3

al kyl radical, nore preferably a nethyl radical, and R
-R15, R17, R18 and W have the neani ng gi ven above,
optionally in formof one of their stereoisoners,
preferably enantioners or diastereoners, their
racemates or in formof a mxture of at |east two of
its stereoisoners, preferably enantioners or
dlastereoners In any m xing ratio or cor respondi ng

I " o Y s . rY

Rem of a m xture
grs, preferably



2-[4-(2- Ox0-4H benzo[d] [ 1, 3] oxazin-1-yl)-
pi peri di ne-1-sul fonyl]-benzonitrile
wa2(030(R76- Di et hyl - benzenesul f onyl ) - pi peri di NPCT/EP2004/008510
4-yl]-1, 4-di hydro-benzo[d][1, 3] oxazin-2-one N. . CHL
-[ 1- (4- Met hoxy- benzenesul f onylgL - pi peri di n- 4-
yl]1-1, 4-di hydro-benzo[ d][ 1, 3] oxazi n-2- one

bz G el oL L St b Pt
bpaowg}‘éthéé%énéﬂs tsﬂ@f&ﬁéiﬁéf%hé‘rhdlcal

per | di hydro-benzo[d] [ 1, 3] oxazi n- 2-o0one
8 Met hyl - [1 (th|ophene 2-sul fonyl) - pi peri di n-

Y/l 9 4- d| ro 3 zi n Qne
REATKLR A RERS bR e B 6o KenrBERR MidfofP of a daturated or
%ngamhmbdll|ﬂea14 dhtaAcad) @fu@hét{lﬁ &l le¥aZimdnd-subdtituted aliphatic

4- ( 8- Met hyl - 2- oxo- 4Hbenzo [1, 3] oxazin-1 -

YﬁlC@Lperldlne 1-sul fonyl ]-benzonitrile 1 -[1

-(2, 4- D net hyl - benzenesul f onyl ) - pi peri di n-
4-yl]-8-nethyl -1, 4-di hydro-benzo[ d][ 1, 3] oxazi n-
dronel-[ 1- (4- Met hoxy- benzenesul fonyl ) - pi peri di n- 4-
yl]-8-nmet hyl -1, 4-di hydr o- benzo[ d] [ 1, 3] oxazi n-2- one
4- (8- Met hyl - 2- oxo- 4H-benzo[ d] [ 1, 3]oxazin-1 -

R ERLRT b oSy diththe BHAIREhRpHL i irfifa Salffafdd o' -

pinpeturalied; ép&d)rjal[y at- Iehdtyﬂomxbeubﬂ[tutﬂc[ Hetélcmyaha: ring; whieh may
or o 0-4H 1, 3].oxazi n-
ypﬁt%n aﬁlfaaat aas lgimep oA s Pﬂw%mpa@andfor which may be
%ohéeﬁgeoc%ﬁh‘b"é F!a?c@{i gl bﬁs%?é‘téé' Gpﬂoﬁﬁll%/ “at |east mono-
peri di ne-1-su benzol ¢ acid net ester
Supstlt(xtbdmpﬂbua!boableasu orgeheteneaiont asal r)ng member containing

piperidin-4-.yl a-di.hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one
(? écl/cz‘logugh%@%§ ?‘a']“[ 1, 3]oxazin-1 -
yl) - plperldlne 1-sul fonyl ] - benzoi c acid net hyl

ester8-Methyl -1 . _
A represants enaptionstly gt least eaosubstifuted mono- or polycyclic

i peri.di.n-4- - - | ki -12-
B4 Yl i AR B BAGh L b hA BBp Fono-
@ubbﬂutgteu alk Cﬁledehaménylbaam[a%{nyleﬂecg@@a' rand/emghidh &y contain

2-[4-(6-Cnhl or o- 2- oxo-4H benzo[d] [ 1, 3] oxazin-1 -
ﬁt jeerﬁt paeihgtereatany @sraripg mayheiiniang Plemareaf s §ngs, 1

- (4- nmet hoxy- benzenesul fonyl )- piperidin-V n-4-yl]-1
, 4-di hydr o-benzo[d] [ 1, 3] oxazin- 2-one | CH,
and4- (6- Chl or o- 2- ox0-4H benzo[ d] [ 1, 3] oxazin-1 -
yl ) - pi peridi ne-1-sul fonyl]-benzoic acid nmethyl ester /
6-Chloro-1 -[1-(2, 4-di net hyl - benzenesul f onyl ) -

i4dbn l.]-1, 4-di hydro- benzo[ d] [ 1, 3] oxazi n- 2-o0ne
Eh§§11 2 %%{ﬂ- (3-trifluoronethyl benzenesul fonyl) -
plper|d|n 4-yl]-1, 4-di hydro- F

be%mg&%ﬂr'ﬁrﬁ %@bnr@ﬁ‘ﬁﬁterﬁ&@?mrﬁ Rrelgiableenantiomers or
%ét@.@blrﬁeral Q‘?éééihéte“oﬁ’h]foﬁn e b ixtuke &f St At 806 BF RS

d] [ 1, 3] oxazi n- 2- one

sgarepmomersr maﬁerpbtyimqr)tloms andéridiastergomers, in any mixing
ﬁ ercgr?e{og%!ﬁ' rﬁal %o Rge% Qf)lly é[ c%rr%'spxgdlﬂs? Bﬁ%lologlcally acceptable

%alitlhél‘éoﬂdﬂﬁ@o bbloaw thepdarer i di n-4-yl ] -
8- net hyl -1, 4-di hydr o- benzo[ d] [ 1, 3] oxazi n-2- one
8-Met hyl -1 -[1-(naphthal ene-2-sul fonyl) -

piperidin-4-y|]-1,4-dihydro-benzo[d][l,S]oxazin- 2-one
H C 8-Methyl -1 -(1-phenyl met hanesul f onyl - pi peri di n-
4-yl)-1, 4-di hydro- benzo[ d] [ 1, 3] oxazi n- 2- one

1-[ 1- (4- Brono- benzenesul fonyl ) - pi peri di n-4-yl] -

6-chl oro-1, 4-di hydro-benzo[ d] [ 1, 3] oxazi n-2-one V |

6- Chl oro-1 -[1-(4-nethanesul fonyl- V

benzenesul fonyl ) - pi peri di n-4-yl]-1, 4-di hydr obenzo[
d][l 3]oxa2|n 2-one

~ o A I Y T R Y L L Y A 11 ~
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H 1-[1- (But ane-1-sul fonyl)-pi peridin-4-yl]-8-
nmet hyl - 1, 4- di hydr o- benzo[ d] [ 1, 3] oxazi n-2-one V HC CH,

WG2@80o906 1 -[ 1- (2-ni tro-benzenesul fonyl) - PCT/EP2004/008510

pi peridin-4-yl]-1, 4-di hydro-benzo[d][ 1, 3] oxazi n- 2-one
6-Chloro-1 -[1-(3-nitro-benzegesul fonyl) -
pi peridin-4-yl]-1,4- dlhydro benzo[d][l 3]oxa2|n 2-one

\XJ 1:J1- h
chi or Botied R bERDAr o PR EbiereBis a Satrdienter 1
uhéat@?at@d@n@hbﬁ@@@éluﬂfﬂw|a)rralkyl alkenyl or alkynyl radical, which is

eridin-4-y dlhydro benzo Loxa2|n 2-one
gﬂtn dhy ?l]_e pgmnrpraubgﬁ’wpgtsg%p qft ese substituents may

S8 e s o oA TR R 4 e o
gty ; fluckirg, hh!ﬂr@lebbm[r@] drid Biflosasthsthgt.one

8- Met hyl - 1- [1 (4-nitro-benzenesul fonyl) -
pi peridin-4-yl]-1,4-di hydro-benzo[d][1, 3] oxazi n- 2-one

6- Chl
of per ﬁ’ id E[Qatfjdafgg"b? Q‘Hggﬁ&&%gzg %cﬁﬁ@ai]l%a(satt one heteroatom as
a- ruWeﬁ‘beEtcbatmmngfoynkjahph@lw radiica 4which -id sdbstithtedy Ippene or

nzo %11 t)ueb sp%rp er I$ gpnrfﬂeﬁs&& ﬁ.tﬂé’ saturated or unsaturated,
[ .
R S0l S g o s
mdmblermdréamw[gjmpmpspob@yclm QyaboadipOHitié iyl system, eqch of these
eridin

éﬁ@ﬂ%ﬁ#hﬁﬁﬁ PR $iheBys Hafinbd. prstersbispg phosen from the

hﬁﬁbi}ﬂﬂwb}m@' 1968 brémine, linear or branched Ci-
di hydr o-benzo dé[ 3] oxazi n- 2- one O HC

\é&s@HWbH@eﬁf pnbranched s aloxwripepr pr peanatied-G+-Cq

elbesp Byt ch Safecs Col B EIRANERY prosianavhmere
ptdfefably cidyatr fPoretheQfrdlih torRsiethag bNlideatof brandHed C1-Cg alkyl
(4-Ni tro-benzenesul fony!)-piperidin-4-yl]-

aﬂdcﬂﬁeﬁ?ﬂr 0- benzo[ d][ 1, 3] oxazi n-2-one 6-Methyl -1
-[ 1- (qui nol i ne-8-sul fonyl ) - pi pe diin-4-
yl]1-1, 4-di hydr o- benzo[ d] [ 1, 3] oxazi n-2-one 6-Methyl -1
[ 1- (Ihe dtptérbatoms of szidetybloatiphbtioradigal and/or of the mono- or
|d|n ﬁ -1, 4- di hydr oben [ 1, 3] oxazi n- 2- one
Ch?YCJ‘ia U%f ie o BRY- 'ﬂdgf{’,@ﬂ‘fﬁﬂLW)ff%ﬂ &€ aNnaiber, bg chosen
Wéfellab‘f% ﬁgnﬁmég;eggg €8 onyffg %l}o fl?ﬁ%@'e@i gungna[ ?/hd Gy den, ‘more
6refetab}y mlrpged||$1yhossmaaad1&l¢|[o]a,t@hoxaz| n-2- Y
one6- Met hyl -1 -[ 1- (napht hal ene- 1-sul fonyl) -
pi peridin-4-yl]-1, 4-di hydro-benzo[d][ 1, 3] oxazi n- 2-one
6- Met Byld- éyclda"r?)ﬁaﬁ@ hadiaalgnsy dofitsid 0MY/ 2 or 3 heteroatgms chosen

peridi n-"4-vyl di hydr o- benzo[ d] ['1, 3] oxazi n- 2-one
Eon‘l\thaat{qa{e mentioned group, preferably it contains 0, 1 or 2 heteroatoms

%ﬁ&%dﬁ@?ﬁ}bgﬁﬁp%sqﬁé@,%ﬁ%enzo Hﬁi/lhl 2p263|eh§dr obenzol

d[1, 3]oxa2|n 2- one
6- Met hyI m{ §4 ni tro- benzenesul fonyl ) -
oi per If&R°Ane R ogpthewﬁlymeabm@gmqgere@t@naﬁqrm a'saturated or

P BgiRY ontional a lesst manogppsiiyps hetsrgpygiering. which may
céﬁtdimaﬂeasmezﬂ[rm]e[r he&iroamm as & igemember and/or which may be
[ 1-(4-Ch]l oro-3-nityo-benzenesul f onyl

g@wrﬁﬁdﬁmﬂl §|S]ailg'atﬁg ﬂg,pnslatutaaqscﬂ,ﬁmn@naﬁ)ggﬁ least mono-
%@l{)@ltﬁ%%h %@rﬁe?ﬂ??rﬂ%n%et%g@ah@ﬁaase% fing member containing mono- or

sulfonyl)-piperldln 4- yI] 6- net hyl - 1, 4- di hydr obenzo]
d][1, 3]oxazin-2-one HCCH 1

-[1-(4-Chl oro-3-nitro-benzenesul fonyl) -

pi peridin-4-yl]-8-nethyl-1,4-di hydro- O=N*
benzo[d][1, 3]oxazin-2-one N. d S II- N K1

-[1- (4-Chl oro-3-nitro-benzenesul fonyl) -

A ~1T ~ A1l
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pi peridin-4-yl]-1,4-di hydro- O=N*
benzo[ d] [ 1, 3] oxazi n- 2- one

W®G2@8o906 1- [ 1- (5- di et hyl am no- napht hal ene- 1 PCT/EP2004/008510

sul fonyl ) - pi peridin-4-yl]-1, 4-di hydr obenzo|
d][1, 3] oxazin-2-one ;- N T @
1-[1- (4- Met hoxy- 2, 3, 6-tri met hyl benzenesul f onyl )

R G e N

Aefgéd, dp@féa&l?]b@ch@dﬁﬁ’l’rorﬁ the group consisting of hydroxy, fluorine,
di hydr o- benzo[ d] [ 1, 3] oxazi n- 2

sh@ﬁun@r Broming, brzaamrrhsaycfzeds%qeralm,t lineaw on peanraheds Gmize
oS D Ridictle &i-LabemEBARIE Shearor branched GG

peeiudrdalRyky angd IbBﬁzyldnmréwéﬂefﬁalyn&bhythelg@up@dnssting of linear
di hydr o- benzo[ d oxazi n-2-one -CH
or prancheg lonbs B k% benEdny! ) - pi peri di n-4-yl | -
, 4-di hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one
1- [ 1- (2- Bronp- benzenesul fonyl ) - pi peri di n-4-yl ] -
8- net Hfthelhetetbdyglic dny eontdind phe 3 onarei additionah beteroatoms,

b BRSNS s stiona
iae[e%ét%h% QH@S@E%%‘&%HH may' hljﬁgéﬁaérﬂbnfr&m%r]e‘ another,

1, 4-di hydro- benzo[ d] [ I, 3] oxazi'n-2- one
@reefbrahiy)bethsea fwtmﬁgwmﬁmmmmger) -sulphur and oxygen,

di 4- di -b 1.3 2-
iS peStelatly ytoges B RR i DRGIO™Mber i din @
4-yl]-6-nethyl-1,4-di hydro- benzo[ d] [ 1, 3] oxazi n-
2-onel-[1-(2,4,5-Trichl oro-benzenesul f ony

pi per Saichhateyegyciic Kingimgyicenigihdol pn3saddg<th1ah hetergalems

Epest oot e apoyrencied R, BRIERIRY eptiBind o drit,

Eletmeatoms chosen from the above mentioned group.
6-Chloro-1-[1-(2,4,5-trichl oro-benzenesul fonyl) -
pi peridin-4-yl]-1, 4-di hydro-benzo[d][1, 3]oxa2|n 2-one

o1 per Tt 1241 pplionat Sicact Br RetBRIASH S A riighémber containing
mdm(cﬁ;paimhéammyn@SMenewhlémmdw be bonded via an
L
%r?%lg?oxaéz’y %ugﬁﬁgﬁfé%y dnéof bre P8 fitnts, each of these

Supstltgén’ermap pzefambiy)byedb\eneanMGS?p othgnyvise defined, from the

<? o é?%%g%%oﬂfﬁgégl a og}énd' ll(rj\eg or t%?\%e& C4-Cs alkyl, linear or

t
e S HaRo o Sg ah O Broraly

dinear o raaghed glqgﬁﬂaoqrﬂuoroalkoxy an optionally at least mono-

SRttt AR R B RRDhaR BEleiprn. pese preferaply regn the

grons c@*rbnstlnglof hdlogén, eriaamat bﬂmcri@elrtzp@@a f,oQyphenyl,
pi peridin-4-y 8rrethegt!l‘I 4d|hydro

@@ﬁ@agl&] @tllegistd}agaq)ﬁups dpheryl @ﬁud&-doﬁ -membered heteroaryl,

s fife P B T 5 DU Cotiboring of fugrine, ohlerige0:phenyl
linebdef Bnaﬁc@eaiﬂ#@e@k&leopmm dtdegdt)mono-substituted phenyi and
plperldln 4-y L nethyl 1, 4-di hydro- H - 1
%2 Spapmp eﬁ?% atﬂr%arz .one CH 1
- (1- Pent anet hyl benzenesul f onyl - pi peri di n- 4-
yl)-1, 4-di hydro-benzo[ d] [ 1, 3] oxazi n-2-one 8-Methyl -1
- (1- pent anet hyl benzenesul f onyl pi per
di n-4-yl)-1, 4-di hydro-benzo[d] [ 1, 3] oxazin- H
2-one6-Chloro-1 -(1
- pent arret hyl benzenesul f onyl pi peri di n-
4-yl)-1, 4-di hydro-benzo[d] [ 1, 3] oxazi n- 2-one
6- Met hyl -1 - (1- pent anet hyl benzenesul f onyl pi peri di n-
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yl }-1, 4-di hydro-benzo[d] [ 1, 3] oxazin-2-one Vs-N A1 -[1
-(2- Met hyl -5-ni tro-benzenesul fonyl) -

wEr@enixra- 4-yl ] -1, 4-di hydr o- benzo[ d] [ 1, 3] oxazP@F/EP2004/008510

2-one8-Met hyl -1 -[1-(2-nethyl -5-nitrobenzenesul fonyl) -
pi peridin-4-yl]-1,4-di hydro- -th-C .
benzo[ d] [ 1, 3] oxazi n- 2- one

6- Chl 42 t o

O Bnd o AN ORI Bt g v
gomfairhghe or nﬁore(h?etmtatqrh(sj &hgse mteroawfﬁ% ullikenbié hgteroatoms of
R B mENS0Bed T | rreBBRLEHBEeTedmy T iy Preferably be
@hc%éd ﬁbﬁrtﬁeérﬁuﬂcﬁhgk{gﬂ@ E)Pn'ﬂ‘?ﬁ%ﬂ[ glllhﬁu?’%\ﬁ&(%@ :n.z' one

B 1-[1-(4-Brono- ['uor enzenesul fony
plper|d|n 4-yl]-8-nethyl -1, 4-di hydrobenzo[

D11 TRl Gs6 e mlonscphieny sadical s dagi substituted by one or
lgid@? %gdgt)r(tggll'mﬁ ]ésagt;] gthﬁ%ésés%ﬁiﬂ’@érﬁ@‘?ﬁ?fbreferably be chosen
fiomﬂ1eagrgua eensistinglof fluoring, biorings budminey linear or branched Cs-
gjs F%&'E%%grz?%ﬂ)l]fnghgﬁ t(pyée e]11kox§JI ! IIJP'%QIF 8|b Bt %ed C4-Ce alkylthio,
ﬁﬂubﬂorﬁéth%iefdi@l?c@r@l ragicay hnd enNRERN f10d]) wherein R'2 and

eridjn-4- 4-di hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one
'%11'30 Jﬁqﬂfﬂ ar %ﬁjefﬁrs gach mnmemhys@@eéh@rsllmefasmbyanched C+-Cs

% eridin-4-yl]-8-nethyl-1,4-di hydrobenzo[
f?l,S]oxazin-Z-one H 6-Ch|oro-1
-[1-(4- chloro 2,5-dingthylbenzenesulfonyl)-

i per,i -1, 4-di hydro- "/
Eeﬁz fﬂ'] r mngoa aﬁq@Iene alkenylene or alkynylene group is

%Lfﬂgéi}llitgld n@?‘ S eo? rzmér‘&I éﬁi?sftﬁ%éntg e@ﬁ&? Sﬁﬂﬁleggﬁhlbgf' tuents may

yeferaply| tfqmq'mﬁrom tbe@n&u;b—lconsustmg of hydroxy halogen linear or

@Pﬁ“l’%ém Lo 'gé%% &%}ﬁ{%ﬁo 'gqr@g '%PEH or-brgpghed C4-Cs
rier[‘l&or(o%ll{g& qiPkaPyt b%@ﬂ@#b% BEMlubr &m&iry &w&émnauy at least

hydr o- benzo dLL‘ oxazin-2-o0
mopqsmstl@@d phenyl hadizakh Hxasid phghyl-radisat isdiself4ubstituted by

b d 2-
Lo PP Brbsdudod, B BoBEP 3oL L TLRRE oo e
cmq@ehlfdjrﬁ iHe g%duplc%si%tmgddfqhbﬁﬁéoﬁﬁlbhﬂ\e 3ﬂ>l‘é¥1ﬂﬁé nITne7ar ore
[ 1-(4-1 sopropyl - benzenesul f onyl

Wﬁpclaeqw&fgaalhymhnﬁawb@aw@o% GB"{qXNXQIE{I czbramhed C4-Cs

eirt Ol R AR FRIEH AR AR ol g
FN lantk R (df@bbk%m&g?rﬁnﬁﬁ&?b?ﬁ@ﬁhw nor linear or
i peridin .
tﬁ' H cﬂﬁ'ﬁ@%ﬁ&ham n- 2- )c;ne I d
6- Chl oro- 1-[ 1- (3-chl or o- 4-f| uor obenzenesul f onyl ) -

pi peridin-4-yl]-1, 4- dlhydrobenzo[ d]%l 3] oxazi n- 2- one
1- [ 14{Gnechr mome@f theisulustitearte iR%s RPf RAYRY and R’ represents an

%ﬁcfer I?ﬁl 2% %d %acgﬁge r%\g%lag\}e é} tgl6h¥)rer3f(e)r§bly 1[to 3 carbon atoms.

1-[ 1- (4- Brono- benzenesul fonyl ) - pi peri di n-4-yl]-
6- met hyl - 1, 4- di hydr o- benzo[ d] [ 1, 3] oxazi n- 2-
one6 TIV@lSBﬁkJ"Ed -if h¢ artrindesstand zkaidbeltémontondensed” indicates

tlgétptﬁ c%n@ewa%%bpggsha}eh%%w thba%nc%% dlclr% ﬁlg %(eall'rznsn‘annulated” or
“fsed{ Ardyr alkd %@ruy@atfbv{m@

pi peridin-4-yl]-1, 4-di hy robenzo[ [1 3] oxazi n- 2- one
1-[1-(4-Trifluoromet hoxy-benzenesul f onyl) -

pi peridin-4-yl]-1, 4-di hydro-benzo[d][ 1, 3] oxazi n- 2-one
1-[1-(2-Nitro-4-trifluoronethyl benzenesul f onyl) -

pi peridin-4-yl]-1, 4-di hydrobenzo[ d][1, 3] oxazi n-2-one

1-[ 1- (3-Fl uor o- benzenesul fonyl ) - pi peri din-4-yl]-
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, 4- di hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one
1-[1- (2, 4-Di chl oro-benzenesul f onyl ) - pi peri di n-

wa@20050130761- di hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one PCT/EP2004/008510

1-[1-(2,4,6-Trimethyl -benzenesul fonyl) -
pi peridin-4-yl]-1, 4-di hydro- hepzo[ d] [ 1, 3] oxazi n-
2-onel-[1-(2-Trifluoronethyl-benzenesul fonyl) -

pi per S%'Ifgnélm)(éé d&r‘lvatql/'e@bﬁd %nQFéﬁ&[n%IgJ(Iag}]a%%%éférred wherein R’

2-one

feprebbiis-al - mRBR%ratomaﬂ |ol|d @rsamtdmmbaﬁggum@af eptidnally at least

pi peridin-4-yl]- ¥drobenzo[ d] ] oxazi n- 2- one
glqp@-Mstliuted optlonally at’least one heteroa om as a ring member

chighTogs 5P EOSBARETARSR Ut b cppgonsed

Shnthla é@chzhted rar-umsangatesl) bbtionhl)y gt lpast tdonelhu}bbﬂltuted optlonally
t hyl ]11 4- di hydr o- benzggq%él;ﬁ% oxazi n-2- one
EQ“Q SIRAIITD 28 hPRG: Jrsant aﬁamgemoapn or b'CYC“C

d qg&g@h

éyéé&%r@ %@tm SQSt?T W%@@?qﬁgsﬁ%ﬁtbgﬁ}z nesu on I %rG
pigmbérddn- 4- yl ] - 1, 4- di hydrobenzo[ d][1, 3] oxazi n-2-one

H C 8-Methyl-1-[1-(2-trifluoronethyl benzenesul fonyl) -

pi peridin-4-yl]-1,4-di hydrobenzo[ d][1, 3] oxazin-2-onel
-[1- (ﬂro'félﬂﬁé@TWer}ﬁﬁkésfe‘hﬂé’éh -RRBRP r&HiBaltoryd tadical chosen
4-di hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one

iromﬂ(mgreupmaﬂmmésul fonyl)-piperidin-4-yl]-

4 di hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one
1-[1-(3-Nitro-benzenesul fonyl)-piperidin-4-yl]-

, 4- di hydr o- Hen o[d gl 3] oxazi Qhe o
1- {1-14-T2=\Bro noxy) - be Ifonyl]-
pi peri di n-4- -1 4- di hydr o- bekza§ d] [ 1, 3] 0xazi n- 2-one

1-[1-(3-Methoxy- benzenesul fonyl) - pgperidin-4- %?

yl']-1, 4-di hydro-benzo[ d] [ 1, 3] oxazi n- 2-one '
1-[1-(2-Nitro-benzenesul fonyl ) - pi peridin-4-yl]-
, 4- di hydr o- benzo[d][1, 3] oxazin-2-one - o 0 8-Methyl-1
-[1- (tol uene- 4- syl fonyl) - pi peri din-4-
yl1-1, 4- di hyg eﬁ zo[d][1, :ﬂg{glé\l)ln-z-one H, C
0701- (1- Bengene onyl - pi peri 8 ,p-14-yl ) @8dnet hyl - \__p
4- di hydr o- Nenzo| d] [ 1, 3] oxazi n-E-one R0
1- (3- Met hoxy- benzenesul f onyIRte pi peri di n- 4-

1-[
yl]-8-nethyl -1, 4-di hydro- benzo[ d] [ 1, 3] oxazi n-2- one
1-[1- (2, 4- Di et hyl - benzenesul fonyl ) - pi peri di n-
4-yl]-6-nmethyl -1, 4-di hydro- benzo[d][1, 3] oxazin- CH
2-one H C CH

Wheteih4if bﬂe@"rﬂnmemaﬁre@mm@dehfwﬁbhbrchemlcal bond, and

eridin 4-yl }-6-nethyl -1, 4-di hydr obenzo]

Eq Fnepggag&rg@,hy POgGaT: adlnegfpyprqnched C1-Cs alkyl radical or a benzyl

t 2
et ORI AL DA ELA Al ong 7 (o, A nd n are
tlefided Aslabene- 3- sul f onyl ) - pi peri din-4-yl]-1 , Adi hydr o-
benzo[ d] [ 1, 3] oxazi n-2-one CH.
1-[1- (5-Fl uoro-2-nethyl -benzenesul fonyl ) -

P Ao A0 bl ) Ynoro
&3 RY[R2 4nd Il%omieupoai;orbhﬁfmen&saﬂchcraptesept hydiodien; a linear or

biehed G Po ASORE FSRAG a1 lhAL P} BiTs0R op Aoy last moro-
sAbstit b@?%ﬁﬁ/!) f(gdl%aI?’é ﬂﬁé‘éﬂ(?};t?raﬁﬂ eéi, optionally at least mono-

-? -%3 4- enzenesul fon

pubﬁltumdrCﬂCy Ia]kenyhraduda} dre tumo{rdjr{anchf}da xaptionallableast
1 -Pe r z nyl - pi peri di n- 4-
W% IS%)%E%Q%& 'B}S[ ]f@cg oiazlonpz one 8- Met hyl -

-[ 1- (t ol uene- 3-sul fonyl ) - pi peri di n- 4-
yl]1-1, 4-di hydro-benzo[d][ 1, 3] oxazi n-2-one CH
1-[1-(5- Fl uoro-2-net hyl - benzenesul f onyl ) -
pi peridin-4-yl]-8-nethyl-1, 4-di hydrobenzo]
d] [ 1, 3] oxazi n- 2 -one CH 1 [1
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4-yl)-1, 4-di hydro-benzo[d] [ 1, 3] oxazi n- 2-one
6- Methyl -1 -[1-(tol uene-3-sul fonyl)-piperidin-4- CH

wQ@ kGos01397¢i hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one C PCT/EP2004/008510

1-[ 1- (5-Fl uoro- 2- et hyl - benzenesul f onyl ) -

pi peridin-4-yl]-6-nethyl-1, 4-¢d3hydro- V CH
benzo[d] [ 1, 3] oxazi n-2-one "CH

1-[1-(4- Isopropoxy benzenesul f onyl ) - pi peri di n-
4-yl]-6-nethyl - dlhydro benzo[d][1, 3] oxazin- V
maraeréferably R, R3 R4 R® and R’, identical or different, each represent

Bl 7B B D Samh spUb A By S abi -sakeiéod - C

bikyl drdichi4- Di net hoxy benzenesul fonyl )- V CH
pi peri din-4-yl]-6-nethyl- 1 4- di hydr obenzol
d] [ 1, 3] oxazi n-2- one HC ,

g"?zw'l‘e %h‘%effeﬁ@@ygﬁzagﬁugﬁ ﬁ?g NG eh Qé/lgf’rdﬁ Lpont. "Sach
Fegvesént hybtrdder,4- tri f 1 uor onet hoxy- %<2 .

benzenesul f onyl’) - pi peri di n-4-yl]-1, 4- dlhydrobenzo[
d] [ 1, 3] oxazi n- 2- one

g?&@gpgﬁTéghﬁiggéﬁéb%ﬁﬁﬁg%ﬂﬁéluo&ggpthylbenzenesulfony

benzo[d][l 3] oxazi n- 2- one
3- Fl uor o- benzenesul f onyl ) - pi peri di n- 4-

6 net éylfonamtd@i Igrivadves Ak aﬁa?r[a famsiatahare aféa]m;refeered

B B s P RS TV ARAD alekS BY R, B Phant st

0ToNG- sM&Ishwted Grded alkgl @dioal reelifedriagiranetsed, foptivhally at least

Eﬂner I %&313?% ldg %q-,glggh)gl{r%r ﬁ:gi rgﬂzl?n[ear or branched, optionally at least
n{o%o(&gsﬁtJtéa‘Qi' Q?L?ﬁ"‘%“ﬂﬁﬁr PSU| fonyl)-

pi peridin-4-yl énzo[ d][1, 3] oxazi n-2-one
CH, 1-[1-(3- N@thoxy benzenesul f onyl ) - pi peri di n- 4-

0 T Dl NS GRS o 158 ™
@pwgﬁgllggméas\tlnlorﬂo -SostietC REDARY Plddicat] 0xazin- . CH
1-[1-(4- Acetyl benzenesulfonyl) pi peri di n-4- yI] . CH

(13_ ﬁt %‘B?Efﬂmgﬂ%sfﬁdr%@wﬁd" iy {ééﬁif%%?r‘;ora Cr- za%yl radical,

perldln 4- yI] 6- net hyl - 1, 4- dlhydrobenzo[
é_ 3]oxazi - 2- one 6- NEthI
n{A ri%t b?aﬂ@cé 1] ar@r@erﬂnpd @@rabsnvua . CH
4 yI) 1, 4-di hydro-benzo[ d] [ 1, 3] oxazi n- 2- one
2-[4-(6-Met hyl - 2- oxo- 4H benzo[d] [ 1, 3] oxazin-1 -
Flrthermuee) stulfmrahaldaIdemlv;dn}esb@ﬂ‘géns?aﬁﬁrrﬁul@@él)yére%%o preferred,

t er6- 2- 0X0- 2H- chr omene- 6- sul fon

Wﬁ%’@m & ﬁng '?A ]'dqntEaLPhS}'ﬁ?Eﬁ'BeW Eﬂqrqsmtdwémen adinear or
SEfed GERERY 4 ek bl uRiRads el PO 5 iggr o

l&raﬁbhen! ,optiohally é8least nn:imbes@shane@ B3s . § alkehytradical, a Imear

Ly R TR KR AR S
pi peridin-4-yl}-6-chloro- 1 4- di hydr obenzo|
d] [ 1, 3] oxazi n-2-one

6- Chl viitb-the pro\is thas iRfrand2R8 dbfrmyepresepenydibgen at the same

‘@“é%%ﬁg%fg'orﬂﬁ ,TE? Mﬂd b& rﬁ’é}% %qul gﬁ r§teg or unsaturated,

IPicRe bt BFdhchey! I TRSH- INohai i
HC 6- Chléo]Tr oel b?ﬂ?ﬁal@od;g@ézﬁ chr orgrgﬁéet[t%teg]u ?%ﬁya{n ?bgﬂ&%lcal’
pi peridin-4-yl]-1,4-dihydro-benzo[d][1, 3] oxazi n-
2-one6-Chloro-1 -[1-(tol uene-3-sulfonyl)-pipe idin-4-
yl]1-1, 4-di hydro-benzo[ d]t1, 3] oxazi n-2-one 6-Chloro-1
-[ 1- (5-fl uor o- 2- net hyl benzenesul f onyl ) -
pi peridin-4-yl]-1,4-di hydrobenzo[ d][1, 3] oxazi n-2-one
6 Chloro-l -[ 1- (4-i sopropoxy- benzenesul fonyl ) -

~ o
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6-Chloro-1 -[1-(3,4-di met hoxy- Nf
benzenesul fonyl ) - pi peri di n-4-yl]-1, 4-di hydr o-

whewzofxyq 1, 3] oxazin-2-one H CH 6-Chloro-1  PCT/EP2004/008510

- (1- pent af | uor obenzenesul f onyl pi peri di n-
4-yl)-1, 4-di hydro-benzo[d] [ 1,_g40xazi n- 2-one
6-Chloro-1 -[1-(4-trifl uoromethoxy

ek e%;%'gf{fgﬁyef)egﬁeg@abga%g‘qu’qﬂs_@%uratéjd WdLPBeBAHched,

obﬁo:ﬁayettléasﬂnbﬁofshbgmf@i hgrkeiezaarabhitRRy Idast five carbon
pl peri yl]1-1, 4-di hydrobenzo[ d][1, 3] oxazin

etans.oro-1 -[ 1- (3-fl uor o- benzenesul fonyl ) -

pi peridin-4-yl]-1, 4-di hydro-benzo[d][ 1, 3] oxazi n- 2-one
6-Chloro-1 -[1-(2, 4-di chl oro-benzenesul fonyl ) -

pi per pdi n-4-yl]-1, 4-di hydro-benzo[d] [ 1, 3] oxazi n- 2-one
6-Chloro-1 -[1-(2,4,6-trinethyl benzenesul fonyl) -
plperldln 4-yl]-1, 4-di hydrobenzo[ d][1, 3]oxa2|n 2-one

BeSHARD et A BRSSO b gt

bplidndIR- M easthinoho-substituted; wptionslly) aipleaelrmmh further heteroatom

espum%%%%r B U TITDRGT BRI NG, which may be
Mb%néed“wﬁor oé%[)&ra@@d‘é%ﬁ%étﬁr%bexé&ﬁ aﬁy%‘t‘?eégt mdno-l 1

enzenesul fonyl ) - pi peri
supSt]tuted40¢tm|y@IIyoatHeaszta§rtﬁ hateB)atrbvasazingmaender containing

5-B i di 3-sul f
Bidor a.hach%‘m Pyc'eahoqm‘*w%{ SO MR as g of theging
Systehr bk hﬂ:,riﬁsee‘aulfonyl) pi peridin-4-yl]-
4 d|h ro- benzo oxazi n-2-one |

angR'R’ eé\@ndmer ef aboVenyl ) - pi peri di n-

4-yl] - 1 4- dlhydro benzo[d] [ 1, 3] oxazi n-2-one \ c

8- Met hyl -1 -[1-(2- oxo-2H chronene- 6-sul fonyl )-

D' per Pdlrtibtﬂarw preferfedaky éuIﬁarﬁﬁﬁl@i@[dﬂrivétlﬁ’és)dﬁgemraﬁfdﬁmla (la),

[ 1- %,5 Di ghloro benzenesul f on peridin-

mﬂr?mé? n2th iR - identieal oy dliffenseh @@pé]rﬁnrwakawrﬁgeg OF@elinear or

nzenesulfonyl) pi peridi no
rarg‘]}‘-g-zcn%?ﬁ%/?'ﬁwfaﬁﬁydro- benzo[d][1, 3] oxazin- O H,C
2 one | 1- [ 1- ( 5- Brono- 6- chloro pyrldlne 3-sulfonyl)- H

d] [ 1 gqutb)@hg ?ﬁé\gs%,;{@trﬁst hr% R are no’p K%rgggﬂza%he same time, and if
B R e SRR S A of franchea

bp[lanalal &t Ié]asihhon«»—sbbaiztetmh@h-ﬁqrgﬂphabc pmilcah the other one of
ﬁ\%nés areg?ura ed <:3Lr‘ S'nsdatnyaqeé) _llkr)%g% 8[‘ gl nch 058 onally at Ieast mono-
Jsubém(@doélwlucfiaé.éélfwm b} 1eRisPVe Bafboh ftbhrs], 4-

di hydro-benzo[ d] [ 1, 3] oxazi n-2-one
6-Chl oro-1-[1-(2, 5. dlchloro benzenesul f onyl ) -
pi peridin-4-yl]-1, 4-di hydro-benzo[d][ 1, 3] oxazi n- 2-one
1-[1-85-Brono-6-chloro-pyridine-3-su|fony|)-
pi peri di n-4- yI] 6-chl oro-1, 4-di hydr obenzo[

%%[1 Ségxa2|n -one 6-Chloro-1-[1-(4-chlorc
tngedhgn with the bridging nitrogen atom form a radical chosen from

Qﬁ%ﬁfedtfb @onA&éﬂrch}f 4-di hydr o- benzo[ d] [ 1, 3] oxazin- O

0"06- Chl oro-1-[ 1- (2, 6-di chl oro- benzenesul f onyl ) -

pi peridin-4-yl]-1, 4-di hydro-benzo[d][ 1, 3] oxazi n- 2-one
1-[ 1- (Bi phenyl - 4-sul fonyl ) -pi per din-4-yl]-6-

met hyl - 1, 4- di hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one

-[ 4- (6- Met hyl - 2- oxo- 4H benzo[d] [ 1, 3] oxazin-1 -

|') - pi peridine-1-sul fonyl]-benzonitrile

[1-(2,5-D chl oro-benzenesul fonyl ) - pi peri di nl
yl]-6-nmethyl -1, 4-di hydro-benzo[ d][ 1, 3] oxazi n- 2-one
[ 1- (5- Bronp- 6- chl or o- pyri di ne- 3-sul fonyl ) -

peri di n-4-yl]-6-nethyl -1, 4-di hydro- CH

nzo[d][l 3]oxa2|n 2 one N

2
y
1
4-
1
pi
be
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2-one 6-Methyl-1 -[1-(2-nmethyl-1Him dazole-4- HC
sul fonyl)-pi peridin-4-yl]-1, 4-di hydrobenzo]

wa@lkGod/0Bo0xazi n- 2- one PCT/EP2004/008510

1-[1- (5-Brono- 2, 4-di fl uor o- benzenesul f onyl ) -

pi peridin-4-yl]-6-nethyl-1, 4~¢-hydr obenzo]

d] [ 1, 3] oxazi n-2- one Br

1-[1- (4- Met hanesul f onyl - benzenesul f onyl ) -

pi peridin-4-yl]-1,4-di hydro-benzo[d][1, 3] oxazin- V
1-(1- thhyl 1H i m-dazol e- 4-sul fonyl) -

pLp _Aﬁ%l]-1,4-dih nzo[d][1, 3]oxaz n- ¥-one
1-[ 2,4-diflud shzenesul f onyl 7N
pi perrdin-4-yl]- 1 4- di hydro-benzo[ d] [ 1, 3] oxazi 2-one

Br 1-[1-(6-Ch|oro-inidazo[2,1-b]thiazo|e-5-
sul fonyl)-pi peridin-4-yl]-1, 4-di hydrobenzo]
d] [ 1, 3] oxazi n- 2- onel
- (4- Et hyl - benzenesul fonyl ) - pi peri din-4-yl] -
4 di pydro-benzo[d][1, 3] o n- 2- one
i?%ﬁzo[b]thlopheag yl')-ghgeri e-ht N
4 yl di hydr o- benzo ] oxazi n-2- one ;

1-[1-(6-Chl oro-i mdazo[ 2, ]thiazole-5- '"P
sul fonyl ) -pi peridin-4-yl]- 8 nethyl-1,4-dihydro-

benzo[ﬂg ] oxazi n-2-one Y
whergin Ltﬁwesmﬁbydwﬁnﬁ arlipepr pr bmnahed -@+-Ck Bl radical or a

T fasted Pl bG8 o e L Al o)

eﬂﬁd/R]'rR%7 Mﬂid/ha]:e@eﬂh@d%@ﬂ@%zo[d][l 3] oxazi n- 2-one
6- Chl oro-1-[1-(6-chl oro-i m dazo[ 2, 1- b] t hi azol e-

5 sulfonyl) pi peridin-4-yl]-1, 4-di hydrobenzo]

or i ’igtflflbn(%ﬂ'%? delrlv%tl\f%se%f S8Ner8lomula (1a) are preferred,

\phqaem Airepresgdnts 4n @pdohawyr at1easzobabislbslitad nno2 vpne
Ben zoEb ] t hi ophene- 3- sulfonyl) pi peri di n-

QP'WGC"%% e i Q@yamdmer@ghm Ng(3) B(arrbrior-6-mepnkered,
L e .

deylend gmmh %}m%qztmnall?ab II?slt rTlibl‘@-SUbS’[ltLéted %Z—CG] alkenylene group
enzenesul f g i peridin-4-

9{@{%9!5“01133' % fl‘ﬁﬁf#&‘%%@%}ﬁ tfd zag%zalhyrzyl@rn% grct;m ajsi/or

vt BN B 1634 o A 4o mber

2-one 1-[1-(7-Cnhloro- benzo[l 2, 5] oxadi azol e- 4-
pz'%terfgwg( 5% Egéﬁtgh\gn épt}éln]ally at Ie%s?%]dc{n%bg&s%uted mono- or
W&C&d@a?&hb@dﬁn?s?ﬁbm'wﬁeﬁﬁﬂh@%ﬂ (8] are 551 GQnSmbered
pi er|d|n 4-yl] dlhydro benzo [1, 3] oxazi n-
andywherein onees TamerE ihe [iaps poeymat aasloye heteroatom,
pi peri di ne- 1- sul fonyl ] - phenyl } - propi onic acid net hyl
esterl1l-[1-(2,4-Dinitro-benzenesul fonyl) - pi peridi n-4-
orld ratlich] dhogehi frohrethejrélip toBbieliag iof- 2- one
1-[1-(7-Chl oro-benzo[ 1, 2, 5] oxadi azol e- 4-

sul fonyl)-piperidin-4-yl]-8-nethyl-1,4-di hydro- -Nv
benzo[ d] [ 1, 3] oxazi n- 2-one

1-[ 1- (2- Met hoxy- 4- net hyl - benzenesul fonyl)- HC Q

pi peridin-4-yl]-8-nethyl-1, 4-di hydro-

benzo[ d] [ 1, 3] oxazi n- 2- one

3-{4-[4- (8- Met hyl - 2- oxo- 4Hbenzo[ d][1, 3] oxazin-1
-yl)-pi peridi ne-1-sul fonyl]- phenylj-propionic acid
nmet hyl ester 1-[1
-(2,4-Dinitro-benzenesul fonyl) - pi peri di n-4-
yl]-8-nmethyl -1, 4-di hydro-benzo[d] [ 1, 3] oxazin-2- H C
one -i 1-[1-(7-Chloro-benzo[ 1, 2, 5] oxadi azol e- 4-

sul fonyl) - pi peridin-4-yl]-6-nethyl-1, 4-di hydrobenzo]
d] [ 1, 3] oxazi n- 2- one

1-[ 1- (2- Met hoxy- 4- net hyl - benzenesul f onyl ) - HC
plperldln 4- yI] 6 nethyl 1 4 dlhydro- CH
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1, 2, 5] oxadi azol e-4-sul fonyl ) - pi peri di n- 4-
yl]1-1, 4-di hydro-benzo[ d] [ 1, 3] oxazi n-2-one Wcr

WG2@8h90s 1 - [ 1- (2- met hoxy-4-met hyl - HC- O O . PCA/EP2004/008510

benzenesul fonyl ) - pi peri di n-4-yl]-1, 4-di hydr obenzo[
d] [ 1, 3] oxazi n- 2-one 3-{4-[ 4- (-$8Chl or 0- 2- ox0- 4Hbenzo[
d] [ 1, 3] oxazi n-1-yl)-pi peridi ne-1-sul fonyl]-

phenyl } - propi oni ¢ acid nmethyl ester

6- Chl oro-1-[ 1- (2 4 di ni tro-bengenesul f onyl

pi peri di n- 4-yl ] X1.4- di¥$do- be chd = Bxa2|n-
,0 6-Chloro-1 - [- met hyl - cazole 4-

sulfonyl) pi per 4-yl]-1, 4 ;.robenzo[

d] [ 1, 3] oxazi n- 2-/0r¢ H

Cl1-[1-(5-Brono- é 4-di f 1 glor o- benzenesulfonyl)

pi peridin-4-yl]- 6 chl or 0g 4, 4- di hydr obenzo|

d] [ 1, 3] oxazi n- 2- one
8- Met hyl - 1-[ 1- (1- et hyl n1dazo|

sul fonyl ) - pi peridin-4-yl 1, -dbnldrob

d] [ 1, 3] oxazi n- 2- one
1-[1- (5-Brono- 2, 4-di fl up penzenesul fonyl ) -
i peridin-4-yl]-8-methy 4- di hydr obenzo|
Y

pIp

d] [ 1, 3] oxazi n- 2- one
1-[1-(Benzo[b]thiophene-2-su|fony|)-p|perldln-
4-yl]-8-nethyl-1, 4-di hydro- benzo[ d] [ 1, 3] oxazi n- 2-one
1-[ 1- (Benzo[ b] t hi ophene- 2-sul f onyl ) - pi peri di n-
4-yl]-1, 4-di hydro-benzo[ d] [1, 3] oxazi n- 2- on&x

1-]1- (Benzo[b]thlophene 2- sulfonyl i n-
4-yl]-6-chloro-1, 4-di hydrq ?P in- 2-one
1-[1- (Benzo[b]thlophene 2-sul fony P n- .o
4-yl]-6-nethyl -1, 4-di hydro- benzot d] [1, 3] 0xazi n-
2-0ne1-[1-(2,5-D‘f|uoro-benzenesulfonyl)-

pi peridin-4-yl]-1, 4-di hydrobenzo[ d][1, 3] oxazi n-2-one
1-[1-(2,5-D fl uoro-benzenesul fonyl) -

piheeeindX,n¥ 42 yinfie e nririly| fraim @nei anpiinerh eagb|represent a radical

d%%l %J %é%ﬁk‘\%ﬁprgﬂE@%ﬁg%Pg Byﬁl/ropen fluorine, chlorine, bromine,
Inh?ﬁrdzr%r@méhé!di c,céalkgli m&dr%rhﬁaﬁ&{éﬂ El-QlamdE/ ndarste

| uor o- benzenesul f

braywhedi +—¢eyfallqy1tbton@tth§}mommetwlrrydncab@ntzyﬁno radical and a -

12,3 O n- 2- one
ﬁh% R aEﬁ(%‘g’ro-z,&difiuorobenzenesulfonyl)-

plperldln 4-yl]-1,4- dihydro-benzo[d][1, 3]oxazin 2-one
1-11-(4-Chl oro:2, 5-di f| uorobenzenesul f ony
wheseindR n.amdlej gienﬁlﬁemq differgng; Qﬁp@ﬂ@ﬁw hyd rogen or linear or

one
gh%#foro 16%%|§& chl oro- 2, 5-di f| uor obenzenesul f onyl ) -

pi peri di n- 4y|] 1, 4-

g&h dro-benzo [1, -onel-[ 1-(4-Chl oro-2, 5-dj
r@ﬁ@ﬂ%é @?ﬁ‘)’]‘ ‘P P?Pﬂ"?ﬁm t}’l%ﬂngs a CHz, O, S group

3 hydr obenzo[ d][ 1, 3] oxazi n-2-one
-%?M%Z%Eﬂggqufluorobenzenesulfonyl)
piper|d|n 4-yl]-1, 4- di hydro-benzo[d][1, 3] oxazi n- 2- one

heEeR 15 hyRiogen o 4 EANds HeeRa BT Coaidas, n- 2- one

6-Chloro-1-[1-(2,4,5-trifl uorobenzenesul fonyl) -

pi peridin-4-yl]-1,4- dihydro-benzo[d][1, 3] oxazi n-2-one
@n e 12, B-¢ri4 6ad4, 5-tri f | uor obenzenesul fonyl ) -

pi peridin-4-yl]-1,4- dihydro-benzo[d] [

, 3] oxazi n-2-one 1-[1-(3, 5-Di chl oro-2- hydroxy- /
henEenepy! b abhP2 Paid RIRYand h ale eefmed as above.

di hydr o- benzot dj [ 1, 3] oxazi n- 2- one

1-[1-(2, 6- D'fluorobenzenesulfonyl)
peridin-4-yl]-1,4-di hydrobenzo[ d][1, 3] oxazi n-2-o0ne.
1-[1- (2, 6-Difl uorobenzenesul fonyl) -

peri di n-4-yl]-8-nethyl -1, 4-di hydrobenzo]
[1,3]oxa2|n 2-one

~l o A N o~ [ I T T T S T

pi
.0

pi

d]



met hyl - 1, 4- di hydrobenzo[ d][ 1, 3] oxazi n-2-one
6- Chl oro-1-[ 1- (5-chl oro-2, 4-di f| uor obenzenesul fonyl ) -
wW@R@snixTa- 4-yl ] -1, 4- di hydro-benzo[d] [ 1, 3] oxarC¢TER20041€)8510
| 1-[1-(5-Chloro-2,4-difluorobenzenesul fonyl)-
pi peridin-4-yl]-6- methyl-1, 44@i hydr obenzo[
d] [ 1, 3] oxazi n-2-one | 1-[ 1-(2-Chl or o- benzenesul fonyl ) -
pi peridin-4-yl]-1, 4-di hydrobenzo|

o s FUREEANTS SFadie 485 B SRRRCFoml ) e
g}éﬂ;rréhowaéréin A ffesents an optionally at Ielast mono-substituted mono-

Chl oro- 1-[ 1- (2- chl or obenzenesul T ony
or pehvcyelic aromqttqnng systed Mleb@ﬁztb? dihp(s)3y/exe 2t ar B-rogmbered,

it i B8 BHREVRGT RGN bt Bunerspbstitea C1C

dlkylerd] groaipl Bn erﬁbﬁally at least mono-substituted C,_Cg alkenylene group
6- Chl or 0- 1-[ 1- ( 2- napht hal en- 1- yl et hanesul f onyl ) -

oF a@rqnﬂlpﬁauy at ﬂeﬂft ongr $Hngtitt epa]qlhynyjmgrwzaaﬁ/@r
gvl'hggt?i hé r&l\bqﬁn?{/ %HHQ@‘? 5@%%%58 R¥teroatom as a ring member,
di hydro benzo[d][l 3] oxazi n-2-one Br 0”0

6- Brono- 1- (tol uene-4-sul f

@ggrgraﬁeﬁalglyﬁ fepresenfs }%,noqrglon%ﬁ)l/ )a{ least mono-substituted mono- or
?g@%%ﬁnﬂ%ér%nfdtm st'%éﬁ’ln gvyt{éféfgrthe ring(s) is/are 5- or 6-membered

laedz/dmrsim érm9t mae péth&irimgs’l,egmtpimaWeast one heteroatom,
di hyd 2-
er %?/rar i nz%ﬂrﬁr}ﬁ%gﬁ??@ EQ“?FQ@%Q&LSUI fonyl) -

pi peridin-4-yl]-1,4- dihydro-benzo[d][1, 3] oxazin- 2 one
6- Bronmo- 14 -[1-( nol i nek 8- sul f, ny(ﬂ
Ctél*.k chavd 1, 34

pi peridin L5 di hy zo|_'_ X R ne
6- Br onoy 5- chl or oY yI benzo|
b] t hi oph sul fonyl) -

pi peridin-4-yl]-1, 4-di hy’drobenzo[ d] [ 1, 3] oxazi n- 2- one
6- Brono- 1-[ 1- ( 3- mtro-
benzenesul f onyl ) - )y

'r|d|n 4-yl]-1, 4-
di hydr o- benzol[ d] [|{ pxazi n- 2- Il
6- Brono- 1-[ 1- (napkt bahene-1 - W
sul fonyl) - pi peri di n- 4-ghieH}s 4- di obenze

d] [1, 3] oxazi n- 2- onexBy’ 6- Brono- 1-[ 1- (n.
sul fonyl ) - pi peri d
d] [ 1, 3] oxazi n- 2-
yl)-6-brono-1, 4-di hydrobenzo[ d[1, 3]oxa2|n 2-one
6- Brono- 1-{1- [4 (4- br omophenoxy) - benzenesul fonyl ] -

[ i din- }-1, 4-di hydrobenzo[ d][1, 3] oxazi n-2- one
th%,r thx e @_n@@@p@'&ﬁgﬂgy@m one an[othgr[ eacr]1 represent a radical

gﬂetf fr%mpche bdh Eoésué{ulqréf qyﬂbaéﬂ,rfﬂﬁfr%‘?[:hlonne, bromine,
oxa2|n ~one r OND-
lipdan @-branblyéd &-+04 alkyielireames birdnechdd €4-Cq alkoxy, linear or

B8] B i g YR O v Bl 3593
Nﬂiéﬁiwamcﬁyl] 1, 4- di hydro-benzo[d][1, 3] oxazi n-2-one

Br 6-Bronp-1-[1-(tol uene-3-sul fonyl)-
plperldln 4-yl]-1, 4- dlhydrobenzo[ d] [ 1, 3] oxazi n- 2- one

&{l'%ré& a&'\{iﬁﬁ‘ eﬁogc%ror ere beearc]:ﬁerggrseuslefn?wclh)oben or linear or

grémﬁ,reg deozalkgl, [ 1, 3] oxazi n- 2- one6- Bronp- 1-[ 1- (4-i sopr
opoxybenzeneésul fonyl ) - pi peridin-4-yl]-1, 4
di hydro-benzo[d] [ 1, 3] oxazi n-2-one HIC

B ReeBpricd S cth G ARD Bt et e o inga2i G Qrit arou

6- Brono-1-[ 1- (3, 4-di net hoxybenzenesul fonyl) -

pi peridin-4-yl]-1,4- .Br

di hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one 6-Brono- 1-(1-
pent af | uor obenzenesul f onyl pi peri di n-

4-yl)-1, 4-di hydrobenzo[ d][1, 3] oxazi n-2-one
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6- Brono- 1-[ 1- (4-chi oro-2,5- di nethyl -benzenesul fonyl) -
Br piperidin-4-yl]-1 ,4-di hydrobenzo]

wa@lkGod/0Bo0xazi n- 2- one PCT/EP2004/008510

6- Brono- 1-[ 1- ( 3- net hoxybenzenesul f onyl ) -

pi peridin-4-yl]-1,4- dihydro-kgnzo[d][1, 3] oxazi n-2-one

6- Brono-1-[ 1- (4-i sopropyl - Br

ben esul fonyl ) -piperidin-4-yl]-1, 4-

af g ﬁ _iREIEAL d] [ 1, 3] oxazi n- 2- one6- Br ono- 1

-[ 1- (4 fluorobenzenesulfonyl)- pi peridin-4-yl]-1, 4-

dihydro-ﬁenzo[d][l 3] oxazi n-2-one 6-Brono-1

whereip-Rlis hydwgenwia lireararrdyanshrd, Cy-Ce alkyl,

pi peridin-4-yl]-1,4- Br

dihydro-benzo[d][l,S]oxazin-2-one -  6-Brono-1-(1-
pedt anmet hyl benzenesul f onyl pi peri di n-

4-yl)-1, 4-di hydrobenzo[ d][ 1, 3] oxazi n-2-one 6-Bronp-1
-[1-(2-nitrobenzenesul fonyl)- piperidin-4- yI]-1,4- Br

qéﬁyghféf %?1Eé_3£3xa2|n 2-one 6-Bromp-1 -[1

benzenesul fonyl ) - plper|d|n 4-yl]1-1, 4-

di hydr osbenzol[ d] ] oxazj n- 2- one 6-Brono-1

e R SRAARe ML f‘mﬁsia%@h@v%ne-

1-sul fonyl) - pi peridi n-4-

yl]-1, 4-di hydro-benzo[ d] [ 1, 3] oxazi n- 2-one 6-Brono-1
Hutthe#moire, rsuitfe naemickes derivativels Jof gieperal dommulay(14)-are preferred,

dih&'g&oﬁgéé]réggg%mﬁéigeu&fzrgﬂgﬂ%jc%? %elje%:ted from the group consisting of
efﬁ%g oxa2| ) ]Za@% Eﬁ@_‘é&o[’h ‘ﬂb?hfﬁé@[ﬁbm@?{nay be substituted by 1, 2
o[r13>$txbahtme1i‘d$1 sslectashijomethe @ewp copsigling of chlorine, methyl, phenyl

B 8Pl afhork prl B BRATAT - R iog e

4 yI] 6- br ono- 1, 4- di hydrobenzo[ d][ 1, 3] oxazi n-2-one

6- Bronp- 1- (1- phenylnethanesulfonyl pi peri di n-4-

yra redicalichggervfrpenthe arppr censisting ®f  2- one 6- Brono- 1
-[1 -(2, 5-di net hoxybenzenesul f onyl) -

pi peridin-4-yl]-1,4- dihydro-bgnzo[d][1,: é%oxazin-z-one X
,' CH 6-Bronmo-1 N a [ 2APz 2-tr yT) -

1,2,3,4-tet rah\yoqw nol i Y

7-sul fonyl] - pi pé n- 4-

yl }-1, 4-di hydro,benzo[d] [ 1, 3] oxazi n- 2-one 6-Brono-1

-[1-(2, 3-di chl orobenzengsul f onyl ) -

pi peridin-4-yl]-1,4-

di hydr o- benzo[ d] [ 1, 3] ox§

ri chl orobenzenesul f onyl D
di hydr o- benzo[ d] [ 1, 3] oxazin- 2
6- Brono- 1-[ 1- ( 5- br ono- 2- pe

piperidin-4-yl]-1,4- di

piperidin-4-yl]-1,4- diF

6-Brono-1-[1-(2-nitro-4-

trifluoronethyl-benzenesul fonyl) -

pi peridin-4-yl]-1, 4-di hydrobenzo[ d][1, 3] oxazi n-2-one

6- Brono- 1-[ 1- (3-f | uor obenzenesul f onyl ) - X

pi peridin-4-yl]-1,4- dihydro-benzgks . /&¥az|n 2-one

6- Br ono- 1- [1 (2 4-di chl e+e iyl)——AY

pi peridin-4-yl]-1,4- dihydro- benzv Q 3lexazi n- 2- one

6- Brono- 1- [1 (2,4,6 tr|nethylbenzenesulfonyl)
pi peridin-4-yl]-1,4

di hydr o- benzo[d] [ 1, ]oxa2|n 2- one6- Brono- 1
-[1-(2-trifluoronethyl benzenesul f onyl) -
piperidin-4-yl]-1,4- X

di hydi O benzo[ d] [ 1, 3] oxazi n- 2-one

6-Bronn-1-[1-(2-bronnbenzenesu|fonyl)-

pi peridin-4-yl]-1,4- dihydro-benzo[dj[1, 3] oxazi n-2-one

6- Brono-1 [1 (4 nethoxy 2 3, 6-
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1-[1- (3, 5-D chl oro- 4- hydr oxybenzenesul f onyl ) -
pi peridin-4-yl]-8- nethyl-1, 4-di hydrobenzo[
wa@lRqoz/oBvoxazi n-2-one . A i~fi. -OH | 6-Chl or o-RCT/EP2004/008510
-[1- (3, 5-di chl or o- 4-
hydr oxy- benzenesul f onyl ) - pi peqgdi n-
4-yl]-1, 4-di hydrobenzo[ d][1,3]oxazin 2-one

élh%g?lb%%% E%,wéi%&eq]%lﬂéqfo%ﬁﬂg%%gﬁ %g@?‘éaresent a radical
éé[ebte'ﬂ ﬁdmzth@gl‘o@@eﬁnﬁemoihﬂdm@éﬂﬂlﬁbmfd ehivribre, bromine,
dr oxy- benzenesul f onyl

hngar] orbranghes &&ma{&ﬂ[ ﬁraqqrpréqraa%mdwCz%r?ék@cydin%aroorl
Rﬁagpcﬁ'n%d%dbc | ftﬁ o2 r’gnﬁll)xoromethyl Jadical, a cyano radical and a -
#HVFR1 aéﬂﬂﬂhydrobenzo[ d] [ 1, 3] oxazi n- 2- one
6- Brono- 1-[ 1- ( 3, 5-di chl or o- 2-
hydr oxy- benzenesul f onyl ) - pi peri di n-
gl‘nEQrle 14 WO Rfé‘?l'ﬂ [orddlff%re‘?ﬁl QRRH RpreM hydrogen or linear or
- Brono- 2: 0xo- 4Hben
braricheldoRalis alkylyl ) - pi peri di ne-
1-sul fonyl]-benzonitrile
6- Brono- 1-[ 1- (4- net hoxybenzenesul f onyl ) -
Iw P@;Br‘e@éﬁts“a ¥in9fe]cﬂemﬁzbhwéﬁ@bbﬁ/0€é?{ el tio3ifye2 @ OHZ2-ONS group
Br ono- 2- oxo- 4Hobenzo[
OIPﬂVB “owglidah- 1- yl ) - pi peri di ne- 1-sul fonyl ] - benzoi c
acid nmethyl ester 6-Brono-1-[1-(2-o0x0-2H chronene-
6-sul fonyl)-piperidin-4-yl]-1, 4-
diHeydinRYas h9&@bﬂa ,ot|ePieariorbranetfedBCo@yalkyli,1- (3, 5-di ¢
hl or obenzenesul fonyl )- piperidin-4-yl]-1,4-
di hydr o- benzo[ dj [ 1, 3] oxazi n- 2- one
di chl or obenzenesul f onyl ) -
&&Q:@lzﬁé&‘f%nq 4- di hydro- benzo[d] [ 1, 3] oxazi n- 2- one
6- Brono- 1-[ 1- ( 5- br ono- 6- chl or opyri di ne-

3-sul fonyl)-piperidin-4-y

il 1§ h?ﬂ%opf?gﬂpfgﬂyd? [qndsﬁoaézaw b arg dgfined as above.

6- Brono- 1-[ 1- (4- chl or obenzenesul f onyl ) -

pi peridin-4-yl]-1,4- dihydro-benzo[d][1, 3] oxazi n-2-one
Fusthenmofe fulfdrzintiddidenivativescolzgereeral foomyuld da) are preferred,
SRSt 10111, @ B et iy s o oL 2 hote &bl 122 %nd R'
fo wliﬁaﬂd& 'a)r%ﬂbﬁﬁéd diBibpyy! ] -

4-d enzo[ d] [ 1, 3] oxazi n-2- one
&Bmmol[l(Sme024(MHumo-A
benzenesul f onyl ) - pi peri di n-4-yl +-

, 4- di hydr o- benzo[ d] [ 1, 3] oxaci n-2- one i Mre
part i ok Infofréfefrericaih So I egsHeraf foBRORY (34) are selected
formula (I) selected fromthe group consisting of
from thesgowipogansistingtdiy| - benzo[ b] t hi ophenyl - 2- sul f onyl )

- pi peridine-4-yl]-1,4-di hydrobenzo]

d] [ 1, 3] oxazi n- 2- one,

o] 1- @CHGMWb&WI-@EanﬁMIldMWI)&WH H-ipdpk6yii+ ne-
4-yl] 4- di ydrobenzo[ d] [ 1, 3] oxazi n- 2- one,

1- [ 1- EsnepidiniaphsRerdSHENRMIEE. 1- sul f onyl ) - pi peri di ne-
4-yl]-1, 4- dlhydrobenzo[ d] [ 1, 3] oxazi n-2-one, and
correspondi ng salts thereof, and correspondi ng

o0 atheé1-[ 2+ Ryrfalididd ryl esimdls 1 Htihéol8-g8 enapthalalentiaulfonamide,
al so provides a process for the preparation of

benzoxazi none-deri ved sul phonam de conpounds of

r M. iy e
HEO R BB R R oo g hap B g ufonamide,
pi peri di ne conpound of gener al fornula (I'l) and/or a
corresponding salt thereof, preferably a hydrochloride
salt, RRR (Il)wherein RL to RO have the neani ng
gi ven above, with at |east one conmpound of genera
formula (111), .AA W (1Il1) wherein Whas the neaning
glven above |n a SU|tabIe reactlon nedlun1 optlonally

o - o o, oy o o oy



10

15

20

25

30

Bases that may be used in the processes according to
the present invention are generally organic or

W0 p@sQae bases, preferably al kali metal hydreXI/ER204/008510

e.g. sodi um hydroxyde or potassium hydroxyde, or

obtai ned from ot her netals sugf. as bari um hydroxyde or
di fferent carbonates, preferably potassium carbonate,
sodi um car bonate, cal ci um carbonate, or al koxi des,

e.g. sodi um net hoxi de, potassi um net hoxi de, sodi um
ptd)ox BdEhlo R N Si2umy Fretidiaxi -gBethgiias-fidoreeyiPrvideeolr1-
potassiumtert-butoxide, or organic am nes, preferably
t ri et Bithig@plecS-syifpRapidspy et hyl ami ne or heterocycl es,
e.g. ,4-diazabicyclo[2.2.2] octane,

, 8-di azabi cycl o[ 5. 4. 0] undec- 7-ene pyridi ne, diam no
py3]i dgrRherdiliB{ 1H{2-govirradigin-i dil )ethy reHEpd pi-Ggh)t di ne or
nor phol i ne. Al kali netals such as sodium or ist

hydr i BegzenesylfoBamiden hydri de, nay al so be used.

M xt ures based one or nore of the afore nentioned
bases nmay al so be used. During the synthetic reactions
fiet] cr 2b(dthpditted eyl BN-(R(2-ymotidiar 1-yh-ethy )-d blindok6s/l e f
genera% forﬁulaskgil) or (I1l) the protection of

sensi EINANSYIBOARIAS: of reagents may be necessary

and/ or desirable. This can be perfornmed by using
conventional protective groups |like those described in
{18 | “tRhenaxyeN{(Pr(3t(peroNdingryatbyi)i HonglahBeyl)-

Chem str e J,. E W Om e, Plenum Press, 1973;

T. W %@%%G%HBDWW? , Protective Goups in Oganic
Chemi stry, John Wley & sons, 1991. Said literature
description is hereby incorporated by reference as )
plt  8t5-Dirhlepii(d<£ar(pyrralicingrgi-d Etinde-gribubenzangskiferamide,
be elimnated as conveni ent by neans well-known to
those skilled in the art. The conpounds of genera
aadnhéiasofresporading chltd Andsehaitéder commercial ly
avai |l abl e or can be produced according to nethods
known to those skilled in the art. The reaction of
compounds ; '
benzoxazi nggggggﬁs@é8&@%%@%&%@@@%%@9%@%&%@ Hb) are
glsocpreferfed, mhare(nl R?, iRY Ri| Rdahe Raiddrnitical eddiffgrent, each

EFRT S TR ot 5O RY B3PI g c2b A BLATE g Optonaly
gé:dgs?@?éa%dc-&ﬁ%ﬁt cl!d)Cq HRON RldRaR ﬁﬁé’ér‘%ﬁ%&ﬁcﬁ'&dﬁ{pﬁgnally at

ly synthesized from substituted anthranili _
lesstl noncasahbstiteted Sudtnglkenylaadigal arreelingar os Hpamehay optionally

supstituted henzyl al ol, (see schenme , method A). B
ALl PocstRlaR Catpemicyyi FadiEal ) B
1-Boc- (tert.-Butyl carbonyl oxy) - 4- pi peri done the

Boc- pi peridin-noiety is +nt oduced into the
subst maredueissaily Ryl BoHg ,.Réiam Berdentical o6 diffarenly eash

' [ ' ri.pho T .

R RatHfiSGen B2 B3a bt Bieleh BHoOR iy ot Toast rronp-sipsticted
0G4 SRYIMRAical,n aci dic nedia according to the method
described in Wlliams et al., J. Med. Chem 1995 38,
4634 and later by Bell et al., J. Med. Chem, 1998,
41, 2 ' Iy 31 BEGHP dk: xaf er
and 1 ovep PorE brBleRB e K R Ge ) FE dB i, each
sefresehtiyatogemzoxazi none conmpound of general fornula
(I'l') with a substituted sulfuryl chloride of genera
formula (111) conmpounds of general fornula (1) are

pNed. pByp? i ondi ng ket ones
LA L K L R L S T
art, e.g. by reduction with sodi um borohydride (see
schenme 1, nethod B, R5=Z) benzoxazi none derived
sul phonam de conpounds of general formula (1), wherein
R5 represents an unbranched or branched, saturated or
unsaturated, optionally at |east nono-substituted
al i phatic radical or a saturated or unsaturated,

oy o . o,
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skilled in the art, e.g. chromatographic nethods or
recrystallization. The Benzoxazi none-deri ved

wa@iophorzén de conpounds of general formula (1)PCT/BRI004/008510

stereoi somers, the corresponding salts and the
correspondi ng sol vates are taxicol ogically acceptable
and are therefore suitable as pharnaceutical active
substances for the preparation of nedi canents. The
present invention therefore also provides for a

medi C8iiBhafIPEERVAtestof geRstal 8¥énula (Ib) are also preferred
benzoxazj none-deri ved sul phonam de conpound  of

al
Whememﬁ represgnts dswdrqgﬁri, a8 |maﬁp5bra5m§1egf op’gn@nall%/ at Toast mono-

§§tﬁgteé€§§?3§ alIP\E ngj’ g‘g lr% g@grm Ib ek rcrjw? éPtlona!Iy at least mono-

%Ub‘stﬂ@ﬁid Ceaflkériyt radiesleailinearosbrapichidr aplionally at Ieast mono-
enanti omers or diastereomers, in any mxing ratio, or

supsijtutesl GgiCealkynvherdicalabl e salt thereof, or a
correspondi ng solvate, and optionally one or nore
phar maceutical |l y acceptabl e adj uvants. Furthernore,
t he phesergreforsisiytRorepatsantp hypdioges dra lizear or branched,
phar maceut i cal nposi t onpri si | east one
@c@ﬂ@@%‘ﬁ’z?ﬂ@ﬁé’ﬁ @Qﬂpﬂl@sﬂﬁﬁ?ﬁﬁr@n?ﬁ lgyl %ﬂ‘ﬁﬁhnd of general
formula (1), optionally in formof one of its
stereoi sonmers, preferably enantiomers or
di ast ememrpresferabi)sRPaeymmeetsdlydrogemonacﬁr @2 alkyt tadicalf
at least two of its stereoisoners in any mxing ratio,
or a physiologically acceptable salt thereof, or a
cor r egp@MRI-RE, RORPaAGRNE aRPHEMR] by aBB@eOr NDre
pharmaceutical |y acceptabl e adjuvants, which is not
yet fornmulated into a nedlcanent Preferably t he

medi ¢ t IS .S 0 '

for cgéﬁ%@f@'@%%‘ﬂiﬁgéﬁﬁi Eie[?v (gr op éyllfé\@ﬁggg HJ%? Rl
toreririER) Whereih®dand B8 sidieaticd fapwferahalea):hdepmséat Bydrogen or
partlcularly for the regulatlon of appetite,  for

realineaswamtanchads optigpalbt atlgasionPBe-syPsHivisd chgsrﬂ'k)t’]fraiﬂ'ca'
t h t of obesity, bul
R PG X L aPEHefied BERBRE 2ber oo (hon- 1 msul .mna
Dependent Di abetes Mel i t us), pr eferably type 11l

ot el srapuede e aore WS o kol Sua (o
IAR4R R® ERbIRadritieSl or &gsrer&lseedrfrépr@e&rrwareaeﬁ@r a Cs-Co
syndrom anxi efy, pani c, ﬁre33|on cogni t've ‘menor

chllsyd raldical, \Asterrthbqordwaemhatd? asd Rjare not hydrogenl\airtmlsame time,
Al zhej Nb bus Parki nson and Morbus Huntington,

éﬂﬁré gﬁ é ?éﬁﬁ%?Q 2RP¥Rt i | e hyper ki nesi a, ADHC
(attention def|C|t hyperact|V|ty di sorders) and ot her

5- HT nedi at ed dlsorders particularly in manmal s,

i Furthetimage hsutionamide derivativesafigeneraformulagilsaratpreferred,

h
oS BinSiTrbinsteds o3 GeBondlvaidtait Bifiesupsyigted mener pr
f8lydyefic Wbﬁéhhb%y@fen@ Wﬁ&bﬁﬁﬂ‘fé’ﬁnd(ﬁpsﬁareﬁf or 6- membered,
-receptor regulation, for cognitive enhancenent,

tWIelcbm@memndednfra an optieaaleat least mepa- SW@B@@%&—%

d intake)_ d h
(R A hRITER o B8 i B0t & amtene group
Obr éiredpﬁdrha)? a‘ifleéimd‘NoN@slbstltun‘edrCﬂCepaMphylbaa igsowm dndior
treatnment of obesity bullnla anaorexi a, cachexi a or

tyherein the BRa(ELTANSItRIRG (PRt SBBNRIEEL AR 859 member,
Mellitus), preferably type Il diabetes, which is

caused by obesity, disorders of the central nervous
system disorders of the gastrointestinal tract, such
as irritable intestine syndrom anxiety, panic,
depression, cognitive nenory disorders, senile

denenti a di sorders, such as Morbus Al zhei ner, Morbus
Par ki nson and Morbus Huntington, schizophrenia,
psychosis |nfant|Ie hyperklne3|a ADHC (attentlon

.



cycl oal i phatic radical, which my be bonded via an

optionally at |east nonosubstituted al kyl ene group
wa@pwso139nmy be condensed with an optional |y atPCEER1004/008510

nono- substituted nono- or polycyclic ring-system or

an optionally at |east nonosub®tituted aryl- or

heteroaryl radical, which may be bonded via an

. ) : I
B o o RN A Bt b FonE s Fled LR or
polysyslichanomaticaingreysiemp wheotindhe Iring(s)iisigrs $s be sm&tdered
n 4a. each are in endent|y selected fr t he

3R e BinSeHs piose O G BaEhcodlaTateartonsReferodiom,

branched, saturated or unsaturated, optionally at

| east nono-substituted aliphatic radical, a saturated

or auadigaliekasen frepithe giouy cansisingof nono- substi t ut ed,

optionally at | east one heteroatom as ring nenber

containing cycloaliphatic radigal, which nay be bonded

via an optional* ©Hat— nonogthsiA el ky | et

group and/ or nm . y

ring-system or/ar
aryl- or heteroaryl radjcal, which my be bonded via
an optionally at |eastnd ubstituted al kyl ene group
and/ or may be condensed an opt reQakRy _at | east
nono- substit uted nono- pol ycyclic r g

forma saturated, unsaturgted or ‘aronati
ring, which may be at [{gast [
contain at |east one fu I
menber, R15a represents/hydrogen, an unbranched or
branched, saturated or unsaturated, optionally at
| east nono-substituted aliphatic radical, a saturated
or unsaturated, optionally at |east nono-substituted,
optionally at | east one heteroatom as ringxnmenber
contai ni ng cycl oal i phatic radi cal ionally at
| east mono-substituted -arydH,)9, t er gar yl—gdi cal ,
whi ch may be bonded via an optio
nonosubstituted al kyl ene group and/or may be condensed
wWith an optionally at |east nono-substituted nono- or
pol ycyclic ring-system Rl6a represents an unbranched
or branched, saturated or unsaturated, optionally at
whetsin Xo Yo Zs insistpiendently fibhpoiae anothed, esdh rdptdsent a radical

BSBETE  SE BRE cBBoB Reroie,
iMddttrtrandtd CAC, AP aincaPbeBRIHchea T REL b%ﬂ/,‘yl}f]e%tr or

| east mono-substituted aryl radical, optrona

branehed Carfes akylthie, & triflussdrsethml ;rdigales eyabd yadical and a -
F@qQﬁ rg or diastereonmers, its racemate or in form

@ a nﬁgﬁﬁék of at |least two of its stereoisoners,
preferably enantioners or diastereoners, in any m xing
ratio, Qf a physiologically acceptable salt thereof,

whetein K 'vand) r@@ﬁ@@ql@éﬁﬁarﬁaﬁ egele repregealchydregen oalinear or

[ t~f 5-HT -receptor regulation, for

@%@hﬁ%lvé(%ﬁﬂgwtenent, for the prophylaxis and/or

treatnment of food ingestion (food intake) disorders,

ﬁgrticularly,forﬁ%he_regylation of appetite, far the ‘
TSR@SRING &8 single cagaucabonddirtvesn the twe dipgeed G2, G & group

she NB'ephyikaxi s and/or treatnment of obesity, bulima

anorexi a, cathexia or type Il diabetes (Non-Insulin
Dependent Di abetes Mellitus), preferably type I

di abetes, which is caused by obesity, disorders of

t hegastrointestinal tract, such as irritable intestine

syndrom anxiety, panic, depression, cognitive nenory

di sorders, senile denentia disorders, such as Mrbus

Al zhei mer, Morbus Parkinson and Morbus Hunti ngton,

schi zophreni a, psychosis, infantile hyperkinesia, ADHC

e . .
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unbranched C] -al koxy, branched or unbranched C
- per fl uor oal koxy, branched or unbranched C

WO p@s013906 ocar bonyl , branched or unbranched  PCT/EP2004/008510

C - 4-perfluoroal kyl, am no, carboxy, am do, cyano,
keto, nitro, -SONH , -COC -43alkyl, -SOC -al kyl, -
SO-C. -alkyl, -NHSO -G -4-alkyl, wherein G -4-al ky

o 30 B0 R RIS bl et od o ot

unsubstituted or at |east nono-substituted furanyl -

t hi eny yrrolyl-, imdazolyl-,pyrazolyl-

AR Qi:l'{wﬂ,-?’p Ory AN di nyl -, quinolinyl- and

i soqui nolinyl, nore preferably fromthe group

consi sting of hydroxy, F, O, Br, nethyl, ethyl,

met sokgr 2epiefanablyCEand-R €ROpnGA e dafined ayaboveand an
unsubstituted phenyl radical. f any one of the above
menti gned substitutents itself is at

mono- EYRBEImakes gulianamida drnvatives of gﬁagraqé farfratia bib) ape

d h
DALy HReRE U SRS I a6l g il ed mono-
Bjtbatyleyﬁla: anothRL&ing e;mtelslemﬂﬁarem thempg(sds/ass 5aoy 6-membered,

LT Pt eSTind ua Emep Tanaly ot leashradno-Sabstec Groces
H@tériet g&%ﬂbsaﬁ%}bu@ﬁﬁlhﬁéﬁ%tﬁ r‘%né@u%%ﬁﬁﬁe& 69 Bk 4R group

consi sting of hydroxy, hal ogen, branched of unbran

or anlaptiepallpabieastanono- s,ulustmne@ é‘d_Geadeiquﬂe grouanahdior

or__unbr.anche erfl ubstituted or

Hinef@R4Fe TG0 Toad ep PRI ot BRSF oS MiardRR Y Bt e Byeiner.

| east nono-substituted benzoyl cyclohexyl branched

or unbranched C i -4- perfluoroalky NR R wherein R, R
masedquelerabiy dpeariesenty agaptionedy #i lnmst mongreuhstituted mono- or

ARy Afirfac fincsy ¥ 88 Wirdh B RERH g 5y -membered

anddvherelreote or [INETF (Hehangd tontairt atdleast$hd\hkbteroatom,
-COC-4-alkyl, -COOC -4-alkyl, -SOC - -alkyl, - S

ora.- rad@ak«;inosen\trprs@egroup §PR§‘$t'nQ\ﬁEr ein G -4-al kyl
may be branched or unbranched, an unsubstituted or at
| east no substituted phenyl Q.0 oht hyl radi cal xand
unsubstlr}"D CHE1 easicRrapoY %fltut- ‘ A
thlenyl ol yl -, i wid yl -, pyrazo
pyrldlnyl rlnldlnyl- gel nol i nyl - ano

i soqui nolfnyl radical, more preferably be sel ected
fromthe group cqn3|st|ng of hydroxy, F, d, Br
nmet hyl , ethyl, cyan nitro, C}KC}D(phenyI) nmet hoxy,
ethoxy, unsubst i t d} or at | Rgnosubstit ut ed
benzoyl, unsubsti ed or at Iea BbivO- subst it ut ed

phenoxy, cycl ohexyl™, H*CJJJ:-G ; , SO -CH
, -NR R wherein R R/are éach i ndepengd sel ect ed
fromthe group cg ing of H a branted

unbranched C - 4-gd kyl -radical, -CH -CHZCH “and

phenyl, and an u pstituted phenyl radi dal . f any of

t he above nentioned substitutents itself is at |east
nono- substituted, said substituents may preferably be
wdieseinetl Y rorinderengently froom ohetanothaerf each Gpresent aCradical

h d hoxy, f . of . .
seecinrEom tha i BhrSEta ot RUfipBanicis®. chiiines boraine,
hﬁé&rwmhch@&m@eaw mﬁar%rw&%HédJC?-@e%}kdwehﬁéar or

nore substituents ess defined otherw se, éach
pranched BsCs alkylibis, adyjflugremstiay irgdisal, @ecy@@peradrcrabamd e

r@uﬁmr%@géa%ti ng of hydroxy, hal ogen, branched or

ranc - al koxy, branched orunbranched C

-al kyl, branched or unbranched C -4 -perfluoroal koxy,
unsubstituted or at |east nono-substituted phenoxy,
unsubstituted or at | east nono-substituted benzoyl,
cycl ohexyl, branched or unbranched C -4
-perfluoroalkyl NR R whereln R R are each

o o - - o s e Y



pyrrolidinyl-, -S 2-pyrrolidinyl, norpholinyl, S
-nor phol i nyl -, thiadiazolyl, oxadiazolyl, oxazolyl,
wa hioamaddyé , i soxazolyl, O CH2-thiazolyl,-, NH PEERP1004/008510

and -C - Al kyl en-NH (C=0) -phenyl, nore preferably from

the group consisting of hydrozy, nitro, carboxy, cyano,

ket , F, d, Br, , Cr-alkyl, CHF, CH, CF, CH O,

CH C - cad , CHBr, CHBr , CBr , OCF, OCHF , OCH F,

0-CH - : VIH%L SO - CH, - (CO-CH, -(CO-CH,

wheréh- F@z(ﬁﬁd-lR Qenficsl é}dilffem(nt}?éactﬂepre@rﬂHydrogen or linear or

&C—O) H, -NH-EKY O-NHCH, -(CO-CF , dinethylamno,
raghed fri-fre 2 npropylantno, di -i so- propyl am no

-n-butylam no, di-tert-butyamno, NH(C=O-CH, - CH

(C%C» CH, -CH-(CO-CH,

Wr@ar’éisbmra)sihgta(meﬁhicasbd)mnﬂbbtvﬁeqd fhe two rings, a CH,, O, S group

NPht i m dinyl-, (1, 3-Di oxo-2-azaspiro[4,4]-non-2-yl,
ouBNf ItMJtE1 ag unsubstituted phenyl, -SO -phenyl,
phenoxy, pyridinyl, pyridinyloxy, pyrazolyl
pyrimdinyl, pyrrolldlnyl - SO - py rrolldlnyl
wineptiol R 14y$ hydrogenrastelineayior branchet! 6z-8eplky!,

oxadi azol yl, oxazolyl, thiazolyl, isoxazolyl, O CH
-thiazonI,-, NH-phenyI, and - CH - NH-(C:C»-phenyI. f

apg of the afore nentioned substituents itself is
substituted by one or nore substituents, said
substituents may preferably be selected fromthe group

hS{ hal ogen, nitro, cyano, hydroxy, -(C=O) -
ﬁ?[%s(kﬁf% 6)']‘4 ‘al kyl, at least partially fluorinated C
_ -aIkyI at | east partlally chlorinated C . -alkyl,

| east partlaIIy brom nated G - 4- aIkyI -S-d
anﬁ|3<'f< -asfinedzasghgve. - (c=0-CH -F, -(C=0 - CH
- d, (C—CD-CH Br, preferably frontthe gr oup
consisting of F, d, Br, CHF, CHF, CF, CH C, CHC
Fu@Bermofég;i sBifondhitlie derMBitives of geperat yamuyla (i)l acx preferred,

uég_%_g@r@%nts @&%té@q%l%dk@&%ﬁ?ogq%%ﬂ the, group consisting of
|

tga(gﬁg%) ﬂdgﬂ%ﬁ?"aé?ﬁi’;ﬁaégﬂgrgb tHi%zH@Pwﬂfch%ag a:‘égﬁ)sﬂﬁhed by 1,2

ondequbsitiivents/ seletiedtfeamthe gr@dmcmmstmg:@fr@lemmmgnetthyH,phenyI

F Br.  a nbra ched or hed ted or

ahd SPopaerd 2Rl AR Mpvabe pehdRd Hira il defeaReun o
-aliphatic radical, a saturated or unsaturated
optionally at Ieast nonosubsti t ut ed, optlonally at
peagadisabchrsan emdhe gsoup aensistimgef cont ai ni ng C -

cycl oal i phatic radical, which my be bonded via an
optionally at |east nDnosubstliuted C -6 -al kyl ene X
group and/or max ke ceftdmtsed K Hpfional

| east nono- subs ycycllc Y
ring-system an nonosubsti t

5- or 6-nmenbereg™afyl- or hetetoaryl radical, which

may be bonded via an ogtlonally at | east

nmono- substituted C |-6-.i! ene group and/or may be

condensed with an optio at | ea 8; Substi tuted
nmono- or polycyclic ring
group, -OR10a, -0OC(=0) RlTd
-NHSO R123, -SO NH and a Y,
|st|ng of H F,

sel ected fromthe group $
anched, optionally“d

saturated, branched or
nono-substituted G -3-a)iphatic radlcal a sat uf at ed,

optionally at |east nono-substituted, optlonally at

| east one heteroatom as ring nenber containing - or C
- cycloaliphatic radical, which my be bonded via an
optionally at |east nono-substituted C or C -al kyl ene
group, a nitro, cyano, -ORl0a, - OC(=0O Rlla - SR12a and
-NR13aRl1l4a noiety, nore preferably selected fromthe
group consisting of HH F, d, CH, CHCH, CF, CF CF
, cyclopentyl cyclohexyl a nltro ‘group, a cyano

NI~ A N ~A N ' e o
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Benzoi c- aci d- 3-yl -,
4- Chl oro-3-(trifluoronethyl)-phenyl -

W@ 2800906 5- ni t r o- benzoi ¢ aci d- 3-yl -, PCT/EP2004/008510

6- (p-tol ui di no) - napht h- 2-yl -,

4- Met hoxy- 2, 3, 6-tri net hyl phenys-, 3, 4-

Di chl or ophenyl -, 4, 5-Di brono-t hi ophene-2-yl -

3- Chl oro- 4-fl uoro- phenyl -, 4-Ethyl phenyl -

4-n- Propyl - phenyl -, 4-(1, 1- Di net hyl propyl ) Xphenyl
4-1 sopropyl - phenyl -, 4- Brono-2, 5- | ugrg- phenyl -

2- Fl uor o- phenyl -, 3-Fl uor o- Plhenyl _\I_Y
4- (Trif1uoronet hoxy)- phen§iizm
4-(Trifluoronethyl)-phenyl-, 2,4- henyl -

2, 4-Di chl or o- 5- net hyl phenyl -
4- Chl oro- 2, 5- di net hyl - phenyl -,
5- Di et hyl am no- napt h-2-yl -, Benzoyl chloride- 3-yl-

%ﬁ%ﬁ?é@?gxb eno%{tlﬁﬁlg)p é)rr]]g aé'nother egcl% represent a radlcal

@e@&teﬁf ’f?oﬁhthermenpcanslbtmg bf ﬁ:t?dimﬂgent fhisoniries mhicting, bromine,
Met -5-nitro

h |-, 2- .
{ln?fﬁ'f<Pfd?f|aﬁﬁ’@?%§i1)8®§E%y|'near31"@ﬁ%‘%ﬂ$ﬁeﬁﬁla|k0xy1 inear or
g %ﬁﬂgﬁlg@ B{Yﬁﬁl’ﬂ aé”@‘#%ﬁ'}%h%{éﬁiﬁb *é&gg?\é_ébloal and a -

szlaammm,y phenyl , 2- 3-Dichloro-phenyl -
2- Br ono- phenyl -,
3, 5-Di chl oro-4-(2-chl oro-4-ni trophenoxy)- phenyl -

wheréh12ef e R ﬁ@?ﬁﬂﬁr&dﬁﬁerent each represent hydrogen or linear or
3- Br ono- 2- chl or 6-t hi ophene- 5-yl - - Br ono- 5-

bndnghed Gi-Celadeyh- 2- yI -

2- (Benzoyl am nonet hyl )-t hi ophene- 5-yl -

4- ( Phenyl sul phonyl ) - thi ophene-2-yl -

N E’é@r’é%bnﬁeié Bh@le/bhélhlcgpb@ﬁk@bétvveen the two rings, a CHy, O, S group
3- Chl or o- 2- et hyl phenyl -

@r[alNRIEtWIICéﬁr (trifluoromethyl)pyrazol - 3-yl]-thi ophene
-5-yl -, 5-Pyrid-2-ylthi ophene- 2-yl -

2- Chl oro-5-(tri fl uor onet hyl) - phenyl -,

WHer8indR1%ds ygioeyen or, a fad3iraoriphechdd Cq-Ce alkyl,
2-(Trifluoronethoxy)-phenyl -, 4-Cyano-phenyl -

2- Cyano- phenyl -, 4-n- But oxy- phenyl -

. - phenyl | '
5 B0 BT Lo o phenyl - 5-
ChI or o- 1, 3-di net hyl pyrazol e- 4- yI ,
@1: lengtgh l | S%B?ybgl e ékykg angi ar‘e4defined as above
Furfficthbre Qu@?rﬁ’drﬁl’fd@ d&r‘%ﬁ%é@ opﬁ@ﬁé’rbr forﬁru(a?’?l@bﬂsr Preferred,

cyano- phenox -Dichl oro- ;
ﬂvherarrmishgl 1,12,3 od; arzrefeealﬂyw is,10r2; more preferably nis2and R

g/sg} ﬁt 15! f%‘%‘%g%%& hoxy) - phenyl -

2- Chl oro- 4- (trlfl uor onet hyl ) - phenyl -
2- Chl or o- 4-f | uor o- phenyl -, 5-Fl uor o- 2 met hyl - phenyl -,
5- ChiThoseamastelgrrgshearppounds aressuffonamide @!ermeﬁh\gﬁ&of general

T eIy, SRRSO 12 Bile comSisingah poxy- m ol yi -

2 5-Di fl uoro- phenyl -, 2, 4 Di met hoxy phenyl
2, 5- Di br ono- phenyl -, 3, phe 5,7, 8-
paht ame{ tri2- meﬂ%ammoythyl) RGO ey 5 cHloro-5:

ghbf gﬂé%x ?8@@%35?%@ L Eglfor?amlde

2-
5-
2,1, 3- Benzothladlazole 4-yl -, -Methyl-imdazol e-4-yl -
Benzof urazan- 4-yl -

2- (N@thoxycarbonyl) t hi ophene- 3-yl -

5- (I soxazol - 3-yl)- thiophene-2-yl -
2,4,5-Trifluoro-phenyl -, Biphenyl-4-y|-

Vi nyl - phenyl -4-yl -, 2-Nitrobenzyl -

D| chI or o- rret hyI furan" yI , 5 Brorm t hi ophene 2-yl -

- s o o . o o, \ . ~
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2, 3-Di hydro-1, 4- benzodi oxi ne- 6-yl -
4- Met hyl - Napht h- 1-yl -, 5-Met hyl -

W@ T005013906 et hyl ) - 3- Furyl -, PCT/EP2004/008510

2, 3-Di hydr obenzo[ b] furan-5-yl -
1- Benzot hi ophene- 3-yl -, -26-
4- Met hyl - 3, 4-di hydro- 2H 1, 4- Benzoxazi ne-7-yl -

iZ_] gﬁl’g g]Zn hﬁ%la]ngfn% tﬁ‘/t)ot i§idaot6-y1)- naphthalene-2-suIfonamlde

4- (1H Pyrazol -1-yl) - phenyl , 6- Phenoxy 3-Pyridyl -

gii]?_l, ﬁ-@&&@,n@&&m@gg ?/g ’ﬁT)f ﬁécﬂ%—xﬂ%a@?mnaﬁ -sulfonamide,

yl)-phenyl -, 5-Methyl -4-isoxazol yl,
2,1, 3-Benzot hi adi azol g-5-yl-, 3- Thi enyl -,
pAIvet Nyl1 Ie(éhalyhethyBamlhbethyl)b‘H-lh-ir}dol-,G-yl]-G-chIoroimidazo[2, 1-

5- Ace do:- n 3- Met hyl - 8- Qui nol i nyl -, 4-
ot or BIDIARD I SBAADFTISS” i ol 1 vy <.
, 3- Benzot hi azol e- 6-yl -, 2- Morphol i no-3-Pyridyl -

2, 5-Di met hyl - 3-t hi enyl -,

5] 5- NeHH@-Biraetinylaminoethyl)citddndal @-yip4yphenylhanzengsulfonamide,

Et hyl - 3-

[5-yl-2-thienyl-]1, 2, 4- oxadi azol e- 5- car boxyl at e-,

iG]( 5- Meph2- Dilmeﬁw%rﬁmaétt@'gﬁ H-&tddl)&-ylﬂllze(hfébhthalene- -yl)-
| sopr opoxyphenyl br omophenyl -

3- oy asthanssulionadideny| -, 2, 5-Bis-

(Trifluoronethyl)-phenyl, 2-Br ono- 4-f | uor ophenyl -,

4- Br ono- 3-f| uor ophenyl -, 4- (D fl uoronet hoxy) - phenyl -

B7(Di N-poqzamhékbvyte)ﬁlpbeth‘wl) -1H-indol-6-yl]-4-

5-Chl oy o0-2 quoro g& .. 3-Chl oro-2-fl uorophenyl -

2- FI uBRBLAXYRaNEe feﬂﬁ/m'dﬁ Nitro-3- (trlfluororrethyl)

phenyl -, 3- Fluoro 4- met hyl phenyl -

4- Fl uor o- 2- et hyl phenyl -, 4-Br oro- 3-

(8]i f | dbHefZeDméthytamainpethyl)-1H-indol-6-yl]-3,5-

?trBlr?EDl%‘foﬁ—b%h%rijesbﬁm§nﬂg phenyl -, 3- Br onp- 5-

2-Brono-4-(trifluoronethyl)-phenyl-, 2-Bronp-5-
(trifluoromethyl)-phenyl -,

and-theic kboespending salip Aadysolvates.

4,5-Di chl oro-2-fl uorophenyl -, 3,4,5-Trifl uorophenyl -
4- Chl or o- 2-f | uorophenyl -, 2-Brono-4, 6-D fl uorophenyl -

2- Et PutpBAAvte, suffoRapite derpidtioesph géhéral formula (lc) are
4- Br onp- 2, 6- di chll orophenyl - _2- Br ono- 4

mr@fﬁrrgdowbﬁgeimR rencg,ea’pﬁ)a 2N8. B mleﬂaeagturated or unsaturated,

SRR e Ao S BrafiPA LN o asa rin

idrbeBcdntaitimeshyt 6-hempperae @c&aal@hbﬁuyé@ib@l— whidh-may be
| m dazo[ 1, 2- Al pyridine-3-yl-, 3-(1, 3-0
goyﬂgan%wgh_a saturated or unsaturated optlonally at Ieast mono-

@upﬁ ltluﬁag ?p}‘ g)%alﬂh lst' c%atﬁrdc 4$ 93y member containing

enzoa
lndﬁyd rarlblmyohyIcphleay;blsatldmg/*system whereby the rings of the ring
| - 4- et hyl - 2-t hi ophenecar boxyl at e,
|a5e %1 OQGW%EPE%&A sul fonyl ) - 2- t hi ophene,
2 Pyr| dyl -, 3-Fl uoro-4- nitrophenyl -
y- Chl or ochr onone- S—yI -, 4' - Bronobi phenyl 4-yl -
4' Acem(yrb MBfﬂnahlle srepresents an -NR®R? radical or a radical chosen
% ? fluoro- b| phenyl - 4-yl -
TR bﬁ’%m&'p(%prﬁl‘%WI Ur ei do) - phenyl -
3-(-Bronpacetyl) - phenyl -,
2-Brono-3-(trifluoronethyl)-phenyl-, 1-
Myt hyl - 5-isatinyl -, 4-1sopropyl -benzoi c-acid-3-yl -,
2- Chl or o- 3-t hi ophenecar boxyl i cacid- 5-yl-, 3-Pyridyl-
Cycl ohexyl net hyl -,
2- Met hoxy- 5- (N- pht hal i m di nyl ) - phenyl -, 1-
Benzot hi ophene-2-yl -, Morpholinophenyl sul f onyl -
3-(2- Met hyl - 4 pyr| m d| nyl ) phenyl , and

~A N T e
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5- or 6-nenbered aryl- or heteroaryl radical, which
may be bonded via an optionally at |east

worRwesbst i tuted C -6 -al kyl ene group and/ or PEI/ERM04/008510

condensed with an optionally at |east nono-substituted
nono- or polycyclic ring-systgm preferably are each
i ndependently selected fromthe group consisting of H,
a linear or branched C - -alkyl radical, a cycl ohexyl
radi cal and a phenyl radical, nore preferably are each

i ndependentfy selected fromthe& ghoup consisting of H,
, Nptehyl , an {R12%a, Rl5a-R18a andW
have the ne g given ‘above, rionally in form of

one of their stereoisoners, preferghly enanti omers or
di astereoners, their racemates or in formof a mxture
of at least two of its stereoisoners, preferably
enantioners ordi astereoners, in any mxing ratio, or
corresponding s s thereof, or .correspondi ng

sol vat es. re, the of Jconpounds of genefal
formul a ferred, whergiA R13a28Ad Rl4a N._
toget her winh the bridging nitrpogen atomforma R10

saturated, unsaturated or arom®®c, 5- or 6-nenbered
heterocyclic ring, which may be at | east
nmonosubstituted and/or contain at |east one further
het eroatom as a ring nmenber, preferably form an
unsubstituted piperidin or norpholine group, and R

wRbe&in, Rb’i@seﬂl&he&itﬂtémmeerépi’&em@annmtlgnmba:heﬁbmbbond and
Blonally in formof one of their StE§ ?)ﬁ q;

ﬁqef@rsswséwsmgm linegr ofibsanchiesrisls alipyh gadical or a benzyl

rr?&lggagﬁﬁefyb Hﬂr%bgh@;r ”U(tatl'lﬁﬁ rQdicalanCR® to RYAQId n are
S st re0|s pre &rabl antionmers or

diefintés@berve, in any mxing ratio, or corresponding

salts thereof, or correspondi ng solvates. Also

preferred are conpounds of general fornula (la),

g{r'&;a @L dleffddaré SO fd% dprafesd of Qéné}rﬁpfcﬁ‘ﬁﬂlﬁﬂc?rwherein R?,

saturate unsaturated, optionally a
IRPaRY, RBand Rlbmtemmalemr differeng| eqﬂlratepoesemﬂ ihydragea, a linear or

BoahCe e all8S rafinb it of Beanched) pbfiiiiy, ) deashmono-
%%béﬂltﬁﬁad‘@lﬂ@é‘ raH(W RciEal Blinkar or biarehea! d)}ﬁhﬁfdlls‘l eﬁ @éﬁsﬁ @hono-

or an optionally at |east nono-substituted, 5-

isehbiitutet] Gp.O-alkanyheadiea)apk/a lingal edhranghed, rpnf@ywaﬂxé at least
bonded vi L] l east nonosubstituted C -6

?%Pglﬁ%ﬁ'{jﬁ%g ‘gf%%ﬁ‘gw%&? C@é condensed with an
optlonally at | east nono-substituted nono- or

pol ycyclic ring-system preferably represents
|m¢r@a@reiﬁrablwd%e|ﬁ%dR%; Rzapd iR Idfe@apelam 'ﬁe@y%lﬁﬂﬁ?ékﬁﬂpresent

r@g?@e n{?lr a ﬁp@é\%ﬂiyﬂrahgﬁéﬁ adptloﬁg n@ F)Pf %gﬁﬁl?llc)ésl%stlttg‘i% C1.Ce

-alikyl adiealdW have the neani ng given above, optionally
in formof one of their stereoisoners, preferably
enantioners or diastereoners, their racematesor in

f nfpdaind past gt

e forep iR s RAShARE icfor diferent, each
depsisenehpdriogenj n any n1X|ng rati o, or corresponding
salts thereof, or correspondi ng solvates. Also
preferred is the use of conpounds of general fornula
RIRIRERS! RO FGATPAIEAETeY Aabiofs anched or

br anche saturate unsaturated, optionally at

| east nono-substituted aliphatic rad|cal preferably
an unbranched or branched, saturated, unsubst i t ut ed
1-3 alkyi radical, nore preferably a nethyl radical,
and R -Rl15a, Rl7a, R 18a andW have the neani ng gi ven
above, optionally in formof one of their

stereoi sonmers, preferably enantiomers or

di astereoners, their racemates or in formof a mxture
of at Ieast two of its stere0|soners preferably

.. oy
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at | east nono-substituted aliphatic radical, a
saturated or unsaturated, optionally at | east

WwWOorRweAHsbet i t ut ed, optionally at | east one het RCDEPZING/008510

as ring nenber containing cycloaliphatic radical,
whi ch may be bonded via an oppgonally at | east
nonosubsti t ut ed alkylene group and/ or nmay be condensed

ith t II - t| ¢
bol yoyuBBarT g seddives B epBSaTiY o e R HRrerRa
Wfé?élﬁ@q irb pieRen Mldrogén Netirsfresnbranelied, alptionblly t leagt
bonded via an opti onaII at | east nono-substit

mma substijuiedCafd Aty F%i!)%ieaélaﬁaé%@@ﬂm?ﬂ %mlona“y W least

chﬁr'y%g@‘ﬁl) tﬁu@&i %%%&I@@Praﬂfaﬁ%Wé&ldom%ﬂché’(ﬁ %prtlglﬂxg’lly at least

&L -sulbEita@IRYLO alkyByQad@ 1b, - SR12b, -SOR12b, -SO
R12b, -NH SO R12b, - SO NH and a - NR13bR14b noiety, R
represents hydrogen, an unbranched or branched,

r at

TR D0 B g 9a) e ot igaRtnca, opionaly ot
Ueest o d-sdbstitptadaDalCl alkyt rddéeal; nmono- substi t ut ed,
optionally at | east one heteroatom as ring nenber
cont ai ning cycloaliphatic radical, R, R, R, R are

6 gdidang
of ﬂerHr ogen, Ewugr(}b cﬁéerg(ggfryﬂ Eﬁggdgﬁre%mg% ﬂﬁgltq{gd or
unsat ur at ed, opt| onal |y at | east nobno-substituted

al i phatjsc.r agdi a_sat.u Qr__unsat ur at ed,
@é\fﬁgﬁg | _gé, nﬁﬁ%geér§%c§%§ﬂyp¥ optional ly at
| east one heteroatom as ring nenber cont ai ni ng

cycl oal i phatic radical, a cyano group and - COOR15b
@ereymom,r%ﬁfpegmﬂ% daﬁvmws@f@%@r@rfowwﬁdkédﬂe a5 preferred,

%rﬁt Sﬁﬁgﬁ“; ;‘\lfic%#](gdqlg&%tg %%H repfe: % g?roagen a linear or

raathEd iggionaly hbleakl moab-dubatitute 03-Gglatkyl tadieal, a linear or
optionally at | east one heteroatomas rin

duanehed. ptiepallpal lﬁgﬁtampmrsmsamted fai-Eho %‘59%'&39&%9%"“6”
Sy el SO B SR EERBRIR e Y o

| east nono-substituted rmno- or pol ycyclic

ring-system an optionally at |east nonosubstituted

&Myl - or heteroaryl radical, which may be bonded via

an optionally at |east nono-substituted al kyl ene group
and/ or may be condensed with an optionally at | east

rRhand R?stogathadmﬂnﬂm bridgipg hittogen formi aqgatggaieé @r Uasaturated,

RO G PR Bl e Ateroton

ol é‘?fﬂ@' h¥mbler cBAGINIAY B0 of BOAENbDE&d hatdredalic ¢ing, which may be

radi cal’, a saturated or unsaturated, optionally at

| earstensed ovithub saturateddr usetwatad, ppapnaléeg& leggfemono-

het t ' -
rg{.bqes&gf} gmmats A n%t E&%’ggghgé%?%ﬁgmgﬁ %rﬂﬂ@llé&ntammg

| @RHb- HPBQyéIiUO@dIdéJFpﬁﬁtl@th|s§l§t‘én§l rwmvre@vdh@ Inngay)f thee ring
condensed Wwith 'an optionally at |east nobno-substituted

neystemarefo|6y ©f dHmenbieigd.syst em or an optional |y at
| t | het | di cal ,
LR TR R AR i $o0ed Y s na 1y at I enot

nono- substltuted al kyl ene group and/or nmay be
condensed with an optionally at |east nono-substituted
nmono- or polycyclic ring-system Rllb represents
hydr ogen, an unbranched or branched, saturated or
unsaturated, optionally at |east nono-substituted
aliphatic radical, a saturated or unsaturated,
optionally at |east nono-substituted, optionally at
| east one heteroatom as ring nenber containing

cycl oal i phatic radical, which my be bonded via an
optionally at |east nono-substituted al kyl ene group
and/or ~may be condensed mnth an optlonally at Ieast

o o s T T Y 1 e



10

15

20

f one or nore of the residues R -R15b represents or
conprises a cycloaliphatic radical, which is

W@ apsni1ee ed by one or nore substituents, unl eBGI/EP2004/008510

defi ned ot herw se, each of these substituents may
preferably be selected from t-he group consisting of

hydr oxy, hal ogen, branched or unbranched C . -alkyl,
branc .
unbr aﬁgﬂ‘e ' Q’r ‘? gﬂ‘%ﬁglaﬁ%ﬁ@éd é%g%"ggggéneraf formula (Ic),

(Am@r@lhdi%nd Rganiehﬂcblcm diffdreat)@aetl r€ptesent hydrogen or a linear or
-perfluoro }a/bf@ RL?BERR\/\,hereln R, R are each
Pfﬁﬂ?ﬁ\ﬁﬁ’o%ﬁ | @Gy from the group consi sting of H,
a braﬁ ghed or unbranched -al kyl -radical, -CH -CH -COH
and p enyl car boxy, keto, am do, cyano, nitro, - SO

R and ogetmrkwith the:ﬁridmng nitecbgqn atonsfort a radic&lythosen from
-SO -C -aI§ |, ~NHSO -C . 4-alkyl, wherein C*-al kyl
Fﬁﬁ/gi’orﬂjpe%‘t'}?' i/weOfbe branched or unbranched,
unsubstituted or at |east nono-substituted phenyl or
napht hyl and unsubstituted or at | east
nono- tituted furanyl /f—t\tn enyl -, pyrrolyl-
[ m’_mrh_,wpyr azol yl-\fpyriglinyl -, pyri m'__d_l
qui nal i nyl - "and i soqui noN ny radlcal, nore Pl ably
be selected fromthe group consisting of hydroXy, F,
d, Br, nethyl, ethyl, nethoxy, ethoxy, keto, benzoyl,
phenoxy, cyclohexyl, -CF, -COCH, -COOCH-NR R
wherein R, R are each |ndependently selected fro
group consisting of H a bran d or unbranched C/-4

-al kyl~radical, -CH -CH - nd phenyl, and a
unsupstijuted phenyl radijcal.NFany eanel of
ment | substitutents iXself is at | east

nmonosubstituted, said substituents may preferably be
selected fromthe group consisting of F G nethyl and
nmet hoxy.,f one or nore of the residues

ahsseRIR] ranwetﬁﬂwdr%@n,aawhra@amrehf@n@h%& Qerﬁﬂlsw ragical or a

| | j ess

HER? gl Rty ByoBieh B 8 Rk S ey

pnafR-RH) A dnel rsalteedéfirbd aabéve group consi sting of

hydr oxy, hal ogen, branched or unbranched G - 4-al koxy,

branched or unbranched C 4-al kyl, branched or

ur%'@(; ancE s@ﬁoﬁ?nﬁ% ?#&@%&F%pengﬁno cg?[%%r/? preferred,

avheattein Ayapmsenistamopﬂcﬁ@ll»dlﬂt leastraio-4ubstityled mem-Clr.
C.-4-al k - NH- -G -4-.a] kyl_, erein

EoNey &l gronae 1S BYSiRth AieBPIn G rgEidg g g of B mbered.

%ﬁélb%d;l 5 Ben@éd oa arfaptioral catwévéttméms-gdbaha@d CPICsq

napht hyl” radi cal and an unsubstituted or at | east

raieybe i geaup, @n@ptpuaumgt least mogaysubstipyed 612y Cs alkenylene group

e 4L B Mo S8 -y g, apr

%eﬂr@inetﬁbﬁiﬂ\g‘(épﬁbyfé@nﬂi‘@é@le@@ﬂéhéh@[&o@fodﬁl)ﬂéfwm nfember,
Br, nethyl, nethoxy, ethoxy, CF3 and unsubstltuted

phenyl f any one of the above nentioned substitutents

rp&éf%ﬁ%bl#@\r geﬁrbgﬁrﬁé g Qloﬁgﬁﬁfa fe %ﬁﬂ‘ion%aéﬁ)sfiﬂﬁéa 'rﬁcHFon

rom group consrstin

olyrcyckid ardméfty lingegstent, mweremftherrmg@s) isfare 596r Ghaembered
resi dues R -R and R10b- R15b COITPFI ses n%
@adywp@neilrtone@@gwﬁ@ﬁth%n%cpg %sgﬁaﬁh% S§ﬁr9ﬁ*@nbr
nore substituents, unless defined otherw se, each of

t hese substituents may preferably be selected fromthe
group consi sting of hydroxy, hal ogen, branched or
unbranched C . -al kyl, branched or unbranched

G - 4-al koxy, branched or unbranched C

- per fl uoroal koxy, branched or unbranched C -4

- perfl uorocarbonyl, branched or unbranched C

- perfluoroal kyl, am no, carboxy, am do, cyano, keto,
nitro, -SO NH , COC— -aIkyI -SOC-aIkyI,- S



G - 4-al koxy, branched or unbranched G -4-al kyl,

branched or unbranched Cl-4- perfl uoroal koxy, branched
w@eoosnmanched C - perfl uoroal kyl, am no, car boRgT/EP2004/008510

am do, cyano, nitro, -SONH, -COC -alkyl, -SOC-4

-alkyl, -SO -C -4-al kyl, -NH-3@ -Ci -4-al kyl, wherein

-4-al kyl may be branched or unbranched, an

%?%%ﬁ c{aﬁ Qeﬁ) roﬁﬁh'eﬁ'a %ggﬁglslﬁﬁg%?' tuted phenyl or

and ted or at | east
nono- substltut ed furanyl -, thienyl-, pyrrolyl-,
i mdazolyl -, pykazolyl )erl dknyl -, eyHcpidi nyl - X
qui nol i nyl - and |‘10 FT nyl , hore pre R
be selected fr group cofg ng of hydrox M
a, Br, nethoxy, oxy, nethyl F and an

unsubstituted pkenyl radical. F’any of the above
nmenti oned substitutentsxitself is at |east
nono- substituted, said rrriituents nmay preferably be

sel ected fromthe group 3i Sting of N
and net hoxy. f R13b and~Rl#H\ form a he
whi ch cont ai ns one or nore fyH-edy— het exgat o

ic ring,

=S, i ng
menbers, unl ess defined Wi se, each of t @
het eroatons may prefera e selected fromtRe|l dgrqup
consisting of N, and S, preferably fromthé group

consisting of N and .f ®¥ne or nore of the residues R
-R15b andWrepresents or conprises a cycloaliphatic
radi cal, which contains one or nore heteroatons as
ring nmenbers, unless defined otherw se, ea of these
het ercoatons may preferably be selecied f /ﬁrthe group
consisting of N, , S and P, nor e ef e abl?1fron1the
group consisting of N, andCHmi~oRe orfl noré erof the
residues R -R, R10b-R15b andWrep r conprises
an het eroaryl rad|cal whi ch contains one or nore

het eroatons as ring nenbers unl ess defined otherw se,
each of these heteroatons nay preferably be sel ected

PRAPE, 9 21BASBAA I R e R roffBBa ool

ISeRICRSE b Ble @@ rdopeRstiag @Y el @rigeph aitibtng, athi®rée, beomine,
heteroaryl radical, an aryl radical and/or a nono- or

hopgegehianched £1sCsalki, llmr&r brgngﬁmgnfén@&%y lipaar o

BRa et io. WREGA IO L i el s
NRUR'thiéall i ng of hydroxy, nltro car boxy, cyano,

ket o, hal ogen, C -20-alkyl, partially fluorinated
al kyl, partially chl orinated 1-4 al kyl, partially

M%@%ﬂ#ﬁ%ﬁical&mﬁé%rﬁo ch réé@r{tl gro(geln_ %r linear or

oxy, parti al or i nat
dramohed GaGsiadityly br om nat ed al koxy C2- 6-al kenyl, S
-G -4-alkyl, - (CO-C. -alkyl, -(CO-0C.-alkyl,
-(CO0-d, -S-CG -alkyl-, -(CO-H, -NH (CO-NHC

.-alkyl, -(C=O-GC -4-perfluoroalkyl, -NR R, wherein R
and R are independently selected fromthe group
cerspEaSiengS afsingle chemicahbrpdl betwegm the/two 1ikgs,(@Sbh- G, S group

- a 5-al kylen-(C=0 -G -5-al kyl, (
%ﬁ%d?&gﬁa'oxo 2H i soi ndol -2-yl), N-Phthali ni dinyl -

(1 3-Di oxo-2-azaspiro[4,4]-non-2-yl, substituted or
unsubsti { ut ed phenyl, -SO -phenyl, phenoxy, pyridinyl,
pyherainiit dﬁ)hydmgeit@ﬂ @zlme@mrbraach@d dyeraleyli di nyl -
-SO -pyrrolidinyl, norpholinyl, S -norpholinyl-

t hi adi azol yl , oxadiazolyl, oxazolyl, t hi azol yl
ifexeze| |3 o4 @rd-t hi azol yl, -, NH-phenyl, and -C _-
Al kyl en- NH ( C=0) - phenyl, nore preferably fromthe
group consisting of hydroxy, nitro, carboxy, cyano,
keto, F, d, Br, , C-alkyl, CHF, CH, CF, CH{,
cHCa , cd , CHBr, CHBr , CBr , OCF, OCHF , OCH F,
0-CH -CF vinyl, SO-CH, - (CGO-CH-(CO-CH,
-(CGO-O0CH, -(CGO-O0CCH, -(C=O)-CI, -S-CH -, -
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R, R are each independently selected fromthe group
consi sting of hydrogen, an unbranched or branched,

w@a008/08392¢] or unsaturated, optionally at | eastPCI/EP2004/008510

nonosubstituted C -6 -aliphatic radical,a saturated or
unsaturated, optionally at |east nonosubstituted,
optionally at |east one heteroatom as ring nenber
containing C . - cycloaliphatic radical, a cyano group
and a - COOR15b noi ety, preferably sel ect ed fromthe
g1Disp! opPsprefénaplyo? abd R-RY and meareatefineldramaledt. C- | .

-al kyl radical, a cyano group and a COORLl5b group,

nor e referablyfromthe r conS|st|g’g of H -CH,
hetmares ;ﬁalﬁ@nmd@t gerwyws Bf seaergbfgrnugalchare

Bﬁ% I 8@ng%ave Wl%ﬂgyegfﬁggkg@@g-&ﬁsﬁtuted mono-

oppblynyd:llcyaromaft@rring)éysmm ohetdinithe sihg(xds/a0a18+ 61 6-membered,

referably enantjoners or diastereomers, thejr
p\%‘é]ﬁlaé( eo*PO“‘i'?q vaanertionally @ ieash mend-puasiftuteddS 6Ce
o r
SIS GUBPER cpioRARy & 182 mBRATLESIASY € G5 alkenylene group
salansomlbealaoat least monpexbstitlited) Cao Oy allemyledesgroup, and/or

s6ven iR aPals) OAY o iade At St SumppiEEREE BF e Eaber
saturated or unsaturated, optionally at |east

nono- substituted ali phat| c radical, a saturated or :
myatpieterally Aorspresents anaptionally ahieast mametsuhstituted mono- or

BBRR: sgrits FEhuaPR, REEFER Tha g AR B FbG membered

aadd@sbreinforioPRiore bR tHe/rigs teRain ABastbIss héwr@éioﬁl 6
- al kyl ene group and/ or may be condensed with an

epeiradigal ghegen é@@tthﬁﬂﬁ@U%99§$|§ft‘fm @8l nono- or

pol ycyclic ring-system an optionally at |east
nmonosubstjtuted, 5- or & menbered aryl- or heteroaryl
radi cal , "yhich A®dabe bo iCH—=#"opt i or
| east nprp npsti t ut edy | kyl ene gr otp
be condense ith an opt ly at |east
mono- subsf™uted nmono- or polycyclic ringsystem a
NR16bR17b- noi ety yor a COR18b-noiety, preferably W
represents a |inea~or branched G - o-al kyl radical,
preferably an alK di cal sekeetwd fromthe group
consi sting of net Wi so- propyl,
n-butyl, iso-butyl HQLH_;{I _

, 1-di met hyl - propyl; I neAr or branchg
radi cal ; preferak vinyl radical; -®§
F, -0Q : -CHO lschl O -CH-CF ; - ;
-CH-CH-C; -CH¢S(=O0 -CH; a cycloproﬁyl radlcal a
cycl obut yl radical; a cyclopentyl radical; a

cycl ohexyl radical; -CH -cyclopropyl; “CH -cycl obutyl ;
whiereioyX, | o p& ringépendently dsom oheaﬂotherN(e@Bh )eprese(ﬂca Fadical

se]_qg&gsﬂ gH '@hﬁfg" grokl%ﬁos\s%gﬁggg by ﬁgé 1f|uorr%,+ F\}Io[ggﬁhpmmme

fin&&Fbp br%ﬁbhéd Qﬁg@,{)&lk*l hr‘%ﬁrrﬁr%ﬁﬁﬁ%ed C @%@)kcﬁ@eﬁb{éar or

th| ophen ; benz {0 furanyl
cls alioith adrlﬁmr@majmﬂmgdlcal a cyano radical and a -

i\'@? enzofur anyl; chromanyl ;
éﬁl ’benzo[ 1, 4] di oxi nyl ;
3, 4-di hydro 2H 1, 5- benzo- di oxepi nyl ; chrononyl; -

i m dazol y p kldlny| pyrrolidine- 2 5- dlon% ; )

wﬁr@mﬁ v+ isdesitigal ordifferent.iaachi represent hydagen: or linear or
ui nol i nyl ; 1H—Ben20|n1dazolyl;

?ﬁéﬂﬁk¥g¥ggaU| gxallne 2,3- dionyl:

, 2,3, 4-tetrahydro- |squ|noI|nyI

, 4- di hydr o- benzo[ b] [ 1, 4]diazepine-2,4-diony|;

,3 di hydr o- 1- oxo- 2H-i soi ndol yl ; pht hal i m di nyl;

2- (1, 3-di oxo- 1, 3- di hydr o- i soi ndol - 2- yl)-ethyl;

| dazo 2 a]pyrldlne |sat|nyl t hi azol yl ;
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met hyl - 5- ni tr o- phenyl ; 5-brono- 2- net hoxy- phenyl ;
3-chl or o- 2- net hyl - phenyl ; 4- brono- 3-net hyl - phenyl ;

wa2@blaos 2, 5- di net hyl - phenyl ; PCT/EP2004/008510

4-f| uoro- 3-net hyl - phenyl ; 5- fluoro-2-nethyl-phenyl;
2-nitro-4-trifluoronethyl -phegyl ;

2- met hoxy- 4- net hyl - phenyl ;

3, 5-di chl oro- 2- hydr oxy- phenyl ;

3, 5-di chl or 0- 4- hydr oxy- phenyl ;

v péhresentd. #sifgld srsrAlRAEDYd batviddrothe: thvo( Miids, @CSKE),-CHS group
- phen P 2-chl or o- 6- et hyl - phenyl ;

or aMBr'gagicat,i f | uor onet hyl - phenyl ;

2-chl oro-5-trifluoromethoxy-phenyl; 4-brono-2-
trifluoronethoxy-phenyl;

et oiR 28 hiydlogenared ndarmrdngnched C-Ce alkyl,

4- brono- 3-tri fl uoronet hyl phenyl ;

3- car boxy-4-fl uorophenyl; S-carboxy”-chl oro-
ékhuoro-phenyl; 4- met hoxy- 2, 3, 6-trinethyl -phenyl-; or
one of the followng groups: X X X HN N -N N -N. N NX
NHC(=O-CHHGCG(C=C)-OH G (0=C)-0O I X FoC N C(=0 - CCH
N OHCO (O)C whereby in each case X denotes the

o &S Qi bre (BK/O ich the respective substituent Wis
bonded to the - SO group of fornmula (Ib), and R -R18b
have the neani ng gi ven above, optionally in form of
and RERS lmeidm stecdefiviesioasabovepr ef er abl y enanti oners or
di astereoners, their racemates or in formof a mxture
of at least two of its stereoisoners, preferably

FNMNSrPoRE, SSUFbnEniss 86RITRES of igenary formulaglo) atré preferred,
correspondi ng salts thereof, or correspondin

sdiarained represepiscrehelemalybrading salegte ffogethgrgipup consisting of

f.or nu ' . ' :
iFaaioetend] 454 a4t TBRERIWH] FRiGREEstituted by 1, 2
WrSedustiteshts eplectutefrom the dreays consisting obshiotine eatethyl, phenyl
--aliphatic radical, a saturated or un atu%a%ﬁd,

@nd hrahepyland/ewhichdnay bakendedivigia (m AEXisNe,0rgHP,

| east one heteroatom as ring nenber containing C.
-cycl oal i phatic radical, which nay be bonded via an

aptd eriddl vhasen freat theogroup wossistinged Ci - 6- al kyl ene

group and/or may be condensed with an optionally at

| east nono-substituted nono- ok polycyclic X
ri ng-system or Xapn_optimgatly ay-deasfH—CH—

nono- substitute or 6-nenjg aryl - or hetg Y
radi cal , which' e bonded vi optionally @e

| east nono- subst ed C| -al kgl éne group and/ or nay

be condensed wi t*h an optionally at |east

nono- substi t ut ed nono- pol ycyclic ringsystem

preferably H, a |inear . 4 | radica

a cycl ohexyl radical or

preferably H -CH, -CH Q \Y ! ',
R11b- R18b and W have the pne [ . ,
optionally in formof o their stereoiso «

preferably enantioners ¢ astereoners, their
racemates or in forn1on xture of at |east two of
Its stereoisoners, preferably enantioners or

di astereoners, in any mxing ratio, or corresponding
salts thereof, or correspondi ng solvates. Also
preferred are conpounds of general formula (1b) given
above, wherein Rllb represents hydrogen, an unbranched
or branched, saturated or unsaturated, optionally at

| east nono-substituted G -6-aliphatic radical, a
saturated or unsaturated, optionally at |east

nono- substituted, optionally at |east one heteroatom
as ring nenber containing C3 8 -cycloaliphatic

radi cal, which may be bonded via an optionally at

| east nono-substituted C - -al kyl ene group and/ or may
be condensed with an optionally at | east

R " - e o
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R18b and W have the neaning given above, optionally in
formof one of their stereoisoners, preferably

wepmsniovmer s or di astereonmers, their racemat eSPOI/EP2004/008510

formof a mxture of at least two of its
stereoi soners, preferably enaggi oners or
di astereoners, in any mxing ratio, or corresponding
salts thereof, or correspondi ng solvates. Also
preferred are conpounds of general fornulax(lb) gi ven
above, wherein R15b represents hydrggen,~gn unbranched
or branched, saturated or unsaturgfed,jjop fggﬁlly at
| east nono-substituted tfjgﬁéhipﬁ ticI adi cpl’, a
saturated or unsaturated, optiona
nono- substituted, optionally at |east one heteroatom
as ring nenber containing C. -cycloaliphatic radica
or an optionally at |east nonosubstituted, 5- or 6-

nber ryl.- t I ' i .
iae 30: & Zinebe Rt R rs iy, o4 ioRénte radical
séléﬁé@ﬂ@rrgﬂh@lqmaﬂ dbnsistiny ob Bydadenfiecring, tdhlaine, bromine,
optionally at

east nonp-substituted - .or )
peegegchiabched Gisystlkyh npariyBnghed ﬁgfeé{'f%xm"n%af or
befidind S ain S ufholinindal o eusyciadiarsha o-

NPpPRSbridical, - CH3, -C2H5 or phenyl, and R - Rl4b,

R16b- R18b andW have the neani ng gi ven above,

optionally in formof one of their stereoisoners,

HIrEIAR 1 YarkNRM ?dﬁ?ﬁkél & differsHt S6 SN RIpresdrit@lytirogen or linear or
racemates or in formof a mxture of at |east two of
ibranchiest €piGs@tiel,s, preferably enantiomers or

di astereoners, in any mxing ratio, or corresponding

salts thereof, or correspondi ng sol vates. Al so

W eEBFIRAtPA i RevAftal Bbnd ®ReNeén frey two Angs, Cei.yens group
above,1 erein 6b represents an unbranched or
toranbiRedradicalur at ed or unsaturated, optionally at

| east nono-substituted aliphatic radical, preferably

an unbranched or branched, saturated, unsubstituted -
thetbin R iﬁﬂliydro(;gb“rﬁorpzﬁ fhedredd braached yiCyalkylcal , and R

- R15b, R17b and R18b andW have the neani ng gi ven

above, optionally in formof one of their

[ ROk S ref erably enanti onmers or
§ﬁ§§@e?é%g§?§?€?ﬁeir racemates or in formof a mxture
of at |least two of its stereoisoners, preferably
enantioners or diastere LS, J N any mxin atio, or
TB1 3 6 RaPrejeaRlY 2 AKURERT g ety Heugshas ARove

i ed
T R e oF Qo] ARl Py Bfhreforred.
wather@ichésiOpt, Ardachepreferablyrmiseti oo2; mesapefaraidy nis 2 and R
optignal |y at, | east no-substituted aliphatic
rQ dé%'l" ] Ap"i"@fdégrf'gﬁafsenﬁ?‘)%ﬁbr anched or branched,
saturated, unsubstituted 1-3 al kyl radical, nore
preferably a nethyl radical, and R - Rl6b, R18b andW
have the neani ng gi ven above, optionally in form of
one of their stereoisoners, preferably enantioners or
di astereoners, their racemates or in formof a mxture
of at least two of its stereoisoners, preferably
enantioners or diastereoners, in any mxing ratio, or
correspondi ng salts thereof, or corresponding
sol vates. Also preferred are conpounds of genera
formula (Ib) given above, wherein R18b represents a
phenyl radical, which is optionally at |east
nono- substituted by a aliphatic radical, nore
preferably a phenyl radical, which is optionally at
| east nonosubstituted by a nethyl group, and R -R17b
andW have the neani ng gi ven above, optionally in form
of one of their stereoisoners, preferably enantioners
or diastereoners, their racemates or in formof a

o, oy o Y -, . o
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NNNRNH(CO-CHX X XHN .NHo N(CH) 2 .NX
NH C(=0)-CH H G- (0=0)-O H G- (O=C)-O X IF.C N /' -X

w@geedP13@BH \ X N O X whereby in each case X depot/EB20041@08510

position by which the respective substituent is bonded

to the - SO group of fornula-84b). optionally in form

of one of its stereoisoners, preferably enantioners or

di astereoners, its racemate or in formof a mxture of

at least two of its stereoisoners, preferably

Amathidraspest of thdi mretenidnvention are eonipoundsgf genaral foomula (lc),
a physiologically acceptable salt thereof, or a

sol vate, respectively.Mst particularly preferred are
conpounds of general foRauIaRQIbk P@ked?td fromthe
followi ng group givgn i list B: Eygf‘B: NO Conpound

1- [ 1- ( Napht hal ene- 2-su) Na i paridin-4-yl]-1,4-dihy
dro-benzo[dlI[1, 3]0 ai%p-z- 5
- (Tol uene-4-sul fonyl ) -@i p ]-@,4-dihydro-benz
o[ d1[ 1, 3] oxazi n-2-one R5
1-(1-Pheny|nethanesulfonyl-piperid,&-4-yl)-1,4-dihydro
-benzo[ d] [ 1, 3] oxazi n-2-one 1R@1- BehYenesul f o

pyl - pi peri di n-4-yl)-6-chl oro-1, 4-di hydr o- benzord] [ 1, 3]
oxazi n- 2- one
-ChIoro-i-ti-CIoIueneA-squonyCﬂﬁLperidinA-yII-iA-dihy
dr o- benzotdl ti. S oxazi n*-one

6- Chl or o- 1- ( 1- phenyl net hanesul f onyl - pi peridin-4-yl)-1,
Avhgiréipdr o- benzo[ d] [ 1, 3] oxazi n- 2- one

e-Chl oro-i-ti-Cnapht hal ene-i-sul fonyQ pi peridi n*-y

-i - di hydr o- benzofdi fi. Sl oxazi nfone 6-Chloro-1 -[1
R'neprédentseae-NRRA radivgl,) - pi peridin-4-y -

, 4- di hydr o- benzo[d] [ 1, 3] oxazi n-2-one 6-Chloro-1

-[ 1- (5-chl oro- 3-net hyl - benzo[ b] t hi ophene-2-sul fonyl)-p

FEeReRN R dhd R il BBREsRRERF&loglhl 1. 31oxazi n-2-ope

1-[ 1- (Thi ophene- 2-sul fonyl ) - pi peri di n-4-yl]-1, 4-di hydr
o-benzofdiri ,3]oxazin-2-one 11
faFQP@E*%$%?VNDE@ﬂzenesuIfonyl)-piperidin-4-y|]-1,4-m
hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one 12

2-[4-(2- Ox0-4H benzo[ d] [ 1, 3] oxazi n-1-yl) - pi peri di ne-1-
R drahRP ] idbeticad wir diffdrent] 8ach represent methyl, ethyl, n-propyl or n-

1-[1-(2, 4-Di net hyl - benzenesul fonyl ) - pi peridin-4-yl]-1,
i“é?“yﬂ?@aﬁgggﬁgﬁXFE&@ﬁoxazin-2-one 14 1

-[ 1- (4- Met hoxy- benzenesul fonyl ) - pi peridin-4-yl]-1,4-d
hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one 15

Dr[ 1- (2- Napht hal en- 1-yl - et hanesul f onyl ) - pi peri di n- 4-yl
]-1, 4-di hydro- benzo[d] [ 1, 3] oxazin-2- one 16 8-Methyl-1
-[ 1- (t hi ophene-2-sul fonyl)-piperidin-4-yl]-1,4-di hydro
FeaiP R e vaf thedritighty Airogen atom form a 5- or 6-membered
-[ 1- (4- Acetyl - benzenesul fonyl ) - pi peri di n-4-yl]-8-nethy
Iheterpcyelioing rpeicZuEiRpblyFpan &-pyiralidingEng @r a piperidine Ting
2-[4- (8- Met hyl - 2- oxo- 4H benzo[ d] [ 1, 3] oxazi n- 1-yl ) - pi pe
ridine-1-sul fonyl]-benzonitrile 19

Brldl- (2, 4- Di et hyl - benzenesul f onyl ) - pi peri di n-4-yl]- 8-
met hyl - 1, 4- di hydrobenzo[ d][1, 3] oxazi n-2-one 20

1-[1- (4- Met hoxy- benzenesul fonyl ) - pi peri di n-4-yl ] - 8- net

gﬁ/k%frﬁé?r‘&%%dé&[ 8ERERESH rad]l X 88leRie2rARahé hroup consisting of
_dhbngR naphtityhenzobliHioghdryhand irhitazb]2, pityjibid-biyi whish nay be

SLbstivied by T2 50t aihssBiers s petes] GRmng. aroyp popsising af
SHiopiEs g0, Bnhy oot TR PR ARockihich may be bonded via a Cr-z

sul fonyl ] -benzoic acid nethyl ester 24
1-[1-(3-Trifluoronethyl -benzenesul fonyl)-pi peridin-4-y
1-1, 4-di hydro- benzo[ d] [ 1, 3] oxazi n-2- one

2-[4- (8- Met hyl - 2- oxo- 4H benzo[d] [ 1, 3] oxazin-1

-yl )-piperidine-1 -sul fonyl]-benzoic acid nethyl ester

A A 1 1
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one 6-Chloro-1
-[1-(3-nitro-benzenesul fonyl)-piperidin-4-yl]-1,4-di hy

waele@sherzo[ d] [ 1, 3] oxazi n-2- one PCT/EP2004/008510

1-[ 1- (Bi phenyl -4-sul fonyl ) -pi peridin-4-y
-6-ch|oiC>1,4-dihydro-benzo[dhgi,S]oxazin-2-one
8- Met hyl - '

o- benzenesul fonyl ) - pi peridin-4-yl]-1,4-di hy
8&@%@8{"@ 101, 3] oxazi n-2- one

8- thhyl 1-[1-(3-nitro-benzenesul fonyl ) - pi peri di n-4-yl
% é g%hydro benzo[d][1, 3]oxazin-2- one 1 -[1

& 'b 4-sul fonyl) - pi peridin-4-yl]-8- nethyl-1,4-d
hydr o- benzo[d][l 3] oxazi n- 2- one 8- Met hyl -
-[1-(4-nitro-benzenesul fonyl ) - pi peri di n-4- yI] 1, 4-di hy
dptioballyzio[fdirh Df 8hexd itisrstereoisomers, preferably enantiomers or

AR GHeRDIAS. BERLAST ST BIOEASI Aanikyiig o 3F st o B s
sg%rggig?ﬁ#ré Oé)}fﬁgerﬁb@/&ihﬁtlﬁnferﬁ lahdordtigétBrstraerae iz ahdiixing
1afia.-qr pr satbiheracfs praferaply a sopespanding. physialogicaily paeeptable

%gﬁﬁ%'%%]"ég’]e&ﬁ?‘%w}f?ﬁ §°"6|at6etpf3rae°r§ 4-yl1-1, 4 di hydr o-

benzo[ d] [ 1, 3] oxazi n- 2- one 6- Chl oro- 1

-(1- ethanesulfonyl plper|d|n 4-yl) - di_hydr o- benzo[ d
1[ 1, 3]'6Rae imest psatermdegarapeunds are sulfonamlde derivatives of general

Téﬂmf (ﬁaéﬁ?e&eﬁw Wé éroglp?;cfdsﬁjétﬁ‘\f“ofyl] 1, 4-di hydro-b

en Xazl n-

pr opane- 2- sulfonyl) plper|d|n 4-yl]-1, 4-di hydr o- benz

(p

1! G BimpiiarioRthd: tindah -y Breiom . 4. y1 - 1
AiChi B ?

,4-d 1-[1

L (- N HehpeRzs Bl Wgﬁés%@%'fﬁaﬁ'g?ﬁ 4-yl]-1, 4- di hydro
-benzo[d][l 3] oxazi n- 2- one

th nolin [ -1 .
M—@?—b&n&@tﬂﬂw g Dkt BBl e 2 sirondmide,
[1 (2 napht hal en- 1 - et hanesul fonyl ) - pi peri di n-4-yl]
-1,4-dih drobengw[ oxazi n- 2-one 6- Methyl -1
181~ (N[ EhBime ammejhyb Peindplb- nll-ylaphtha&eraﬁ fysfengmide,
enzo[d][1, 3] oxazin-2-one 1-[1
(4 FI uor o- benzenesul f onyl ) - pi peri di n-4-yl]-6-nethyl -

4y di WFT—?Z—Dﬂﬁéﬂ{ytﬁrhmoﬁWHﬁn@ol-&W@ ch|or0|m|dazo[2 1-

tg% %3 na hthalene 1-sul fonyl) - pi peridin-4-yl]
-1 4 -pevifepanyide. 3] oxazi n- 2- one

6- Met hyi - 1- [1 (napht hal ene- 2- sul fonyl ) - pi peri di n-4-yl ]
-1, 4-di hydr o- benzo[ d1[ 1, 3] oxazi n- 2- one
16Pp- CIN-pr-(2-BirmretHyja mineetiof o] i hndgliepi-42plseryibenzehesiliomamide,
ridin-4-yl]-6-nmethyl -1, 4-di hydr obenzo]
d] [1, 3] oxazi n-2-one 6-Methyl -1
IO BT ep AR R GRS o tepitiaténda iy
- Benz etlesndsuifopamideper i di n- 4-yl ) - 6- met hyl - 1, 4- di hydr o-
benzo[ d] [ 1, 3] oxazi n-2-one 1-[1

- (4-Chl oro- 3-ni tro-benzenesul fonyl ) - pi peridin-4-yl]-6-

hyl . =2-o0ne

m (’%410&%'@%%%2%%?%?&lﬂglq?gﬂl fonyl) - pi peridi
n- 4- qur»e@omenzenesmf@mam@eobenzo[ d] [ 1, 3] oxazi n- 2- one
1-[1
- (4-Chl oro- 3-ni tro-benzenesul fonyl ) - pi peridin-4-yl]-8-
met hyl - 1, 4- di hydrobenzo[ d][ 1, 3] oxazi n-2-one
1-[1-(4-Chl oro-3-nitro-benzenesul fonyl) - pi peri di n-4-yl
]-1, 4-di hydro-benzo[d][1 3] oxazin-2- one 6-Chloro-1

[1
-(4-chloro-3-nitro-benzenesul fonyl)-piperidin-4-yl]-1,
4-di hydr obenzo[ d][1, 3] oxazi n-2-one 6-Chloro-1

1- (5-di net hyl ami no- napht hal ene- 1-sul fonyl ) - pi peri di n
I

] 1 4 dlhydrobenzo[ d][l 3]oxa2|n 2 -one~

-
_4y
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8-Methyl-1-{1-[2-(2,2,2-trifluoro-acetyl)-1,2,3,4-tetr
ahydr o-i soqui nol i ne-7-sul fonyl ] - pi peri di n-

W@ 20050130761- di hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one PCT/EP2004/008510

6-Chloro-1-{1-[2-(2,2,2-trifluoro-acetyl)-1,2,3,4-tetr
ahydr o-i soqui nol i ne- 7- sul f onyB§- pi peri di n-
4-yl}-1, 4-di hydro-benzo[ d] [ 1, 3] oxazi n- 2- one
feyhet Ry (l_rbﬂmét%yfa%w.aoaﬁyl)tmwaaaﬂfé?) 1,2,3,4-tetr
ahydr o-1i soqui nol i ne- 7- sul'f'onyl | - pi peri
4-y| } dichlprdbénzergisolforamigal] [ 1, 3] oxazi n- 2- one t
| - (2-Methyl -5-nitro-benzenesul fonyl)-pi peridin- 4 yl]-1
, 4- di hydr o- benzo[ d] [ 1, 3] oxazi n-2- one 8-Met hyl -
d]1- (B-ORIbFyB-rReth i L yl]
[J 4- d|hydrobengo?Lqung?ggg§$ﬁ’gp%%%%pgﬁqggglﬁypl
_(2- nﬁ@hyﬂbﬂmﬁphebeﬁ%ﬁﬂﬁﬁé%mﬂeonyI) pi peridin-4-yl]-1,
4-di hydro- 7 benzo[d][1, 3] oxazin-2-one 6-Methyl-1-[1
-(2-net hyl - 5-ni tro-benzenesul fonyl )-piperidin-4-yl]-1,

m—ojl hiXeriof2- (@yh@né!i?{-ﬁ-]y[)étrﬁ/]]mmmdbl%-mlﬁapthyl 2- sulfonamlde
(4-Brono- 2, 5-di fl uoro-benzenesul fonyl ) - pi peri di n-4-yl
1

] 4-di hydr o- benzo[d] [ 1, 3] oxazin- 2-one n ( >
L [31’ E\l][ﬁx[g )ﬁrpcgi‘a'n ’Iy)lﬂeﬂi/lﬁﬁnxbol% SN A8583 % uifonamide,
1-[1-(4-Brono- 2, 5-di fl uoro-benzenesul fony!) - pi peri di n-
l] hl d h b : in-2-
fio} )68%}%8 PN 3l2z(pyl'rr1> %Epﬁéﬁ%ﬁ%ﬁgﬁ-ﬁd@g ibﬁéé{glgﬁ-(
df[1 516
) - EJyI %ié@?glélﬁrs 39 ] - rﬁﬁiédl hydr obenzo|
d] [ 1, 3] oxazi n- 2- one -

T B &

-[ 1- (He,@igﬁérsgﬁgngmﬂjenet hyl - benzenesul fonyl ) - pi peridin-
4-yl]-1, 4-di hydrobenzo[ d][ 1, 3] oxazin-2-one 6

[1-(4- Chloro 2, 5-di net hyl - benzenesul f onyl ) - pi peri di n-

41' Wﬁ%ﬁb”%iwbﬁ-éiLs?%@&@?@‘éﬁ%@?%thwa%Fm%ﬁ%-sﬁg?ﬂi -
éﬂﬁw@uhmﬁﬂﬁmbgnzo[d][l 3] oxazin- 2-one 8

1-[1- (4-1sopropyl - benzenesul f onyl ) - plperldln 4-yl]1-1,4
- di hydro- benzo[ d] [ 1, 3] oxazi n- 2-one -

0 nmet hyl -1
RSP I ER A B o e
6- Chl berechdslif¢darmiglepairapy! - benzenesul f onyl ) - pi peri di n-
4-yl]-1, 4-di hydro-benzo[d][1, 3] oxazin- 2-one 1
1-[1-(4-1sopropyl - benzenesulfonyl)-piperidin-4-y|]-6-m

RT3 Aty Doqg kbl Ao 3 hesuronamide
, 4- dlhydro benzo[d][l 3]oxa2|n 2- one 3 ( -C
Ior -4-fl uoro benze pi peridi n-4-yl]-8-net
gnd %?94[%‘?rﬁ?/§ﬂ°619 '?’6 7i n- 2-one 4
6- Chl oro- 1-[ 1-( 3- chloro 4-f1 uor o- benzenesul f onyl ) - pi pe
ridin-4-yl]-1,4-di hydrobenzo[ d][1, 3] oxazin-2-one 5 -(
| or o- Ehe present bwentiar skewise refers to the salts, preferably the

él})?#glg@gggg Sﬁéegétghlg %It]s o(? he tcg%lpouhés %'f B Héro kf‘teormlha (la) and/or

16 Yard f
(4 lé)érla X /gl:fg ggnggﬂ@‘imlufag oxgﬂ?ﬂ%‘w theradditibh satgef Miherki acids,

DER ﬁg‘ﬁferattly ofsbydrpﬁfobfi@ @eish é\ydrthﬂm prigadidiiprosphoric acid,

Sl ACRCRE S Sa0d B Satts ﬁ()ﬁ?@%ng%%%dwr@nefeferspy of citric

acidj makuy btidlacid, dumsticelvid)2attad haiddraker ideridairss, p- (
oXy- benzenesulfonyl) pi peridin-4-yl]-1, 4-di hydro- benzo

[d][1,3]oxazin-2- one O 1-[1
-(2-Nitro-4-trifluoronethyl -benzenesul fonyl)-pi peridin
-4-yl]-1, 4-di hydrobenzo[ d][1, 3] oxazin-2-one 1

1-[1- (3- Fl uoro- benzenesul fonyl) - pi peridi n-4-yl]-1, 4-di
hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one 2

1-[1- (2, 4-Di chl oro- benzenesul fonyl ) - pi peridi n-4-yl]-1,



8- Met hyl -1-[ 1- (tol uene-3-sul fonyl)-piperidin-4-yl]-1,4
- di hydro-benzo[ d][ 1, 3] oxazi n-2-one ( -Fl

wo@e@sA13ves hyl - benzenesul f onyl ) - pi peri di n- 4-yl | PGF/ER1004/008510

, 4-di hydrobenzo[d][1, 3] oxazin-2-one (

-1 sopropoxy- benzenesul f onyl ) -pi-peri di n-4-yl ] - 8- net hyl -
4 dlhydro benzo[d] [ 1, 3] oxazin-2-one ( -
4 d| h&?y rﬁéﬁo b?@enzo[gﬁﬁénﬁ(ﬁﬁorﬁbgtﬂ%%}nﬁo@}lmomc acid, etc.
>4 D met hoxy- benzenesul f onyl ) - pi peri di n-4-yl ] -8-net hyl

b d 1 i n-.2- 8-Methyl-1 -(1
- pent PO 6R SXBERS R e e fie G Serdl )
fefos ol 6r1m%}@2§@ﬁ1|p6uﬁds of geﬁeMT&Yﬂulé (I'ab %nd/or to one or more

-(toluene-3-sulf gerl din-4-yl]- hydr o- benz
5 @or@ppungq@f(ggnoratfqmwlq (I ):an@dodji(zonetor more compounds of general

Hﬁﬂ@ﬁlégﬂ g%%% > Of%’g} F@H %?@Qgém%z%hh eoq*fm%t &%ew stereoisomers,

picferably enantimes-dralidstermméeNiHoir RRiceaidtd) or-idfotnh obaixture
{%géﬁl 4- di hydr obenzo[ d][ 1, 3] oxazi n-2-one

$ldne- ¢ 9@&%9%%@ ably enantipmers orgliasjerepmers,

rn‘b@ W)g ggré)cﬁgé)‘r?][zagénagliﬂaﬁ Sity I;et?er%b e}%‘ goﬁr_eipc))/rllq|p%_prq¥§|ﬁ>§/qglcally
10 acqe@talblbyadﬂtdhemn@[orch] Edrre@$moraiing s@lvateeth@rdfet hyl -1 - (1

-pentafluorobenzenesulfonyl-piperidin-4-y|)-1,4-dihydr

o- benzo[d][ 1, 3]oxazin-2- one 6-Methyl-1 -[1

4-1
( , 4- dﬁﬂ{#&% g Eggg%tfmue ? 3] oxazi nfhgmg!rﬁge1 s%'t{gfélgr&e%s%}
pr[epa(lag he neMderr\.iamh/eo Dbgen@y:il fdrenida (ie,suhémry R)-R, pearid A

el il 5000 I ARG oo B B whish atTGest ey

15 torhpduid By geRerae Al (I, 3] oxazi n-2- one
1-[1-(2, 4-Di chl oro- benzenesulfonyl) pi peridin-4-yl]-6-

met hyl - 1, 4 di hydr obenzo| dIQQL;Qova|n 2-one
6- Met hyl - S
-[1-(2, 4, 6 tr|nethyl-benzeﬁbsulxonyl)-plperldln-4-yl]-
1, 4-di hydrobenzof d1[ 1, 3] oxazi n-2-one 6-Methyl -1
[1 (2 trifluoronethyl - benzeggfulfonyl)-piperidin-4-y|
4- di hydr obenzo[ d] [ 1, 3] ox n- 2- one

wb%ref* A% B oBHEB e o SR TeaRID: S e brgntakie
leb‘lmg?grﬁufv ?[ei@@ B HalogRH atorhl Rk Brérefably bhibrifedisacted

dr o- benzo oxazin
with at j %SAQQe;SUbB teshe-saninoingble pf gendrdi flormula (1) onenk of its

d] [ 1, 3] oxazi n-2- one
20 %ﬂ?ﬂﬁ%ﬂgﬁé%%§§%£$$@%%y - benzenesul fonyl ) - pi peridin-4-y
l']-6- nethyl 1, 4- dlhydrobenzo[ d] [ 1, 3] oxazi n- 2- one
6- Met hyl -

-(1- phenylnethanesulfohyl
benzo[ d] [ 1, 3] oxazi n- 2Hre
2-[4-(6-Met hyl - 2- oxo0- 4H- 1 [ d] P48 oxazi n-1-yl) - pi pe
ri di ne-1-sul fonyl ] benzoj« ot hyl ester 6-Methyl-1

-[ 1- (2- oxo- 2H chr omen&6- sl f on ; piperidin-4-yl]-1,4

-di hydr obenzo[ dl , 3loxazi rra2- onB® 6- Chl oro-1
-[1-(4-f|uoro-benzenesulfonyl) pi peridin-4-yl]-1,4-dih
ydr o- benzo[ d] [ 1, 3] oxazi n- 2- 2 ? Chloro-1

-[ 1- (3, 5-di chl oro- benzenesul fo v )-piperidin-4-yl]-1,4

- di hydr o nzo[d] [1, 3] oxazi n- 2-one
whqr.eilr[ E»(P%e AMbRhaye dhe Rl woesizmc&@jedm@aqmgmwufmecessary,

tEQé é}ot%rcgoé %F&Jo's é‘reqjen}/ovea tiﬁ %‘7‘8& t%]c[bjta%]tﬂ 6lrrespor(1)(§1|%g

-[ 1- (t hi ophene- 2-sul fonyl ) - pi peridin-4-yl]-1,4-di hydro
-benzo[d] [ 1, 3] oxazi n-2-one 6-Chloro-1

-[ 1- ( 3- net hoxy- benzenesul fonyl ) - pi peridin-4-yl]-1,4-d
hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one 6-Chloro-1

-[ 1- (2- oxo0- 2H chronene- 6- sul fonyl ) -pi peridin-4-yl]-1,4
- di hydrobenzo[ d][1, 3] oxazi n-2-one

R7 -
-di peri AFHE y1) - 1, 4- di hydr o-
N

L Y A 11 A
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one 13 1-[1
-(2,6-Di chl oro-benzenesul fonyl ) -pi peridin-4-yl]-8-neth
W@ R603/013906 hydr oe pzo[ dl[ 1, 3] oxazi n-2-one 14 1-PAI/EP2004/008510
- (Bi phenyl - 4- sul fonyl ) - pi peri din-4-yl]-1, 4-di hydr o- ben
zo[d][1, 3] oxazin-2-one 6-Chloeg®-1 -[1
-(2, 5- d| chl or o- benzenesul fonyl ) - pi peridin-4-yl]-1, 4-di

QMﬁ(? s Irglla{t]igereél‘s O%ygwﬁl’@ﬁ c%ﬁ l‘)g\bhﬁfﬁacﬁéﬂ%r isolated by

nmaﬁslmframnvénﬂd)maddneﬂtnedsckhov!/h[mtﬁ@ pnezan 2- one
e-Chl oro-i-fi”-chl oro-benzenesul fonyl J- pi peri di n’\-yl | -
i - di hydr o-benzol dJCI . SJoxazi n®- one , " 6-Chl oro-

[1 The reaction between the compound [
6-dr Chior 0. benzenesdl fomyl ). SOfeg noral formFI]a(l) ang (Ill) is

h?d&“y— ¢rmigd [adit rlthﬂ presenes onanmagarﬁc tedqdtion medlum preferably in

gggﬁﬁ 8? g]eillliyl gﬂiy) Qf)olgg gﬁéar}% dYetl%yI othe lt (gly a cyéllc eqther
&dréxfr@fe'?@élb)tétr%ﬂ%@hﬁéh b?ﬁb&bﬁb[ an %bﬁ?@%h'afbdlorfamc

yl) - pi peri di ne- 1-sul benzonitrile

hmrosammrmr@ mr@fﬁrahwsmeﬂwl@ne) chieride pd Ch'Olpf?I’mr an aisool,

Wt Rl i A R hreore

heétorttiky byid |ﬁedjr|d!rﬂéﬂ@ﬁbménﬂﬂé br@r@’@ﬁéﬂstﬁtéﬁﬁ@ réadtlbn

(4- Chl or o- benzenesul f gn i peridin-4-yl]-6-nethyl-

mﬁddwnyalaalra%znmrﬁi Oé}%l@ﬁf oo figeclagses ofthe mentioned
Bofylinge g{)enzlé%?f‘gzﬁ‘liég\}%h%dé’bf’ghé%\é%ﬁp%{/]als% ey L

5- D chl or o- benzenesul fonyl) - pi peri di n-4-yl ] 6- et hyl -
4 d dr ob dl 1, - 2-
I Iﬁ%errga&%znol prlel[erag’l oca{rjlnzeI out .%’%ﬁe presenc¥a of1 a s&ltable base,

fd?%x'&)‘rll & m(?(i'?ér% Pade St Pref éréHI)Fgfk'aﬁhé‘ etdl hydrofides and

|hydrobenzo ] oxazi n- 2- one
alkalime mnialzcarrbdnaﬂesooouﬁhamema«zﬂm prgziniebask, mdrey |

1,.4-di h b 28
e R R AT, e ORG G PRI RS eeiner y1 1
, 4- di hydr o- benzo[ d] [ 1, 3] oxazi n-2- one
1 [1 %l Met hyl - 1H-i mi dazol e- 4-sul fonyl ) - pi peri di n- 4-yl

bie yestsuiishleokatiian Bjromeratures raage from 0 °C to room

érﬁp%’aglﬂﬁyﬁ}ag % eaf?fg%ﬁ%ﬁ?&%?g’% ul EQ[[E‘& 5%%&[0[%&%@' pr}eéré/bly

tofmpris arom & midaeeitd, 24 hdurki azol e- 5-sul fonyl ) - pi peri d
-4-yl']-1, 4-di hydrobenzo[ d][1, 3] oxazin-2-one 32 1-[1
- (4- Et hyl - benzenesul fonyl ) - pi peri di n-4-yl 1- 1, 4-di hydro

- benz ] e
1 L1 [ReReey AT AR RnedRrRrve of general farufa ) o b puried
andfohysiratedesrzofdihg 1o 3pwventionaPmetttodikriown in the prior art.
Chl or o-i m dazo| 2,

-b] t hi azol e-5-sul fonyl) - p| perl din-4-yl]-8-nethyl-1,4-d

hyd
7 RS, tho bulbRAfde aeneRos of gnera) formula () cap e
Isolgtdd diyremapordingAbp dbhdijai mediin,-gdding wa(ter and, if necessary,

%5}'&7&' 3 hengi %dt?‘[%if oﬂ%&é{\ﬁfw ga[\rla 3 |séa%/ed] by filtra rathox is obtamed or

Rt@h'b&ré’xtfadtéé\ WHWE %fér' |mn‘ﬁ§éiﬁlé doRenti ﬁ?é?%r%bly chloroform, and
I perid -yl di hydr obenhz

b@ [pwlﬁ@dmzqhﬁemamaphy or recrystalhzatlon of a suitable solvent.

6- Chl oro- 1-[ 1- (4- et hyl - benzenesul f onyl ) - pi peri di n- 4-yl
]-1, 4-di hydro-benzo[d][1, 3] oxazin-2- one 39 1-[1

- (Benzo[ b] t hi ophene- 3-sul fonyl)-pi peridin-4-yl]-6-chlo
0- 1, 4-di hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one 40

[1-(6-Chl oro-imdazo[ 2, 1-b] t hi azol e-5-sul fonyl ) - pi pe
i din-4-yl]-6-nmethyl -1, 4-di hydr obenzo]

[ 1, 3] oxazi n- 2-one

ti ~- Ethyl - benzenesul f onyl J- pi peri di n*-yl | -e-net hyl -
di hydr o- benzoCdJCl . Sl oxazi n®- one 42 1-[1
(Benzo[b]thlophene 3-sul fonyl)-piperidin-4-yl]-6-nmeth

r
1-
r
d
i -

N _



d] [ 1, 3] oxazi n- 2- one
1-[1-(5-Brono- 2, 4-di fl uor o- benzenesul fonyl ) - pi peri di n-

wa200501B76et hyl - 1, 4- di hydr obenzo[ d][ 1, 3] oxazi PCREP2984/008510
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1-[1- (Benzo[ b] t hi ophene-2-sul fonyl) - pi peri di n-4-yl]-8-
hyl - 1, 4- di hydr obenzo[ d][ 138] oxazi n-2-one
1- (Benzo[ b] t hi ophene- 2-sul fonyl)-piperidin-4-yl]-1,

t

- [

11 (B oA sEr TEl B O Fro, ppmmereiaty aypiaie. o
HE\OES Be ‘ﬂ)’r@béﬁéa rRCBRIIAG &@k{al\dé}d)mhétis RaOWRA | m the prlor art, for
1- [1 Benzo[ b] t hi op hene 2-sul fon%)?)g pi per.i di n-

ey meihﬁgi@l sioniTdo thesq desTbRNh 1be igieture 2.8 Giber,

§)’bhﬁ%ésr slgggf D%]Gf [h%ec%ﬁgcg;*ﬂrg %ér‘?er%l' BRhUMA (Infcad disd be

phepartd la@b@rdmwgmubfdmwthodn pmwmmme priidr-a3, rfet @yample by
4-di hydr o- benzo[ d] [ 1, 3] oxazi n-

mathods similgro thoss @ewr@@ﬂdn&% E@ﬁ%@u‘? {Hamm Petgry @ﬁSH?rn

eyt bhplnseoangein Prpagsion o

mﬁhbtdroéryﬂéldokacdamIblbrme[nty]c{arb@iamdesra}s BHBHR antagonlsts WO

-9@53?9& f‘141 %9511)2(9 o] B%‘é%bggéq?chbre ]ZESX Sgﬁgp%%y 5) g?'a f.hyflarﬂon of
1’15&31 P?ﬁg@J&Lrﬂﬁ?@ﬁhg Aﬁﬂ@g {cg%égﬁ %PS@@.@N g@g@l Zﬁ '8 ﬂl n3;
Gﬁém IGuading; Adarhs, rJﬁfery,oBennlm deabe Q@k@rs §Ihpﬁn93@i SEydin;

ﬂrpsﬁe% Wicheb P51, ERG B, Dhiodd €L 3791 il Rerigt

dih - Sl GuinsIMéyé, S(ékﬁlﬁd‘rﬁ@zﬁéﬁ’dlbft ﬂ]@m@tlmﬂwg)@ Kim,
5-Trifl uoro benzenesul f on 5 pi peridin-

«Josepuiwﬁrm Tieensepng; [KisalyowAiexandesh Suyangt Kigohy; F’F{ei Vinod
fl | |
Fglz ﬁfhﬁ'@i}éh? (l})[lj o%ﬁéﬁ\@%@( %Sl’Has % r&\d@é\&}*kﬁ“&ﬁ%&é{ $hitift; Yuan,

-CHedt@r @hénduidrid. lmé?ambamfeﬂérbowyl)aﬂwiammleoﬂenvatlyeé, as
1, 4- di hydr obenzof di

remeqias wﬁngme@eg@ﬁﬂég@%aéégga\%g W&Qﬁ@%‘ﬂy 04A35 2]0@%29
%%}égérg g(épﬁ%[l or 0- d‘ﬁj %ﬁ%%%mgﬁﬁk 34{11I3f7g nzll 39831 pce)rnle Olf r’c]hem

dbrbSisitsP ég fhtr@l dmgpwbdmtil{nl (}iﬂdékl\/é}lwsmf geﬁemh&)rﬂmq iIv) by
i f1 uoro-penzenesul fo
Hygﬁpdgéwgw[t e%g&fpm&a%gfg \P)(\Ieliél-?l(ﬁ\l AS X\ YL]JRéb\%KAYA

19 L{P‘dbh!égm %ﬁﬁ;ﬁ?gﬁ%ﬁég% N, Pllg@@r nggz)‘lﬂbb et hyl -

aaommaqu B.R2, KERR MiA; FSesiednes Liettot999, 36 (3. 2 1l-2414.

ORe B, o PR VAR PR SpiRa 198333 1) 0874

et hyl -1, 4-di hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one

-(5- Chloro 2, 4-difluoro-bepzengsul f oy );Rplperldln 4-y
1-1, 4-di hydro- benzo[ d] [ 1, ]ox.2|n ;é

, 4- di hydr obenzof di 3]onﬁ% get -
-[1-(5-chloro-2, 4- di fI uor o- bé of¥1 ) - pi peri di n-
4-yl]-1, 4- dlhydrobenzo[ d[A7 8} g% -2-one 1

-[ 1- (5-Chl oro- 2, 4-di fl uor o- benZenes fonyl)-piperidin-
4-yl]-6-nethyl -1, 4-di hydrobenzdf d][1, 3] oxazi n-2-one
1-[1-(2-Ch|oro-benzenesulfonyl) pi peridin-4-yl1-1, 4-di
hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one

-[ 1- (2- Chl or o- benzenesul f onyl ) - pi aerldln 4- yI] 8- nethy

S ST O g o o o

| %untatﬂy ghdlé!@téﬁti%@ivéﬂ{/éﬁ [ahd3lfmeezssary; themirolectlve groups are
| or o- benzenesul fonyl ) - pi peri di n-4-yl]-6-net hy

I 1 4 d| hydr o- benzo[ d] [ 1, 3] oxazi n-2- one 6-Chloro-1
-[1

- (2- napht hal en- 1-yl - et hanesul fonyl ) - pi peridi n-4-yl]-1,
4-di hydr obenzo[ d][1, 3] oxazi n-2-one
-Brono-i-ti”-brono-benzenesul fonyl J-pi peridi n*-yl J-i -
di hydr o- benzol dJCI . Sl oxazi n®- one 6-Bromp-1 -[1
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6- Brono-1
-[1-(4-fluoro-benzenesul fonyl)-piperidin-4-yl]-1,4-dih

wQ esHnz o[ d] [ 1, 3] oxazi n-2- one 6-Brono-1 PCT/EP2004/008510

-[1- (3-chl oro-4-fl uoro-benzenesul f onyl ) - pi peri di n- 4-yl
]-1, 4-di hydr obenzo[ d][1, 31oxagi n- 2-one
6- Brono- 1- ( 1- pentanethylbenzenesulfonyl pi peri di n-4-yl

b | YRR OB LN o BiRIR P BrGefEAR e g1
Olnﬁblb@éﬂ BE Qlurified lapndtari iSolatedobye nﬁea%lsm“m:ohventlo nal methods known
(4-chl oro-3-nitro-benzenesul fonyl) - pi peridin-4-yl]

[1
lmthﬁmmﬁr obenzo[ d][1, 3] oxazi n-2-one

-Brono-i-11-CS-di nmet hyl am no- napht hal ene-i -sul fonyO p
peridi n*-yll-i”-di hydrobenzo[ d][1, 3] oxazi n-2-one
6- Br oaelcompounds of general formula (V) can also be prepared according

é;g ét%@ﬁ%ﬁ{ﬂ?mqbf%%&rﬁg ,Lqul1 ongr(g%{é)rk Qe'[ Ie>((J|elmquA{=> B/y Jn_e%hg'dsd\i%imllar to
o és{tf%‘ééﬁbeeerﬁ %tfé‘FF e]%l?wc)urﬁépﬁf Vigaientt Orlenfishy o7(4), 373-7;

benzo oxazl n-2- one
AP8S( ﬂanndacttarﬁés(dl)flﬁ“rﬁt 1 B%jde’r@gmm 15p- (ﬁi) p‘élr51d1 (308 %ﬂO']
robe

b B e GRSIRT i Mary: 8 Frarfcie BByid: Duckysrth. payid

WIBNIFH P Bl%‘{’bﬂ]di ﬁb@f@éhﬂlﬁo%azolylblphenylcarboxam|des as
- Brono- 1- (1- phenyl net hanesul f gl peridin-4-yl)-

5@1%@&0@@@:‘1@@ WP195328672Ah 1@96ﬂ80 Br ono- 1
-[ 1- (2, 5-di net hoxy- benzenesul fonyl ) -pi peridin-4-yl]-1,
4-di hydr obenzo[ d][1, 3] oxazi n-2-one

6- Br Omeloﬁthehﬂcdl%léis% thid Ak taltlcnaﬂﬁitpd deﬂva&tv&slbftgeheeal
hydr o- |soclm| nol i ne-7-sul fonyl ] - pi

Jiorwaail\h) thasisdwiexa i the ast: M& F‘«‘iﬂé\ MreMANERA, C.;

t I
NENGRTIS” Ll K BMoersay oy o,
-SICl{F(RPSAKiﬂQQBhﬁD(D)— 76+ BHAGIAY) $ - §i; BUDH|, & 4Fstrdhedron

4-di hydr 1.3
Ve, 185t SO fed 380 BRI  Shy ROTH) BQB érwvmn BK;
b
]Lfl‘iAl‘llﬁfﬁjFfjf@%@{ﬂ%&%@ﬁé@ﬁ%nye& pi peri d| n-4-y
']1-1, 4-di hydrobenzo[ d][1, gt oxagi n-2-one 6-Brono-1
-[ 1- (2 nitro-4- trlfluoroneﬂhyl-benzgnesulfonyl) pi peri
din-4-yl]-1, 4- dlhydrobenggf azi n- 2-one

-[1- (3-fl uoro-benzenesul fon 'd|n 4-yl]-1,4-dih
ydr o- benzo[ d] [ 1, 3] oxazi n- & on€| 6-Brpno- 1

-[1- (2, 4-di chl or o- benzenesul f orgal ) - pRberidin-4-yl1-1, 4
-di hydro- benzo[ d] [ 1, 3] oxazi n- 2-one 6-Brono-1
-[1-(2,4,6-trimethyl -benzenesul fonyl ) -pi peridin-4-yl]-
1, 4-di hydr obenzo[ d][1, 3] oxazin- Mone
6- Br ono- 1- Ll (2-trifluoromethyl -benzenesul fonyl) - pi per
Iwhefre#r R? Tand- il hhyel trebpresidustl menBpnad niear@ngyrar one of their

-E{l&taph/-ﬂfptﬁ?ée%éﬁ'ﬂ\éﬁﬂé@él fRdyif negrssary.dhe PAIGLIve dipupsre
B . . L
TpicRRIRSr to PhENAThS carroRAndingieRRe o penerg formula (1)
diimied cahbelpuifididrgrdl/obisnladéd By [msa?mfamrweﬁtmmm nefhods known
:6% 5-Di chl or o- 4- hydr oxy- benzenesul f onyl ) - pi peri di n- 4-
be pROGEHRy dr obenzo[ d] [ 1, 3] oxazi n- 2- one 1
-[1 (3, 5-D chl oro-4- hydr oxy- benzenesul fonyl ) - pi peridin
-4-yl]-8-nethyl-1, 4-di hydrobenzo[ d][1, 31oxazi n-2-one
6<; hl or o- 141- (3, 5<l i chl or 0- 4- hydr oxy4) enzenesul f onyl)
i peridin-4-yl]-1,4H i hydrobenzo[ d][1, 3] oxazin-2-one 1
-[1

- (3, 5-Di chl or o- 4- hydr oxy- benzenesul f onyl ) - pi peri di n- 4-
yl]-6-nethyl -1, 4-di hydrobenzo[ d][1, 3] oxazi n-2-one
6-Bronp-1 -[1

- (3, 5-di chl or 0- 4- hydr oxy- benzenesul f onyl ) - pi peri di n- 4-
yI] 1, 4-di hydrobenzo[ d][1, 3] oxazi n-2-one 6-Chloro-1
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one
- (Benzo[ b] t hi ophene- 2-sul fonyl) - pi peri di n-4-yl]-6-brom

wW@2m541387hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one 6- BrpCmER2004/108510

-(2,5-difluoro-benzenesul fonyl)-piperidin-4-yl]-1,4-d
hydr o- benzo[ d] [ 1, 3] oxazi n- 2~éthe 6-Bronp-1 -[1
-(4-chloro-2,5-difl uoro-benzenesul fonyl)-pi peridin-4-y

5-
ot DB PR donord e BIMY o B0 a8 or can
alioHye ppemed beddidingjoostandard2metteods- Kirowrpinlthe[ptior art, as for
RS anais DSt Oo: SRUIE I KRNk ATH. Mr8iranedrbn Lot (TELEAY]
299@8@0 0@111[@0(601%8@«7/2 19 BUVANDVSPAENSRNOROY,
é@izé‘{ﬁm{ée&agblzsmecﬁn @ﬁ@SSAQ] 1 991, (5), 636-637. KATRITZKY, A.R,;

RAEIRL s BRSNS HER T Bhégé‘%gr[g%‘iﬁkﬁ 9681 %53 (3), 357-

868r mmBKLALEv( R.; IMAKOSZA uarr: H&@W@B%%WAM Pooer52(2),
in-4-yl]-1,4- dlhydrobenzo[ d 111, 3] 6xazin- 2-

RB34H364- (6 Br ono- 2- 0x0- 4H- benzo[ d] [ 1, 3]oxa2|n 1
-yl) - pi peridi ne-1-sul fonyl ] -2-chl oro- phenyl } -
acetamde 1-[1-(2,3,4-Trifluoro-benzenes

ul f onYhe respestiviliteraturk ldeberptibrity sitedinbeporateh (bl rRférsage and

I n-2-o0ne

fprvepar of the disglosares- ¢ 1i'f | uor o- benzenesul f onyl ) - pi peri

di n-4-yl]-1, 4-di hydrobenzo[ d][1, 3] oxazi n-2-o0ne

6-Chloro-1-[1-(2,3,4-trifluoro-benzenesul fonyl) - pi peri

di n- 4Ay|b]he1 2épdctofdhe peasart idntioB] conaists irka precess for

6- Met h

D'(efaﬁmﬁ th?m%%w@r@@wé@ﬁ@ywm@f)9%%@+foanH'a4cll,|vqherem R'-R,
i 6

m%w Hzrfé[vF%% grgdl@ﬁéf lﬁzb‘lge)i(tga%e%rgﬂ E éi]R 'Ssﬂ“o?l'éf%ﬂ radical,

prefenyib)y pmpear ai brenthed) 0p1|w1a]ly apmsjzh)orwcemtmhtlutéd C1-Cs alkyl

l%qlh%@g(%lﬁga@rf?ﬂ Tbli fopany u:d];q%gé/%\@eg% 8enera| %rmuYa (1), wherein
R”FQ—S“ 3.7 B éﬁdJNrﬁiv’éecﬁé%‘éﬁéhélg%{cﬁ&aﬂ@dﬂﬁééﬁm@ 4nd RPiSan
net hyl - 1, 4- di hydr o- benzo[ d oxazi n one
by@@gsn@i‘qm, ith an alkyl halogenlde or dialkyl sulfate.
-(3,4-difluoro-benzenesul fonyl)-piperidin-4-yl]-1,4-di
hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one
1-[1- Tﬁe%@Hﬂdmre@cb@mm@af@mpkéfemm}em ﬂ'ielbrésé!h&e 6f a
met hyl - 1, 4-di hydr o- benzo[ d] [ 1, 3] oxazi n-" 2-
SUIB?M%G{ rore preferabiy by thersasencesol allsalm rrprcqi dydedes and

Aplre fnetateatbneg e Hhalads Ham Bl pyenmore,
prefendbly sodiem mistoxidesot potagsiim tErebidokides etganomietallic

1-11-(2-Chl oro-4, 5-difl uoro-benzenesul fonyl ) -pi peridin
COmpPYIOAS AR P SRS TE GRr tRE tyirrh, n the

B B o T e A PR P I P A BT e
mdmmeferabl{/ tligtByladthen, or 4,cyclic Etheor evémrrma psefefahy| ) -
vt ediaxane an Ml BoaRt R peh %%i’nxr?rze'gsé@é&&ﬁéne an
alﬂ:oﬁbil e@eﬁ‘?ﬁ&% Zaréfe‘}aﬁlyhﬁé%ﬁt%ﬂ@roéthﬁhbll a?d‘iﬁ FPro%c ent

- Br ono- chl oro-4, 5-di fI uor o- bénzehesu
ep@n Mramefplrz}bly a¢emr1iml$r phyddine[ordliineiBjfoxmamide,-arrany other

Fl\{-b‘éq Ig?%éét%nirn%yﬁill\?a)iwé l_;'br}(?x Eéée%’#a?]'h IQ%S({X[WO of tl%e %Ia?ssgs of
fird hehBeRe®Edmpobh@x af herabett 8oinbeONds oPbRE tiddsndy ¥iso be
I] 1, 4-di hydro-benzo[d] [ 1, 3] oxazi n-2- one

- (Benzo[ 1, 2, 5] oxadi azol e- 4-sul fonyl ) - pi peridin-4-y
-met hyl -1, 4-di hydr obenzo[ d][1, 3] oxazi n-2-one

- (Benzo[ 1, 2, 5] oxadi azol e- 4-sul fonyl ) - pi peridin-4-y
-chl oro-1, 4-di hydrobenzofdi , 3] oxazi n-2-one

- (Benzo[ 1, 2, 5] oxadi azol e- 4-sul fonyl ) - pi peridin-4-y
-met hyl -1, 4-di hydr obenzo[ d][1, 3] oxazi n-2-one

‘_“f::?::“

— 1 —
O O O}
)-bl\)-bl\)-bl\)

[—
oI I e T |
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d] [ 1, 3] oxazi n- 2- one
6- Chl oro- 1-[ 1- (2- chl or 0o- 6- net hyl - benzenesul f onyl ) - pi pe

WO p@sn01397¢/1 | - 1, 4- di hydr obenzo[ d][ 1, 3] oxazi n- 2PGHEPZ004/008510

hl or o- 6- met hyl - benzenesul fonyl ) - pi peridin-4-yl]-6-nmeth
yl - , 4-di hydrobenzo[ d][1, 3] o%&zi n-2-one ( -

hl or o- 6- et hyl - benzenesul fonyl ) - pi peri di n-4-yl ] -6- et
Mbed., 4- di hydr obenzo[ d][1, 3] oxazi n-2-one
8-N®thy|-1-[1-(2,3,5,6-tetranethy|-benzenesulfonyl)-p
peridin-4-yl]-1, 4-di hydrobenzo[ d][1, 3] oxazi n-2-one

1-]1-

pesu ?onimstgdg,é?{%fe%cﬁgﬁ féfmRermtyreyapge fom 811 espgiing
t(ﬁﬂp@*aﬂ:r@rtff the reaction medium, and the reaction times are preferably

8- Met hy (2,3,4-trichloro-benzenesul fonyl) - pi peri
GQWPBJSWFDF ltala‘h)?ﬂttfﬁenzo[ d] [ 1, 3] oxazi n- 2- one
6-Chloro-1-[1-(2,3,4-trichl oro-benzenesul fonyl) - pi peri

di n-4-yl]-1, 4-di hydrobenzo[ d][ 1, 3] oxazi n-2-one

6- Met ﬁyéfeﬂatﬂy, -tha résuiting sulfdremidesterbatisa lof garblal Riragia (1) can

b diclagety tirabon Gerceniaig ﬂieo@kakq?éé‘ééan@ﬁy‘é?g pressire

di
é&?ﬂg%&teﬂaﬂ% llfrgké?é%t‘?g Z#[J% é] ﬁ?é:&ﬁ?fa g?g%\rfvlh ih ca be
ispldted by filtratico is-didainefl dt])r[ it paﬂl bleamqtnact@j with a water immiscible

%ol&lﬁé-&?‘%ﬁ%%b ne[}ﬁ)ﬁ#ﬁ%ggﬁabe ot !’?ledq) hA'roX'u:Jtogra%hglorr]ydr
Eedi@étamizaﬂod éfétshitaaa%we%rtsul fonyl)-piperidin-4-yl]-1

4-di hydr o- benzo[ d] [ 1, 3] oxazi n- 2- one
6- Chl or o- 1- [ 1- (t hi ophene-3-sul fonyl)-piperidin-4-yl]-1

o- wet 137 Sty PRk ERE e SR eprapie patsottpr 1 1

célmplbbud& of §eneral fbirinliB|IRX¥83y Pe prépsred by means of conventional
6- Brom)l[l(thlophenelg sufo:rﬁ)rlgm’lpeyrldln yl]-1,

vam; Hktﬂeoqr[or ag] (pggf,@raplybyﬁgactlon with a mlnera acud more

éer. aBIPo A Tng DERERE EY, RRLF RS HOBbdo o aci

acifl ;Lsmlﬁhélré@ adidi m’rmtniccad:{xﬁgﬂ'@mabf %TmWIm argasic dbids, fote!
ro- benzq oxazj n- 2- on
B elf%ﬁag?lM Wetaf iog W!{*Btl' ir 15 %ﬁﬁ‘#dﬂa %ﬁﬁl@néﬁmm@ﬁylﬂ)aqjﬁ gartaric

m%m%!il X
5’&18 ﬁf or o- 1 rl‘il/'a?{é@é/ 6-tric cﬁ” c?[’%%%]élgh@?séa onﬂ@lo&'%g?lp’
mmphelysU]plmm dcidyeticalie mzmﬁtaﬂle[ do!8¢ oty pmfa;a?b{yo lmethanol, ethanol,
%Pﬂ%ﬁl gheir gl[h)l(l ég;(ﬁ;\{ﬁ? g}grg flPrc?r gc?e gr?g A ogtg¥n|219 thd Ferslulting
§Elfslb)3ﬂ1§i?ﬁg%h8u%u@lﬁ%@hﬁbf:]@félrthe precipitation or crystallization of the
trichl oro-benzenesul fony 5 pI perlrgl n-47'- yPT
qomeanmylmgm@it&o[ d] [1, 31oxazi n-2-one 6-Methyl-1 -[1
(2 3,5, 6-tetranet hyl -benzenesul f onyl ) - pi peri di n-4-yl ]
, 4- dlhydrobenzo[ d] [ 1, 3] oxazi n- 2- one
1 [ 1 Tﬁe Brafarred. mgroidgm@ éa:%@p@nﬁé gbfwawwe fUIRPRhTHIE -
- 8- et hyl - I hydr obenzo 3] oxazi n- 2- one

d?MW@ﬁr@f @eeeira‘l fargiua ﬂé ﬁﬁ%ﬂ&@lﬁ(ﬂltmly splte opsinetahadds, fore

I%E%é J’Jyd?’%éjrhgﬁ(éjég %ﬁi@kb%&%ﬁ%@%@ﬁ%g? %%la( s'ulphuric

aldid beil @r)(r&lt'rimacﬁdomd thebadditior salksl of organic acids, more preferably
nmo- 4, 6-di f|l uor o- benzenesul f onyl ) - pi erldln

2-br -yl

?'értﬁ el rﬁ?lﬂ"b%@'ﬁzﬁ{m%ﬂ‘{ acid, gxtayicaci, srdher Bfeamitvgs pi
I

to&@eﬁg?l@ %Egﬁ%‘%g@%g?‘%&@ néée{nt?épﬁérgﬁfph%fb deiy! dec.
- (4- Brono- 2- trlfluoronethoxy benzenesul fonyl ) - pi peri di
n-4-yl]-1, 4-di hydrobenzo[ d][1, 31oxazi n-2-one "
(4"Bromo"2"tr y" y )-piPn-i4 -y ]- - yl-1,4-di hydro -
benzo[ d] f 1, 31oxazi n- 2- one
1-[1-(4-Brono-2-trifl uoronethoxy-benzenesul fonyl) - pi pe
ridin-4-yl]-6-chloro-1, 4-di hydrobenzo|
d] [ 1, 3] oxazi n-2-one -( -
ono- 2-trifl uoronet hoxy-benzenesul fonyl) - pi peri di n- 4-yl
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6- Brono-1
-[ 1- (4- propyl - benzenesul fonyl ) -piperidin-4-yl]-1,4-dih

wQ esHnez o[ d] [ 1, 3] oxazin-2- one 1-[1 PCT/EP2004/008510

- (3- Chl or o- 2- net hyl - benzenesul fonyl ) - pi peridin-4-yl]-8
-net hyl - 1, 4- di hydr obenzo[ d] [-43-3] oxazi n- 2-one
6- Chl oro-1

-T1- |
: [ ] ( | hygfa‘?%g f@f&é?ly?ﬁg%ﬁgﬁﬁ}aﬁf cgﬂlg Qcc%b&%ﬁé dbRatksy fnore
p[dfe(ablydwydrabeg -afthd gl dremideatarivativgd pf gemmai ﬁhrmuka () or of
pefﬁ%srgndllﬁgd'pﬁysr%l%%b {I]Za%Legl]aHe sell?s ?r%elxy be prepared by
n{elh&?s RAGWR G tid'Blidyart.benzenesul fonyl) - pi peri di n-4-yl
4-di hydr obenzofd] [ 1, 3] oxazi n-2-one 1

[1 (4-Butyl - benzenesul fonyl) pi peri di n-4-yl]-8-nethyl
i CI ,\Bg{mg {s%é'ge?%ﬁ% %%%Z%gpéa Idﬁgg@bed or in the preparation
of tHeOiitable fHdeMtPuded 4Pﬁ1@5/(9e r%é@é%égnandlﬁﬁ Geélrable to };/)rotect

-[1-(4-Butyl - benzenesul fony i peri
sensitivg Ay trastive gronRy mlscgp@pﬁﬁ]eqn@leqwﬁs used ThlS can be done

BX ?ﬁ@%& désén%éﬂg\z%lﬁhn%? gfog&gtﬁ)é ré rgﬂﬁ%ké@ftepgﬂ% ?ﬂose dé{sénbed in

lhﬂlterauwej[ﬂget@cﬂl/é gfoulps inyOrghnie Ghbiistal @iz IFIN. McOmie,
Zln an

Ezljltm hees 1@3§h9'+wbb{§%'ﬁ\%§‘ﬁ@wlwuﬁ§p Pepteglive Groups i
@Eé%ﬁté}ei"%*@y%*ﬂﬁ“f‘@ﬁfe@;?énéﬂ% 3 pEsEfeiaroups gan be

reﬁnamdwm a suidahle Isjadsebtemta{ta@lé, by miétbﬂds kne@mcm ¢he prior art. The

3-neth ben suI
Besfpegp\l{,)e jl te éﬂ‘%ﬂﬁ?ﬁﬁ@é‘ﬁﬁf@ a{eorgog y,rﬁ %qgeared ?orm part of
‘ihdéis&l@)s&rje 1- Di net hyl - propyl ) - benzenesul fonyl | - pi peri d
4-yl }-8-nethyl -1, 4-di hydr obenzo]
d][l 3] oxazi n-2-one 6-Chloro-1 {1[4(1,

i ny i e AT ERESH b SSsrel el 1) rejobtalnict i the
fdPISE AMixtDFOBY Sterdisanars réferevd& eaaﬁﬁémeréloﬂdwbﬁaéombrs
et hyl -1, 4-di hydr obenzo| d] 3] oxazi n- 2- one

saigrobrires {:@n[be- $eparatsidnut maan od standae pregesses tkoown]in the

bR L Rl o PR P s o crust 8o Wi

agemenzo[ d] [ 1, 3] oxazi n-2-one S-K-C

- Met hyl - oxo™"H benzotdl fi. Sl oxazin-i-yQ pi peridine-i-s

ul fonyl | -benzoic acid .

3- [ 4'AﬁbM%} %%é&'&%ﬁeﬁ%%ﬁé@%%ké |§139ﬁ§&ib5ﬁ1]ent comprising at
@a@ﬂelﬁmmmeyl%utfmna#ﬁdiéademm[tnﬂe[of g&hexaiionndla (), optionally in

di |
”Iyeﬂ) %cgmrn{?r%‘q@» Sr]fﬁ{%:"'%prﬁ ﬁz@ %hsgﬁf}‘%ﬂ%nere@r dinpteseqmer, its
h
%a%wf%o%nﬁfffﬂe?f%ﬁﬁm At 3%%% N PSRl prterably
enantionengl §r-diastetidmeirso beamp mixih§ tatkl, orazcorr&spomeling

pﬁ%s'sﬁleswi'y a8aEntphr S BRTa i Gorsapeheid Sotuale Thérdof, and

ﬁiﬁlﬁ"‘? -at least one or more pharmaceutically acceptable adj uvants
F -chl oro-2-fl uoro-benzenesul fonyl) - pi peri -4-yl

]1-1, 4 dlhydrobenzo[ d] [ 1, 3] oxazi n- 2- one

N-{4- Met hyl - 5-[ 4- ( 8- net hyl - 2- oxo- 4H benzo[ d] [ 1, 3] oxazi
n-1-yl)-pi peridi ne-1-sul fonyl]-thiazol -
2-yl}-acetam de NI -

- Chl or o*- oxo"H benzot dl Cl . Sl oxazi n-i -yl J-pi peri di ne-i -
sul fonyl H net hyl -t hi azol - 2-yl }-acet am de

N-{4- Met hyl - 5-[ 4- (6- net hyl - 2- oxo- 4H benzo[ d] [ 1, 3] oxazi
n-1-yl) - pi peridi ne-1-sul fonyl]-thiazol -

2-yl }-acet am de

N-{5-[ 4- (6- Bronp- 2- oxo- 4H benzo[ d] [ 1, 3] oxazin-1-yl)-p
peri di ne-1-sul fonyl]-4-nethyl -thiazol- 2-yl}-acetam de
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- (5-Chl oro-2-fl uoro-benzenesul fonyl)-piperidin-4-yl]-1
, 4-di hydr o- benzo[d] [ 1, 3] oxazin-2- one 1-[1

WO gdosoperaol i ne- 5- sul fonyl ) - pi peri di n-4-yl ] -1, BeHEP20d4/a8510

-benzo[ d] [ 1, 3] oxazi n-2-one 6-Fluoro-1
[1 (2- met hanesul f onyl - benzengsgul f onyl ) - pi peri di n- 4-yl
-1, 4-di hydr obenzo[ d][1, 3]oxa2|n 2-one 6-Fluoro-1

Jb}sbrq‘lggﬁ:?gr%]t §SQ§%§]§§& § %Pl}’é r%c@ét%? ééﬁlgf' oAh %J fie ﬁ’oﬂhblaxns

andrrefsdimeny bl a ﬂis@@ﬁeﬂomuéea/éé rddatelduo foed intaki, prafevbisly for
nzofdiri ,3]oxazin-2-one 1-

the reaugiomearnatie] fob i mamt%ameﬁ neregse opredusdipp-of body
ﬁ\ﬁ@]ﬂyﬂ{a ggg ﬁ?{éﬂ‘fﬁéﬁé P{\ﬁ)o:?)élé%rzd:t eaf @”&ﬁsr%( pplimia, aixoreXIa

kRupdhetiainr ¢y pall kﬂab’ﬁtesx arormindulim dependent diabetes mellltus)

prepf@barﬁ)tl g}/plg_ 14 H%ﬁbenz d by uEf ol {%{z ﬁppicr)gmgams nd}/or
;N’re%?m%ﬁf 51"39l t@st%'lf’ﬁ%c{l ki sﬁ?ﬁf&@wﬂe[féra%]ypﬁtﬂéble Bowé) syhdrome,

I he- azol
Iery¢c}gmtmx emhaime(nentj imrdheprdphyia)@SJand/en treatment of disorders of

ly]f\e? Eggt}%l e({)]ﬂlsglsgﬁénﬁ/ hlety panlc dlsbrders cY dprgg&on l[alpolar
dGs%r@él%”Eodmﬁ{/él OB disoRRs, Tk )dePrhé?ﬂfa' &bﬂeéseﬁ ]-6-

I"uor o- 1, 4= di hydr obenzo[ di[1,3]oxazin-2-one 1 -[1

mmr@egamenatma disorsiessrerratgrably élnemﬂrfscmwe)sq@ iRsskingon's

- T 14chs TR AT e
|o}1r€faf1{|le f@eﬂklﬁeﬁa lxDHID etetiod [deficB) hyﬁén‘emlﬁrt)OGSOEder? and

- Fl uor o- (i soqui nol i ne-5-sul fonyl)-pi peridin-4

]Oﬂlel’éﬂlﬂq)fﬁ?éﬁ megigied by the Ssidx agiqtorzndﬁeeeoewﬂn%aes fnd/or in

E il B%é*a@ﬁoi‘a@?hf B! ioBh BRUBAy fh il o Pylro

- (5-Chl oro- 3- et hyl - benzo[ b] t hi ophene- 2- sul fonyl ) - pi pe

ridin-4- 6-fl uoro-1, 4-di hydr obenz 4
d] [ 1, r&l&rqepgcb%t mepe@@%geqtlor[ I5 @ medicament comprising at

geéén‘sit%&hﬁ!{@lﬁgﬂstﬂ%ﬁaﬁﬁe&egvgﬁe 0t Jerderdl forthutts da)eiBRally in

Xazl n
Ghé&lfarar of dng of its afentbisbmess, prefdrallyydnenfiomers o diagtereomers,

fsiraceingimar it FATOoha RURBIS o ROkaR, Bist bR sredisgmers,
fd( férrébnfz ef\t ﬁtn@%@wops@éf&r%mrs?méﬁyInﬁnxmé ane, dral

enzo | ophene-

mﬂ")eSPopélngmhyswl%lq"aib' acaeptaple saltdhergof or asarepapnding
DA Bierpal BhcartoNoly &hiéabt o4 ar masp pharegencaly aggeptable

WHritd., 3] oxazin-2-one 3 1 -[1
- (5-Chl or o- 3- net hyl - benzo[ b]thl ophene- 2-sul fonyl ) - pi pe
ridin-4-yl]-8-nethoxy

dhﬂ%g'hodﬁ%‘?gé@[ g]swtaﬁla%ﬁé'HnTezre%ﬁtog ré/&ﬁlgﬁe(ﬁ( “for ﬂ{elprophylaXIs

eﬁ"ld/éroti’e’éth’rd@ﬂ pEaIdibaTdér yt diséade felbtedrto-foed rithké [ Jrefdrakly for
azi n-

Sh%ewﬁyono{ appetiipnion the mainteganss (gereage 9& redigiion gfibody

 hydinfif, forinEiHoBRNARs ShidforitatfEntiof oh 8B, bhfifhia, anorexia,

Aeaﬁhbxldrm’aszpe ti[diathétes ’\Bihm msuhn Z}epeadent diabetes mellitus),

[ 1- (Benzot hene- 3 eri d n-4:-y
repfﬁfa bly type dr'ﬁljlaﬁtgﬁéﬁ%T ¥ Ja“z) ophyaxis /St
) éé_}hn'%{hggn aéthlntes |n%l écaazcé r(}iéssodgergn )r/) %fe%a}brl))é lrrptglble bovyel] syndrome,

,4-dihydrobenzo[ d][l 3] oxazi n-2-one 5-Chloro-1 -[1

- (4- propyl - benzenesul fonyl ) - pi peri di n-4-yl]-1, 4-di hydr
0- benzo[d] [ 1, 3] oxazin-2- one 5-Chloro-1 -[1

-(3-chl oro-2- et hyl - benzenesul fonyl ) - pi peridin-4-yl]-1
, 4-di hydr obenzo[ d][1, 3] oxazi n-2-one

1-[1- (4-Butyl - benzenesul fonyl ) - pi peri di n-4-yl]-5-chl or
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d] [ 1, 3] oxazi n-2-one 8-Methyl-1 -[1
- (4- met hyl - napht hal ene-1-sul fonyl ) -pi peridin-4-yl]-1,4
WO diokpdvobenzo[ ¢ [ 1, 3loxazi n- 2- one 6- Fl uor o- 1IPCT/EP2004/008510
-[ 1- (4- met hyl - napht hal ene- 1-sul fonyl ) - pi peridi n-4-yl]-
1, 4-di hydrobenzo[ d][1, 3] oxazy#f- 2- one 8- Met hoxy-1 - [ 1
- (4- met hyl - napht hal ene- 1-sul fonyl ) - pi peri di n-4-yl ] -

fq%%%itﬁ??eq?@bﬁeﬁé LIl REREBRGRR @%Efﬁé?ﬁant[qﬂd'amﬂers of

Elr A PRpRs Syshem33RXiaB), paricodiSorierdl dspredsion, bipolar
1- (napht hal ene- 1- sulfonyl) pi peridin-4-yl]-1, 4-di hyd

dmnﬁrsog@gqlnvaanrmw@aordﬁes seqie gepentia processes,

p% Wg%g%tﬁta hat Wgﬁ%g{ggf% fp%@%%blg P@fédr?\epidd'éféésel Pardhdds

d[séa‘sé UHUﬁimgl{l@n’% cﬁe‘,léémﬂ\d rrmlimﬂé Isdleﬂasisy$dmﬁomemad paychosis
benzol 1, 3] oxazi -

o[ m@le anaeﬂﬂrae%(fh?HDa @tt@apem mﬂ@lbﬁewaer@cﬁwtw disgrdery

i peridin-4-yl]-1,4-di hydrobenzo[ d][1, 31oxazi p-2-one

1-[1-(Benzo[ b]t hi ophene- 2-sul fonyl ) - pi peri di n-4-yl]-5-

ﬁ’fdr@ rsﬂntéblé—fdrb B%ﬂT@rdgepm[rébﬁlﬁlampﬁo;lﬂh@ prcﬂ)_lwy_laa(is4ancli/or treatment
Benzo t hi ophene sul.fon - plL.pe n-4- T 9

@ﬁaawrﬂemoa¢'ﬁ9a$%P@at¢9&pJ??ﬁ '@?%‘i &@F&aébﬂgﬂ@the tehiation of

QPEE%DL& thé J'neHn‘1 ance, incregse or reductlon of body welg]ht for the

ene- fonyl) - pi peridin-4
pcbrthydhm@endlqr ttatrheB] ofkatzresity2bulirgia, anorexia, cachexna or type i

f’@%}ﬁ oty dasendert GiAEIRE GRS piEGERIS Rurthh tisbetes

@59 -obekily, (B 1 ﬂb@h@b&?@%ﬁfobﬁemﬁ@ﬂt[& gabkmsmitéstingl tract
- pi peridine-1-sul fony e‘@mfyouorobenzm c acid

y
disomdienso praferably ritebjebege mg. oxo- 4H benzo[d][ 1, 3
] oxazi n-1-yl) - pi peri di ne- 1-sul fonyl | benzoi c acid
2- Chl oro-4-fluoro-5-[4-(2-o0x0-4H benzo[d][ 1, 3] oxazin-1

yI ) - Pirn@ridrcispectofthlef f?@s!é&t-lh%mmmsaﬁn@dlcament comprising at
2- Chl or o- 4-fl uor o- 5-

8- met hoxy- 2- oxo-4Hb o{)%}ﬂ){rl, .
Kast anerindolf ylwlfsvé\anudﬂélﬁﬂvgw& ghw}erabf&ﬁmyfacaa iogptionally in
Rl Bt 167 oA A brs b et tobmer,

Hslracéiate @f%drﬁnébé djiktlr8bbatiziast thg/bf) iHpsieeedisomers] -
sul fony -benzoic acid

preferalty praniiomers exdiasiersemess. d oy Aising alie0LR ) - pi p

olrpspandnB PR ARG Splt tipraof or @ cpriesponding
rsoﬂxa’aetﬁereuf famdyditiobeliy et leastode or more pharmaceu‘ucally acceptable
Jil soqui nol i ne-5-sul fonyl ) - pi peridi n-4-yl]-8-nmnethy
|acju ‘hydr o- benzo[ d] [ 1, 3] oxazi n- 2-one; hydrochl ori de
6-Chloro-1 -1

- (1 soqui nol i ne-5-sul fonyl) _PI peridin-4-yl]-1,4-dihydro
mmdic}qmersquemﬁahlezonﬁé-l m:gp@eptqmr@guleaon for the prophylaxis

SR Ao KOS A B by for
Qhér Lﬁlbﬂ@rﬁ 6f ap éntéqrdrmé hiznt8napté qnwe)asélomeewbtmndofybody
hydr o- enzo[ d] [ 1, 3] oxazi n- 2-

Jw@lght @memropbylms rapid/ardreasment B @Bﬁ%% blimia, ragepexia,
et ot it al U shpepcsnislppeiseratiue)

r@ﬂﬁbb@/&y@@ﬁ dialsatbs @amsed piy obesity, for the prophyIaX|s and/or
perldln 4-yl]-1, 4-di hydr o- benzo[ d1f Xazj n- 2-

G emtmient 66 fasioiptestinab I ARaaors. DisferlY JHistse PoUBhsydrome,

Hff %@an oFﬁ?ﬁ‘% 'Hgﬁlé EL’ 17 @%%? %Slaéoerﬁl |t?1162t of |sorders of

1

7-difluoro-1,4- dlhydrobenzo[ d] [ 1, 31oxazi n- 2- one

1-[1- (Benzo[b]thlophene 3-sul fonyl)-pi peridin-4-yl]-6,
7-di fluoro-1,4-di hydrobenzo[ d][1, 3loxazi n-2-one
1-[1-(5- D nethylan1no napht hal ene- 1- sul fonyl ) - pi peri di
n-4-yl]-6,7-difluoro-1, 4-di hydrobenzo]

d[1, 3]

o azin-2-one

I Y T Y L L Y A 1 A P — I L O
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1 -[1-(4-Fluoro-napht hal ene-1
-sul fonyl) - pi peridi n-4-yl]-8-nethoxy-1, 4-di hydr obenzo|

wa@lkjoz/oBboxazi n- 2- one PCT/EP2004/008510

1-[1- (D benzof uran- 2-sul fonyl ) - pi peri di n-4-yl ] - 8-met ho
Xy-1, 4-di hydr o- benzo[ d] [ 1, 3] ax@zi n-2- one
1-[1- (2, 3-Di hydr o- benzof uran-5-sul fonyl ) - pi peridi n-4-y

ﬂ%g%@?%ﬂ*"%ﬁ?&%é‘%ﬂ{eﬁ% ApRBEE BT WSt ?%gﬁé?ﬁb&ﬁ?r

disdirderd! eo@sitive hﬁ&ﬁdry?d iSor@erd) -sénfle @lementia processes,
1-11-(5- Isoxazol 5- % thlophene 2 sul fonyl) - plper|d|n

neyrqdegienstaibieydisoriess, pratesprRly AdEheimer s3jissass, apkipgen’s
_‘égsu %§L§P9\§|n[6§]’(8er I@%@’%@@%ME%&%&%, schizophrenia, psychosis

of irdahityid hyberidugsi [ ADBIR xintiod-defieit 6 hGherictivily disdrder),
-(4-fl uoro-napht hal ene-1
-sul fonyl ) - pi peridin-4-yl]-1, 4-di hydrobenzo]

g%c{éélsﬁtgﬁ%zﬂfo? ,gég@@ﬁg gphancement, ff%rnth8proB hylexs and/on tregtment
ofl dispditars lud thae tditral. rﬁlmmsyﬁenpaex@tﬂﬂammd&ordels depression,
s e AR I S St so i dhfa froddssd,
n@ﬁtd&b@éhbra&n@ﬂuémlré méi@?éblsi'mzﬂeumel*sﬁnﬁb\éér Patkifssiv's

hydr o- benzofdi , 3loxazi n- 2- one 6- -
diseaseoklaptingtonis dlseasmae@mtﬂmslalsntﬁws} mmmmtrenmpyychosis

]0( llflféﬂ‘iﬂl I}&%&ﬁﬁﬁ%ﬁg Réﬁl—kf aHleTNBA d&fidit 9ﬂ$pé[ra'cii\]/‘|ty disorder) in
h&h%afr@raﬂd/opmwm@w prefetdblf imeidmihalk, Motelprefep@sp2® humans.

d] [ 1, 3] oxazi n- 2- one
1- [1 (4- Fl uor o- naphthalene 1-sul fonyl) - pi peridin-4-yl]

1- [ 1- %‘ggkxenzo ur an%ggﬁ P%é)'l;t 'ﬁ‘}é’%‘@e‘?f%ﬁﬁ%%yﬁ’%gp%ﬁng at

|Ieabt énél |M@IF6}yb&rlfzmbdil{jé dativatha of g’bnerathrrhule{ (dc), optionally in
dr o- benzof ur an- 5- sul fon% Peri din-4-yl]-6
Ihﬁef%m 0f1 ne of s stespripomprarafess ¥ grPpliomgrror diastereomers,

ol BB ERY ot APl B Acea pford srdiSirs!
p(@‘ekabiy anahﬂ@mrs ohdiapleesEmarss in énpym)(mgl rato,i @l an- 4- yl

Cf)l?regs(t) lpg ,})@?{ﬁ% %@%@8 ab(fg gal’t ﬁlereglz ora correspolndmg

3 otuagfﬁrs?ﬂo LRAJptbRatly éfﬂ Iba@t c?néjbf iéRe ‘bh%agﬂaéé&‘t)@é‘il? BRBeptable

oxazi n-2-orie 6, 7/-Ditl uoro-
agivvantsor o- napht hal ene- 1
-sul fonyl)-piperidin-4-yl]-1, 4-di hydrobenzo]
d][1, 3J]oxazin-2-one 1 -[1

Tm RRATRIMERNs Subablé Jov5-HTRIrBeshtdr Peg‘bldﬂldn Gor'thél dropRYlaxis
-1, 4-di hydro-benzo[ d] [ 1, 3] oxazi n- 2-

:-zm pior treatmenhotia disssderardiseass miated ﬁ9 If()OCbm%lﬁQ direfesalyly for

e fectagtior o0, BL e o indleghs BB FedlshipRiaf poay
welght, ﬂjrhﬁéb@oﬂﬂ@l@@é dhﬂlbr%b@méhﬂoﬂomy bulimia, anoreXIa

6, 7-Di f | uor o- 1- (t5 I soxazol - -t hi ophene-2-sul fo
|C}acbe>g@,qrayp,e U djghetas man w;;gwbggng@cgent iabetes melhtus)

i -#ﬁ%@?%{‘ﬁ%@% caused by obesity. for the praphylaxis and/or
hrelaﬁﬂdnflgfc@as{mmgﬂnwl@acﬁdrsmmre prkfmblyhmt[aﬂ:le bowel syndrome,

fq(alrstml\éb}]ﬁt?vc—:‘lle beeQ]zo n b&g@[ L alg(%)gla U| Ergg %ntpcl)fpdlsror ers of
‘tﬁé” 8‘?"%}:@@%%32 éﬁ?ﬁ %gfle@ ;:‘é'nfc‘z’@i%%%dee% RESPrEsdod; ibdlat
[ -CI"I" Di et hyl -1 H-i m dazol e”- sul f onyO pi peridi n®*-yl J

-met hyl -1 ~-di hydrobenzo[ d][ 1, 3] oxazi n-2-one

8- Methyl -1

-[ 1- (5- met hyl - benzo[ 1, 2, 5] t hi adi azol e- 4-sul fonyl ) - pi pe
ridin-4-yl]-1, 4-di hydrobenzo[ d1[ 1, 3] oxazi n-2-one 1

[1
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N-{5-[4-(2- Ox0-4H benzotd] [ 1, 3] oxazi n-1-yl ) - pi peri di ne
-1-sul fonyl ] - napht hal en-1-yl }- acetam de q
waA20080{B7Chl or o- napht hal ene- 1- sul f onyl ) - pi per i BCTEB2004/908510
-8-net hyl -1, 4-di hydrobenzo[ d][1, 3] oxazin-2-one 0 ( -
hl or o- napht hal ene- 2- sul f onyl )47pi peri di n-4-yl ] - 8- net hyl
4-di hydr obenzo[ d][1, 3] oxazin-2-one 1

q;lﬁéﬂegﬁ ,éo_gpl\ﬁv %8H§Rf¥)éosa°3§%'%a?éﬁ Eé%é&l}eﬁllgﬁ%&&'s%‘s)” )-P

IE? %P@b@nératlve disorders, preferably Alzheimer's disease, Parkinson’s

| oro- naphthalene 1-sul f onyl [Idln 4-vy|
dl,seasle i anioigion s{ciSRASE, AIbIBIRE SCRHSHS SERRNENZ, Paychosis

upf%ns(“?, Elygériw}e%l@ Q&I?lilfﬁ %gt)%g{;% Hgﬁé’i{ ) h%é?‘é&tnﬂtyﬂiléorld'e}) in
hhh'énk%r{d%r@hldﬂima% referdt\penmanuhals, Biome aréferably i) hymans.

I peridi ne-1-sul fonyl]-naphthal en-1-yl}- acetam de
1- [1 (5- Chl or o- napht hal ene- 1-sul fonyl ) - pi peri di n-4-yl ]

ChI OfrHS c&}]{:ﬁmﬁhpéﬁg@%%&oﬂﬁbko%@%éﬁ%Mﬁioﬁ i€

ene-

bfaﬂlmla%rtymml@bleifm-tﬁe pdmidistratiorotoymammalishinglustieg hgmans. The
1, 3] oxazin

RRGCieqMoT AP IRSSRRDY. b BTSSPl 298P oply chidren.
a}ﬁk) ssBLRG eé‘%ul’?s sul fonyl ] - napht hal en-1 -

acetam
2, 5-Di net hyl - 4-[ 4- (8- nnet hyl - 2- oxo- 4H- benzo[ d] [ 1, 3] oxa

ZI e q—%qs?rmc 8€ﬁwgsﬁr§g§%§\}§%@tfo'}}l'ils]thé WsBbF af 162 BAXEuifBnamide
dgﬁvé@vé)fs éné’raﬂforﬁma)gwpm@hanwmhe fsrmlmrfbneydf)tsp. per

1, 4-di hydr obenzo| dif1 oxazi n-

st@mo(s@nmraopr@f@a epf}ant@gpgrg 96 gu'ﬁt RPMeErsi ﬁ% quﬁelnhatgL or in
é(l)r,{}épﬁ%m%{ure o A NI R0 BP S btetbbilotie? ForeferabN ¥hahtiomers or

g‘éﬂﬁ%&ﬁ@fzﬁ hﬁ'mdn rétiong mma:img&spﬁndmg physiologicaly i

N | enzo a n

LR, e sV T P bbb
ﬁnef%tjbﬁ%@['lo %Eé&%ﬁ%éé rP)félzih@z propAfagis and/or

0XO0- oxazin-1-yl)-

Ftrééﬂi‘ﬂe@ht bﬁa mwdémrydi'beéw related toefowmta e, preferablytfarhe
ester 4

rsguau@n@'f@pﬁme frarthe feainiangRg e INgrease; i frdyetion ofbgdy

YU SO R A18s Sdansdd mame, e

(4aojie}ualor4tyﬂe thlytdiabemsz(npn inqulin3epeadent di sgmelliifus),

ibBiies Idiaoarsienrnd B nkshl 6 trid smﬂpwlenx.slaﬁtd/er

2t'r ét H¥ER 0Py éﬂ&lﬁté&ﬁayira&QMé% peafaedlsly wnﬂbiaabwel gyndrome,
plperl |ne -sul fonyl ]-be pzoicacid 69

ZhFIcognmvée[nha(lqemgot zicp{.ubl@rpggplaylﬁms;ﬂr@)(qztrepgt@ent of disorders of
d 1
sl cdifREho AR st S| adfPERoaBs, BePiscion binofer
”?i@obﬁdrs ledbritiveysheaiy Ziis[orde]zr[s;l sélhlm(demanﬂa PNECcEEses,1
- QguRgieganerativg disardepsh errferabluAZRINST S diseasa; Rarkingon's

Féagéhﬁﬁ%t?wﬁgﬁﬁ%%(ﬁe H@%@?Ié‘ sgl%%kﬁ‘s 7&1‘1120phrenla psychosis

)zSF ?rrféhtn@ hiygéfkindsis (ADHDY atteatiarodaficit | kyperactivity disorder), and
3-[4-(2- Ox0-4H benzo

- piher giigasdes medipted, L? %ﬁ%ﬁﬁ‘»@‘ﬁm racetpgqrb@;])”m%ns and/or in
aC| gn{ig %%k‘%% fyzhré%ﬁ\% s Qre ﬁ)rg)f(%r?lblr%/ in humans.

yI) plperldlne-l-sulfonyl] naphthalen 1-yl}-
yrrolidine-2,5-di one 704

[1-(2-Chloro-5-trifluoronethyl -benzenesul fonyl) - pi pe
i din-4-yl]-1, 4-di hydrobenzo[ d][1, 3loxazi n-2-one 705
-[1 -(3,4-D net hyl -benzenesul fonyl )-piperidin-4-y -
4 dlhydro-benzo[d][l,S]oxazin-2-one 8- Met hyl -1

P
1-
r
1
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721 1 -{5-[4-(6-Met hyl -2- oxo-4H benzo[d][1, 3] oxazin-1
-yl )-piperidine-1 -sulfonyl]-naphthalen-1 -yl}-

W@005013906 ne- 2, 5-dione 722 1 -[1 PCT/EP2004/008510

-(2-Chl oro-5-trifluoronet hyl - benzenesul f onyl ) - pi peri di
n-4-yl]-6-methyl -1, 4-di hydrobagzo[ d][1, 3] oxazi n-2-one
723 1-[1

AﬁggﬁﬂQE&EEﬂ%bbgﬁﬂéﬁgﬁﬁF%é@%%&%}ﬁ%Egékﬁb?y%EXBLGQUESEQane

Geﬁ'ﬂ?étwfeooﬂth{e Jpréﬁous gederal 2oyhulé ia) phstivnally $ntHeofoyin) ofne of its
peridin-4-y 4- dlhydrobenzo 3] oxazi n- 2-on
?@se@lspm% Rtﬁf%alalyﬁwomﬁrfﬁe t?%sgqrp@nmrw&%zﬁ?e@a e, orin

DAof Rk ORI SRR A S iy aptiomers o

disgitereoiessy| ih @myl rixiny @tioe oeaorespbodingi physilagicattyhy |

t 127 .
SoeSntallo saltcheral.os sTesnoBeing, Telyate, t3pBse ok the manufacture
oYé)m |9§r‘nbﬁ% BLHTS %&gﬂbﬁ ﬂegqu?éimnhﬁirqﬁe brdphyiaxis and/or
yrrol 1 dine -dione 7 | oro- [1
tr(eatmemtcnfca giso rd driarcliseasenpglatead to uskintaken yarc)ferﬂtpiyé fardhe

n@%’@"b%ﬁépéjelﬁg O!fro Hjenzo ntelug%c 3]|r?cr%§sg o‘? recrﬂuctlon of body
mfeggr obenzo BchlpWs@aﬁéldrftn@@ﬂhbnpbmes&ynbmmial ahofexit,

] oxazi n- 2- one 730
1339'19)(16 owé\mey diamtg% tan ipsulin depgndergidizhetes mellitys),- 1

PP FESATL AP s e,

tl@ahﬁdntbf[gaul@ildbéﬂna'ﬂtmﬁdisbrdbrenﬂe[férably irritable bowel syndrome
(4- Met hyl - 3, 4-di hydr o- Zkkbenzo . 4] oxazi ne- 7-sul f onyl

)‘Qrpgo‘g@,mvg, qplw_rgpprnepufoa and/or treatment of disorders of

fHq eibAtRE Qs ehzgf'ftya,]p&.%cx?'ﬁ%fd "% J9psession, bipolar
disorderg| ]:egnlﬂvei n’rwﬂmmﬁmsmdbrsj Behijl derwntia- ;ﬂeoesse(s
3,5-Tri

HGHW%ngraiK’§lﬂ'$QfH§F§ eetserbhyiAleheiter s diseasen FarigngRms

ot RPN o8 and multple splrosis schizepzenis peychosi
pi Jnfanfierhygerkidesia (ADHD, datieylﬂoo lefigid [ hyperactivity disorder) in

R 01 AR PASTBLAT 6, MBS, MRTR PAe{argly iy hymans

i hydrobenzo[ d][1, 3] oxazi n-2-one
1-[1-(2, 2-Di wethgl chroman- 6-sul fonyl ) - pi peri di n-4-yl ]
_ 8- nepraferablyifatithe aarsfactore ef 2 mexjicamentiior Sargs receptor

AT, b Sepraphys dRreRmen S drorer oL g reeted

Yo FodEhtake) gﬁefwdblylfor/tﬁe lhgguilation of appetite, for the maintenance,
benzo[ d] [ 1, 3] oxazi n-2-on

increasephirgiustioa of & Qymedwmx}méh%pmhmﬁw pngiasdraagment of

ohyet 3(1%‘"? qu yé?“}'eg agLAUEA? B A f hg,agogg% (A B Plépendent

gml\%mﬁa; fiolitds b}eférabmtyp,edi dtwez@e[ caljdet, 3} obesitw f&r-thoe
t

p(r@omé@m @nélqsmaimgnapm%ﬁt@m@ﬁtz%i% disosders) pesigraply
Adi hydro- benzo[d][1, 330xazi n-2-one

@{ruﬁ’i@%g@g{efﬁdr@eg 5-trinmet hyl - 1H pyrazol e- 4- sul f onyl

)-pi peridin-4-yl]-1,4-di hydrobenzo[

d] [ 1, 3] oxazi n- 2-one 8- Met hoxy-1

-[ 1- ( 3- net hyl - 2- oxo- 2, 3- di hydr o- benzooxazol e- 6-sul f ony

| )-piperidin-4-yl]-1 , Adi hydro-

benzo[ d] [ 1, 3l oxazi n-2-one 1-[1

- (Benzo[ d] i soxazol - 3-yl met hanesul f onyl ) - pi peri di n- 4-yl

]-1, 4-di hydro-benzo[d] [ 1, 3] oxazin- 2-one 1-[1

2,2,4,6, 7- Pent anet hyl - 2, 3-di hydr o- benzof uran-5-sul fo

|)-piperidin-4-yl]-1,4-di hydrobenzo[

[ 1, 3] oxazi n- 2- one

thhyl-5-[4-(2-oxo-4FLbenzo[d][1,3]oxazin-l--yl)-pip

- (
ny
d]
6-
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1-[ 1- (5- Chl or o- napht hal ene- 1-sul fonyl ) - pi peri di n-4-yl ]
-6- et hyl - 1, 4-di hydr obenzo[ d][1, 3] oxazi n-2-one
WA 2¢03/0(P7€Chl or o- napht hal ene- i PCT/EP2004/008510
-sul fonyl ) -pi peridin-4-yl]-6-fluoro-1, 4-di hydr obenzo|
d] [ 1, 3] oxazi n-2-one e-Chl oro-#84i-C
- chl or o- napht hal ene”-sul f onyO pi peri di n*-yO-i ~-di hydro
benzopndiHet adbesed the frésént i ion i
1-[ 1 (5. Ch gr%]g nanht ﬁ?ﬁeﬂ@tér-“é%ﬂogr{? fhe use of atleast ong,
seiferamigde-derivative pf thebprevisjusiyéneral foxmalia(li®), optionally in the

oot e % P R B ity SRRoBE S yrstercomes,
fadeptdte| odin[forr Bf BB Kliredsf A1 9tadt w8 oF s RErsblsorhdi8! piferably

n-4-yl]-1,4-di hydro-benzo[d][1, 3] oxazin- 2-one
gog@nlipshersiandiastereprners, iyany: o1ixing ratic,rfaoeyirgsprnding di

Brdsiobichu seh S EbR A R iabut fagte thpras for
thedinandfagtdrelof 4 mietlicd e 1@05-Hils réc8ptox pedulatio #6r the
6- Chl or o- 1-% 1- { 3- net hyl - 2- oxo- 2, 3- di hydr o- benzooxazol e

pPrPLy(axis3ng/opirgaimentafa gisprder of disease related to food intake,

Qroliibly e veidtledion Sragiding BPhe mainienanse, Jigswase o
Fbe@wtu[)lg oh?bc)éy pigight] tdizr thd pyodhylaxisl ahgd/dr ereatment of obesity,

nz.o .3] oxazi n-2-qne . .. o :
BB ahbresdil 26 St simstes 6ran inselis deapndem diabetes
ng.eg@ds_)gmégfrg}biu tybedt didbByd QR38R Bdshy 3RS plodiiibs
and/o eatmentiof Zastrointostinil tradt disbriers,prafarhblyGrritabiduwel

%}29;1 Z%r{ﬂg]r to?'c@gﬁ;{&%hﬁgh@%@%grfgr the prophylaxis and/or treatment of

diséilers of thel derlt WRHBUs sy, anxde PARICHISSTIEROHRAPESSion,
- 6-sul fonyl ) - pi peridin-4-yl]-1 Adihydro-
tyggl@éptﬁo[ra/grg] exanitive megaery disorders, senile dementia processes,

3 =111 ((4- - - di - 2k 4 '
Salrbbgash s kR vt i) Ruefnabt henzel 1o Azl
di$¢dse3 Hurtingtor?s disease and multiple sclerosis, schizophrenia, psychosis

6-_I\/ét hyl -1-[1-(4-methyl -3, 4-di hydr o- 2H-benzo| 1, 4] oxazi
dD _nyt/g hmﬁrkmegqap(@ﬂ%pnauemqn efigit / hyperactivity disorder), and

T T T g ——

andmais; préferably ipmpenrndisn mbrglpreferably in humans,

di hydr o- benzo[ dl [ 1, 3] oxazi n- 2- one

8- Met hoxy- 1-[ 1- (4- net hyl - 3, 4-di hydr o- 2H benzo[ 1, 4] oxaz

| ne- TrefdrA) ¥on cdirifld Shirttephdn i

di hyé)rT 0- ge_ngol dlﬁrﬁg{éo%g%rﬂq%%ngé%ﬁhe prophylaxis and/or
treginent of disp ohihe @ntdil medvanfs-sysbernphhRidtys pahivadisstders,

f Q- pi L di,n-yOin- . . .
denbira R ulRal koo soanive memay sisardemysgnile dementia
d Tea i y -1-
p’?@&?i“ﬁyﬁgﬁdfgﬁﬁ?ﬁyfq%%&%f% PR Aot 2 Bse,
Rarkinsensclisraseayluntingiar sidisaaseiand muléler sdibrpsist he

- - dj -.2- oxabi cycl 2. ept-1-.
SAPREHRT o lngis o Bl A3t S SaRs oo oy /
Hypptrautivitd disordeirlahd dther @isbraains! nfedfiatati &y thBQi—ﬂfr‘F sBRfonin

be excluded. The conpounds of general fornmula (I'b),
refRiter iy Riragns gndios in aninals perelkrallysalrnamanals, more preferably
iﬁﬁhﬁﬁﬁgonding sol vat es may be obtai ned anal ogously by
t he methods descri bed above for conmpounds of genera
formula (I). For details of the process reference is
made to the description given above for conpounds of
general formula (1). Thus, in another aspect the
present invention relates to a process for the
preparati on of benzoxazi none-derived sul fonam de
compounds of general formula (Ib) given above, which
conprises reacting at | east one piperidine conpound of
general formula (Md), wherein Rto R have the meaning
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prophyl axi s and/ or treatnment of bipolar disorders; for
t he prophyl axis and/or treatnent cognitive disorders,

w@e@betabé y menory di sorders; for inprovenent PET/EP2004/008510

cognition (for cognitive enhancenent); for the
prophyl axi s and/ or treatnent .g§- senil e denentia; for
the prophyl axis and/or treatnment of psychosis; for the

AreBirerpect ptite brero ahrE MortiSihe 8 R 2 st Bre sufonamide
genvAatiid HOthefpridbiohy yenbrd %r'ﬁﬁula éM)f@ptﬁ)r%ﬁwl{m frenform of one of its

Morbus Huntington and Multip clerosis; for the
pterpmsbmers, @rﬁéﬁrablytemlﬁmm@r ﬁ%ﬁe@@mﬁrénﬂ%ra&emaiﬁ orin

Bﬁgﬁ\ %ﬁ? ag[\]ft%/éﬁgf\qlé é\e gée ?EX S acférémty enantiomers or

@iaﬁ@é@@merénmtehﬁf mMB&E etiopor tartmrmrs@aaumg mwnlognan;s
t he use of | east one benzoxazi noneder i

@gcgmf@h!ﬂﬁ@lbﬂ‘@@ﬂ@‘arrﬁjcwew'w S@'Uﬁmh&f%quﬁoréh% gipnufacture
3 81 aBRIeER on 3 1B reCito b ot b theSirBpRPa R HRicfor

@rfealtmeﬁbdjm dfsoadem ottdisease reddtet dadood malaé preferably for the

st er eqi sopers, ]%&Er ably enantioners

de@tglggqa@@ﬁ@pgetltpn l;e m ntﬁgapg@q |Bcre@,seepr reduction of body
R I’\to ﬂhﬁ?r&?fgﬂéﬁﬁ%ﬁ@%ﬁr&ﬂn’enﬁ BP()B@élty, QDIII%IaSQan?éﬁa
res Ive manufacture of a nedi cament
@abﬁexnamnym Ilrob@m&tas (lon lnsulupainependelatrdlabetesnee"ltUS)

dreleranin Naidtee rattampy aPesty TElEPYkaaRSr

'T%#tﬁbﬁfjoﬂgést%lnﬂé@tnﬁﬁ(iﬁﬁ& @iéé)rd&rseb%féfdbly Frrm‘albﬂa bewebdyndrome,

east one benzoxazi none-derived sul phonan de

dongagnitveenkenranaent; forioe arepyjaxs asa/csseaément of disorders of

558 R 1 1B, B S BERI6 ESBgn, e

QlisdriefcByaftive mMembry disofders, deriletddmentf prdcesses,
st er eoi Soner s, preferably enantiopers

or
me&g@deg,enmagve dnsogjgrsmrgfnglya%lzaemaﬁr sdisease, Parkinson’s

RIS POIotyf GERASE A dlible g 035, sBfiBoRiehi gBychosis

tdrénfaneryypekinesiad ADHD r attdritiont deficitl/dyperautiaky disorder) and
di sorders, preferably for e re

| at f
fashor ioordah ataiAte) B To soRAPHILRAREET i gty 2ndlor in

ARG, o adif i RRA T e R Rrably SRRSO

bulima, for the prophylaxis and/or treatnent of
anorexjia; for the hyl axi s _and/ qr_treat t of ..
0" O pspersioh SRR Aep A0 B raffposfions o
IWPal 'théjfcﬁﬁﬁ}'leﬁéd b diBaMRisetditBe icaridiEoutssy Mleaf of

| east one benzoxazi none-derived sul phonam de conpound
crforgfentmlaal rhethads knpiMn)indhe grioaBdy B expmpbedrasgdian the indices

- npbnare.Gis: ShaSasubreaossde FRiEtHSREoHy Ediign Ayon
o1 (EUtGHlﬁcﬁil LjlindStoné, EdMbafgH (ZD0E Y‘Em)&ﬂﬁr}ﬁcﬁa of
preferably enantioners or diastereoners,

rIaMarmaqautlaabF@@rmlw c%ewncaédélsnaﬁw\@r%ﬁh Jt ﬁ@¢ &S}yian J.C.

T B RERRE: ML o Goaaenep P, Four

gEé"ZIbﬁ' Bheldr GE. ahdsRisassC. TDF(EﬂeDa\Miry:el Dekkea’olrm tNgvolork
ndrone; for the prophyl axis ﬁ nd at nent

206N ‘The Hearwmnd raﬁH?% %r% afHACY hgachma" L.,
o [ tyr t

rBRR A Ao ; BRERoaRs FRBGR, BhieRiphiatiage). The
prophyl axi s and/or treatment of depression; for the
prophyl axi s and/ or treatnment of bipolar disorders; for

t he prophyl axis and/or treatnent cognitive disorders,
preferably nenory disorders; for inprovenent of
coghition (for cognitiveenhancenent); for the
prophyIaX|s and/or treatment of senlle denentla for

.. o - o s N "
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t hrough the stomach undi ssol ved and t he conpounds of
general formula (1), (la) or (Ib) are only released in

wo b@siomoest i nal tract. The enteric coating prePEr/EP1094/008510

di ssol ves at a pHof between 5 and 7.5. Suitable
materi al s and nethods for thebpreparati on of enteric
coatings are also known to those skilled in the art
ce
B o S YU DPAE s eTBbefi S part of
s diselestirgé.onposi ti ons include preferably 1 to 60 % by
wei ght of one or nore of the benzoxazi none-derived
sul phonam de conpounds of general formulas (1), (la)
or (IPhe pﬁetrmaeeutidal cOmpositiohs, &9/ effas the formulated
stereoi soners, preferably enantiomers or
AesigasmeEprepaiedsaqcaiding @ the piasenbinveotion, eans iuaddition to at

Bl 673 0.0y B0 BTBA R, By o o

emb vhlte storesisentars girgferably eHantionfPs Yr Hiééf@*egme@f itg he

ri ate pharnmaceutical vehicle(s). The
@%@Bb%e’f rinHarm S adRixtRi ghat leari wo & is @é@@ﬁmongeranpreferably

Lo geS SLBUR L 038l B, RS fbpe,
plle;gmcdegmfally bbc&aﬂabmshlismefen“ftdn a ddreegpindinglssiagte thereof,

humans u ranges .from 1 2000, preferably 1 to
QITRSs, bt sbav Enthe) auxiigaksantds G roeanisiatse

prefdabRAHdpIShR! AfkrdU n
|nt akes. Pr?z}?'rmco g%rlgcgél()%rt\et?hg%\ggnt%e(%’sﬁéo?@%gmmx
rAviFgragerssandér bindensr anes of HEK-293 cel |'s

expressing the 5HT -human reconbi nant receptor were

suppl i ed by Receptor Biology. n said nenbranes the

r ecepperthé @RMeatpersd R in tﬁe%rtl§l36 rmW@gtHH EhGIES oftHE élF‘)@llary

protein concentration is 9. he experi ment a
pHostacss angl tW@H@tSﬁberﬂﬂﬁ d@PeBd on. thRomﬂended aidmlhBtratlon

foutdJhtexaiele, el Hiralhofy, BU8PEMBNEa, Tyahiftuiar intranasal,

&l diucgalooritpploadl and Atypical Anti psychoti c Agents to
5- Hydr oxyt rypt am ne- 6 and Hydroxytri ptam ne-7
Receptors. The Journal of Pharmacol ogy and

Exper 0

ot AUk anty SRR T Shal dMihistitn §%7 1k Hebiby Bolets,

doaten! tahlets, dassulepdr mulipartieulates, preferadly giedildd/or pellets,

:fer nce, a or ns art of, the disclosure. The

?HPJeﬁgeﬁ{) GRmPESEoN &aplets, iitled)in mn%ﬂﬁs QoF suspended in
n HC, MM MC , 0.5 nM

ég%;ili%ﬂ(s I%U !érsrngaU}% T%Lgﬁ?j used is [ H-LSD at a

concentratlon of 2.7 nMwth a flnal vol unme of 200 m.

[ t d b di m, of nmb

Iszggg\ﬁ q!ilgamles tslzgﬁlgaq%?q{eq%?g I n Mmi@{@to r<§r_"n§aclgrar11r|]ne|s’tratlon
A& besteribly Be ch abn%ﬁﬁtrﬁi R GHHP% f

[ nngatl on)ﬁl S er? ded fasgtJ fulb| tr atfsﬁ‘ﬁgﬁ qur?% Lutléflgctsjue-ﬂ%smns
quigkly Feqqmﬁtuéablemm@gseparab@ms ghdigiso sprags.s made by

Schl ei cher & Schuell G- 3362 pretreated with a

solution of polyethylenimne at 0.5 % The filters are
vas hededibagentd sEablé idr drBF&%ébeﬂdn'ebh§ M%leanbr@fé‘a%b the
Tris-HC 50 MM pH 7.4. The filters are transterred
w‘faﬁﬂ@l%aorepﬁvn@‘{o OEgewahiormuna (ﬁnnda sustainad eanoar, the

Aepatan o VAt RqinBu FRERsh P foardBis o SiSaN b Boednown in

tbepnbrag with a Wallac Wnspectral 1414 scintillation
counter. Non-specific binding is determined in the
presence of 100 nmM of serotonin. Tests were nade in
triplicate. The inhibition constants (K, nM were

cal cul ated by non-linear regression analysis using the
program EBDA/ LI GAND descri bed in Munson and Rodbard,
Anal yti cal Biochem stry, 1980, 107, 220, which is
hereby |ncorporated by reference and fornms part of the

o o sm~r~ 1 A PFr™ AIZF™ R A AL IFNP™R A=A "I 7 Pt 1A 71 7~ I A 1



10

15

20

25

30

tenperature for 72 h. Ethyl ether was added and the
m xture was cooled at 0 C for 3 h and the D EA

whyasociwori de was then filtered. The filter edPGDEP10040N8510

was evaporated to dryness and the residue was
di ssolved in ethyl acetate (75& nlL), washed with 5%
solutlon of critic acid (2 x 500 nL), water (250 niL

)
N b R B PRk il sy 30t IS ot Hhbtnods

?dﬁﬁ@fp’l‘éﬁé#alﬂaﬁ ehercof! Léi@dm@&ﬁﬁlﬁtthé pribhart] Rickaenplasrom the
brought to the boil with eth et her until the \mo'irjbl

indices ol MerdiiediRalepsBrich Pg WI Teghpolagy dnathbeng;

%%%M t%\q‘ﬁ’;ﬁ%@ﬁ{%f;ﬁ%ét '@%‘ﬁ%&é“?%gjs N%yg‘ggr% (2002);

9HAndBodlof BharmaddutitaHZ ontrblle RRBleasm TetHNnolayy7.8Mise, D.L.

| \2«2%5‘ %a?éa brgkkzbmgnéd\zlgw(@qki%ms18%t$8I$£@Q$ﬁé?%g’VoI ,

? éﬂﬁ—%ong‘ipt% d(;(’%f §: "glid f @I}Dfrgs'ﬁ IQFO Bzo|_c|_a3Raltoerl {1983), and by

makaaapheamd/d'bebiklawal e, ‘;@ramelg Bnehméry Encyclopedla of Controlled

DRI Ead . SR B e & Song S pri (1999)

500« »
scﬂT ﬁ%.%ﬁsez 6F|§r,2 ecgkﬂhl orpg@%ﬁﬁ?ﬁgﬁtﬁtk@r%%gloa

\EE:ycIm@Bdwdde@oMlamBrUge@allvengMﬂimowﬁé RaEds), iJoheViley &

S5p e Yo LB08] VL 7 2o hErebiRe it R

%@r@né&%r‘éﬂﬁbﬁ@@rﬁé@ BiCleférende 20U b@rt‘?cﬁ the distidsure.
Mel ting point 257 CHNW (CD OD): 2.13 (d, J=

12.2 Hz, 2H), 2.88 (m 2H), 3.20 (m 2H), 3.53 (d, J=

12 8 %ﬁl %@aﬁlﬁﬁg@@?-é@sfn?@g f_é nié')p'_slsg %&g(emleast one

Séﬂﬂéﬂict EodtRTY, WMCW&BSOW@SI&!@:C@MM@@W&MS awesalt of this coating,
prepared via the respectively SUbStltut%\ 8 K’
éh@@ﬂ@dl@amn?mucn%g thmghégﬁé&m%wﬂ g dissalving. and the
%&Eds‘&f ?él 8¢rhlia l'e{rB ow é‘eﬁeégi |H%F¥|ﬂbkﬁ'ﬁaﬁ%t The
UC|ng agen thods well known

té‘rﬂéﬁc e&xatidgéplrefesrablyedlasmlvés atagthehketeend gnd gos. The materials
ej enpl 0 . . . .
mmetmw%@iedf%pﬁewngﬂtﬁap 8o presalpokoaLin fpe prior
}nr@ one, 7-methyl-1-(pi per| di n-

yl)-1, 4- d| hydr o- 2H 3, 1- benzoxazi n- 2- one,
8- nethyl 1- (pi peridin-4- yI)-1,4-dihydro-
2H 3, 1-ben zi n-2-one .. " .
5 et HORJEALY( BT eAticehcomppsiiqnRau Hig wedicaments
ReIPERZ fr8m21 f160% by weight of one or more sulfonamide derivatives of
6f|uoro 1-(pi peridin-4-yl)-1,4-di hydro-2H 3, 1- benzoxa
zienezaldioenula (1), and from 40 to 99% by weight of one or more excipients.
8- met hoxy- 1- (pi peridi nyl)-1, 4-di hydr o- 2H 3, 1- benzoxazi
n- 2-one, 5-nethyl - 1-
(pi perTKH me&cdrﬁerit s%b@tmfmahht&ob@MMErdd @ theeatient
7-fluoro-1-(piperidin-4

dvatiggraccerdigg to B@]@@t@fg,wglgbh éhe administration route, the indication

b%fﬁé g;ga%vr]]e_rigypbpﬁr ! Cﬂg&' d%ryU%Uéll I'y4ff'c% hlyﬁilbcb % %f éf least one

one

Gsugﬁiriaﬂwe Hetipatpey oldgendrat forrhuldi (hyatrecadihinstérdueperpadieint per
n- 2- ane, , . S
sdayn Tdredtotal dsily desaicap be administairs o- hepatienbinRns gy Mere
%@%ﬁf 7-chloro-1- (piperidinyl)-i

ydr o- 2H 3, 1- benzoxazi n- 2- one,
8- chl or o- 1- (pi peridinyl)-1, 4-
dihydro-ZFLS,l-benzoxazin-2-one and ot hers. The
reaction of the respective 5-
nmet hoxy- 1- (pi peri di nyl)-1, 4-di hydro-2H 3, 1- benzoxazi n-
2-one, 8-nethoxy-1- (piperidinyl)-i
, 4- di hydr o- 2H 3, 1- benzoxazi n- 2- one and
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1.9 (dd, J=12.1, 2.1 Hz, 2 H 2.4 (td, J=12.2, 2.4 Hz,

2 H 2.7 (qd, J=12.6, 4.3 Hz, 2 H 3.9 (tt, J=12.3,
w@2®smi397dd H) 4.0 (dt, Ex. J=1 .9, 2.1 Hz, 2 HCBEP2004008510

2H 7.0 (d, J=8.3 Hz, 1 H 7.0 (t, 2J=7.3 Hz, 1 H

7.1 (m 1 H 7.3 (m 1H) 7.6586m 3 H 7.8 (m 2 H

CDA -d) R (KBr) 1705, 1497, 1340, 1293, 1205, 160,

736, 691, 576 Melting point: 172-174C
1-[1-(5-chl oro-3-net hyl - benzo[ b] ti ophene- 2-sul fonyl)-p
PrRiridiceati¢al Method4: di hydr obenzo[

d][l 3] oxazi ne-2-one HNWVR .8 (d, J=10.8 Hz 2 H 2.
(m 2 H 2.7 (s, 3H)28(tJ1 4 Hz 2 H 3.8 (d,

(
7.0 (t, J=7.2
%Diﬁ%kﬁ? ﬁ*%"ﬁ}%égb&bmf' Efdﬁ%@w 2 H) - (dd,
.J86 2 O Hz, 1 H 81 (d, J=2.0 Hz 1 H 8.2 (d,
J=8.6 3 (DMsO-d6) R (KB 1717, 1358, 1248,
1201, Hféi) 9@@@@ membrarwﬁwe%ﬂé hey repombiganiiygman SHTe
| |
gﬁé%tﬁ%{r e zo?gp[ )ééT%t)(zg ZBluﬂg ﬁh()é;%&%b#' d@)‘?lcénbféﬂlon in said
Jddbiands, is 2. 1) poBm(gsof [rotdin 2nd thenprdtel) cdncsar(tnatlom |$-|;) 17

ol The pkepipental BidipSl Iy e efodol L. Hitp 245k L.
éh Js%: %rﬁgol J\h*ls %r%ueﬁary J=Uiger, F.J. I\bTBnémb') YSSKeﬁ dr.Y.

(KBr) 1712, 1316,
Mdltzer, DA, Sibley; Bmms; ofzmplcabem%tmlcraj; Pﬁtﬂpﬁhnym@mtS to 5-

PR Bl ot D AR ste ke oprpal of

h;%rl%akﬁétogg and E)g%rﬁﬁé’ntaﬂ ’(Ffi?ra@)?u{i’lgér 1@,4 268|) 1$Q£] (Nitbl sllght

qm;bflcatlﬂ]:@ Ehe g:omm@rcnaj nm;mgrape( is dllg’tqq) (174q d(IHtllorg V}qsh the

protyingbutrefibomn TS HAG gt Macf; 65 Tm EoPA (st 7140 The
tadioligandLusdd & BH[-U8D at c8ncentfatidn, of 2. FihM the (idel volume

J=4.2, 1.8 iz, 1H (ODO3-d) R(KBr) 1712, 1337
being 200 ob Ingwmtiondeginby adding, 1¢Ee! efiiheimempeana suspension

% R2% 9 51 membrane RIPISID). 2BIJ8 PrRIRpES [ 89 minyies 78
%epétﬂb@éf)@ﬂ@z q’rﬁcdﬂaﬁ@n%r@éﬂ? @7@012 flﬂfé@loii%ﬁ'?ﬂ-lan/%sféi Brandel
z:em thzolmh( Hperglae)s fikots otthe emeucr;ner 8. SpnI@n QF @363 tademark,

S)J:gtr f,gé E;(a 0 g%_go}yégﬁw%ﬁmnﬁmg sgfutﬁ; %%ﬂ@ﬁ_ér%wéghed three

gﬁﬂéeéwhh thrc@ rhbifliterd d 0. AM 1ri8 Hﬂil buifeH)pt$ 724. (T filters are

(ternsferzad to vnafssanqlzk?% q5f+>éq0@9@|t bl asluuf! qq@rlljaﬁ@ﬁ@gbcktféﬁe added
ég%%bhjﬂl?éllgT he Oifs arPRt 16 ShuilPate¥ot LoNGaPRMs prict o &R

1so[uht|6§1rDamEIt1hWVaﬂameam)émwIscilmﬂalﬁdmaytllmeplTp'ﬂa“m@h-epecific
4-yl]1-8-Methyl - ,4-di hydrobenzo ’L‘ [1, 3] oxazin one
Hpimglipg is ge(agmlrmdlm tbe présenqg)ofat of§qr9togln7 ?\ﬂas@says are

?aéﬁ%(ioﬁgmqﬁp@%é é gﬂ“}m cég&ih% ngK] W?g%alglél%d by non-

Wm@af re raséibn &n&ly@@usﬁg’(h@ EBDN/Ll@AND(;ﬂé&U]}%lﬁ [;Wh(géon and

(R@bargeémalm?a_/ BIOQ@B'SWQQQSO 1@?9 299&)25 794, 709,

571 Melting point:

202-203C1-[ 1- (5- D net hyl am no- napht hyl - 1-sul fonyl ) -pip

er i di rTEhe4|=e,slpbct|\2le Iﬁerhth;ealdeskmrpinohs df¢ incdjporaidchkey Bsference and
H NVR 1. E J=12.3,°3.5 Hz, 2I—I)27(m4|—|)2.9

(f§rm6>aﬁl)0f4 disglosiirgy ' 5.0 (s 2 H 6 9 (d

5

J=8.2 Hz, 1
H 7.1 (m 2H 7.3 Ex. (m 2 H 7.6 (td, J=8.9, 7.4
Hz, 2 H 8.3 (dd, J=7.3, 13Hz 81H 84 (d J=8.8
Hz, 1 H 86 (d, J=8.2 Hz, 1 H (CDC3- ) R (KBr)
2935, 1720, 1319, 1242, 1144, 920, 791, 755, 642

Mel ting p0| nt: 182-186C
1- [1 (2 D|chloro phenylsulfonyl) plperldlne4yl]
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The binding results of sone these conpounds are given
inthe followng table 2: Table 2: Conpound %

wo pivshoidron (nM according to 10 exanple: 1 98rPUI/EE2004/008510

51.7 3 107.4 4 246 5 152 6 165.9 7 88 8 680 ai ns:
Benzoxazi none- deri ved sul f onabd-de conpounds of general
formula (I) (1). wherein RL, R2, R3, R4 are each
i ndependently selected fromthe group consisting of
yédro en, hal ogen, an unbranched or branched,
ENT%EtﬁQQDeWGﬁﬁﬂ' IQNABEHAYIOURAL MODEL)
nmono- substituted aliphatic radical, a saturated or
unsaturated, optionally at |east nobno-substituted,

Opt | OKtald W pdts (2062701 flegh Hai’@ho@ RSar'é' Liﬁbdm'ﬁ’@%nlmals are
cﬂt ai ni n %cl oal j phatic radical, which may be bonded

'”&?\t'z@ﬁit pdRalhoysings|dusisg tderstdudars prierdg b,e:lmg pubjected to
PRI DR S SIS 0 TR e i

tram@usqrsttcmges&anddpﬂvsaﬁneda agceds toemater BPACoSU0Fhé BHINGSls are
whi ch may be bonded via

I - Or. di cal

Boriasist PndMidiel Sadesf Shshes bagis pror Bcstartigisa dreghpept.
and/ ofh&RK ffe %?ﬂ?@gulm&é?\l'n@@ h/afRa l)?’foﬂ%nuiaeﬂ)sused
nono- substltut nono- or po |c ringsys
inventivaly ondood ingestion gn catp in fmhg condiicirs@} Ridn determined as
f“o 0-0OR11, -SR12, -SOR12, -SOR12 -NH SOR12 - SONH and
RVONR R14 noi et y, R5 represents hydrogen, an unbranched
or brenes fed ars Rbpt iﬂtfﬁgtu‘i{? cONGAGRE firetd hcflﬂ‘s iR DRt Maidual
| east nono-substituted i phatic radica
eagas: Afled this periedt hheaiatﬁjareocpnailm oaunt;a;mntmmw treated with a

AP B AR L A6 L5 S98Rls

dt7a cBBespShding c@ﬁfpﬂ@sltbﬂqpéﬁ@lﬁ)wmho‘i@ k&Rt fffohaRRié Berivative.
'%P oup. consi sting of h an unbranched or

rardiaialy adigr thinithe ra 5 S uithrireereighad foatang the accumulated
1’088%@!{83%’2%%5%& ?ﬁ 1a’ a% Ql?& quor@gl cal, a saturated

or unsaf a nmono- substi t ut ed,
opt |t OHais Ifqocamgleeasm mh ; uhﬁgegélhbd% ako dé@nﬁ@ﬂbﬁbubgcatlons of
ont aj clo atic radica a _cyano group
R ek rebean dpui 6k Broanasolads A4 (a0e oel 51224, and
k S
TURBEN S o, SPlaboies ok o, PRRNI SR TRE 1Ot Bbiigaraphic
descriptians re indprpmpaicoinss & yeferetaaand thyofosmbqsrt dfithed,
dd]gtl onal |y at | east one heteroatom as ring nmenber
?ﬁlr'r? rng cycl oaliphatic radical, which nmay be bonded
Vi a :
arh@BFédéﬁéﬁdrVof' aere CéHﬁ)%hhHgta%eoﬁ‘J rlf%rcfﬂ‘% 'HV?@?& is

and/ or nmay be condensed wth an optio y at
indisateslinghe follavingsnemptes. ﬂ'dﬂeyaffmity forthe $HIyseentonamreceptor,

@b@%glth%{g[: Ig&s/t gaosg%wa %tﬂl fguﬂgﬁd hetqe}{{?g%pﬁ the invention, is

a‘lwﬂesmd Tieeskamhis AtcAEa le‘éléw 4106 B8YaBfustrative ex gmple
condensed with an optionally at |east nono-substitute

ingho pesiyyiErit thecsqopegpfdhe irv@ntian. opti onal Iy at
| east nono-substituted, nonocyclic aryl radical, which
is condensed with an optionally at | east
nono- substituted nono- or polycyclic ring-system and
whi ch may be bonded via an optionally at | east
nonosubstituted al kyl ene group, a -NR R -noiety, a
-COR -noi ety,or a phenyl radical, which is at |east
nono- substituted with one of the substituents sel ected
fromthe group consisting of: 2,2,2,-Trifl uoroethoxy-,
C2- 6- Al kenyl -, , 3-Di hydro-1-oxo-2Hi soi ndol - 2-yl -
N- Pht hal i mi di nyh
[ (2-chloro-1, 3-thiazol yl -5-yl)-nmet hoxy, Ethyl-5-yl-2-
nmet hyl - 3-furoate, C -20 -al kyl -
, 3- Di oxo0- 2-azaspiro[ 4, 4] non-2-yl -, pyrazolyl-, (
, 3-oxazol -5-yl)-, (5-Methyl-1, 3, 4-oxadi azol - 2-yl) -
di fl uor onet hoxy, di chl or onet hoxy,

I Y Y 1
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al kyl ene group and/or may be condensed with an
optionally at |east nonosubstituted nono- or

WEI0p0yIdré c ri ng-system R12 represents an unbPEREP®O4/008510

or branched, saturated or unsaturated, optionally at

| east nono-substituted aliphagsc radical, a saturated
or unsaturated, optionally at |east nono-substituted,
opti OE%P Iat | east one heteroatom as ri ng nenber

cont a HXP €Ftl oal i phatic radical, which may be bonded
via an optionally at |east nono- substituted al kyI ene
group and/or may be condensed with an Oﬁtl onal |

|Ee<amplerﬂnd°@mauqm@fel& ~[irddRimgith xdawm yle-1H- Zindble: -yl] -5-
ﬁb%@%@&I-&%@&ggﬁw&ﬂ@f\%@ég?%%érr)ﬁ radi cal, which

may be bonded via an optionally at |east
nono- substituted al kyl ene grou nd/ o y be
G8REere- 3 MMiah ob ahATar S redy o lRelsae 2 aeliagy!

i L
CRs e el aq o sElRPnTY TR Tho 0. AVRITHCe RE A -
Méﬂ@iﬂmn@ethyh)eﬂdnndmld ing rhlrm'rmmedihylfmmmdedmdﬂm mg of N-
unsat urated, opti ut ed

STt SO L B L TR P 1 mparaure
PO 2(? RBlits THen!ie@ak e%BQra‘%éUPﬁS dthb@Q sIRpitlly i linzedtwith sodium
l'east one heteroatomas ring nerber contai ning
dymdrbahaﬂetmlmmon and extractediveth miw(ﬂ@r raohlie @rganic phase was

B SR8t o SRR S0 LR, B Y S0 oonate, 1
'Wéboséé’éiﬁiéd Hh@ drig@Rdth Athyeledbysysdium sulfxde SVlSé ergani solution
an optionally at |east nono-substituted ary @é)by

rvmseewqrat i neswn@m%ﬁﬁuwgo%m@é@a%paﬂﬁ

é B 3@3%@&1%@%@@@" % t%ﬂ'ﬂgﬂ%—ﬂ IgHhfidBthyl)-1H- ’

ﬂﬁd’&esﬁlﬁ?ﬁ%hﬁl@ﬂ) Mﬁ@hymem[MWObhme-QF&waanmd\e asmn
R13 and together wth the bridging nitrogen atom

faFN@RPROYIS tSEtie ed unsaturated or aromatic heterocyclic

ring, which my be at |east ronosubstituted and/ or

contain at |east one further heteroatomas a ring
gle Rl Prempratiseof bl- My(dpbgemhylammodzﬂwhéﬂi-éd’ndmie-&yl]-

branc saturated ,or unsaturated, optionally at

Imﬁhﬂﬁﬁﬁ%ﬁwg‘mwgéd al i phatic radical, a saturated

or unsaturated, optionally at |east nono-substituted,

optionally at Ieast one heteroatom as ring nenber

c’tfm mg(m@{:hyfdheahemmedmambm were abtagad ol 132 ag (0.6

PRIy S5 S s ainasthg R HF A8l aad 350 585 0.66 muol
S RnagRhidrdstfodichidiR, BY Mearne the pra¥estedescribed in the

condensed with an optlonally at | east nono-substituted
niexampler 1,88 §6plidi ¢ ring-system RI16 represents an
unbranched or branched, saturated or unsaturated,
optionally at |east nono-substituted aliphatic

radi cal, R17 represents an unbranched or branched,
saturated or unsaturated, optionally at |east

nono- substituted aliphatic radical, and R18 represents
an optionally at |east nono-substituted aryl radical,
optionally in formof one of its stereoisoners,
preferably enantioners or diastereoners, its racenmate
or in formof a mxture of at least two of its

stereoi soners, preferably enantioners or

di astereoners, in any mxing ratio, or a correspondi ng
salt thereof, or a correspondi ng sol vate.2. Conpounds
according to claim, characterized in that Rl, R2, R3,
R4 are each independently selected fromthe_ group
consisting of H F, d, Br, an unbranched or branched,
saturated or unsaturated, optionally at |east
nonosubstituted C - -aliphatic radical, a saturated or
unsaturated optlonally at Ieast nono- substltuted

. oy o, o, I
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benzoyl am nonet hyl -, phenyl sul fonyl -, isoxazol yl -,
benzam donet hyl -, pyrimdyl-, thiazolyl-, pyrazolyl-,

W@ b@apl3oze , 2, 4-t hi adi azol yl -, , 3-oxazol yl - or PCT/EP2004/008510

, 2, 4-oxadi azol yl -, a furyl group, which is at | east

nono- substituted by one or neb& subsitutents

i ndependently sel ected fromthe group consisting of a
K I

o Rt M L8 DTSR RindePR- 1 PR 6

nﬂnbﬂwatﬂmhsuﬁfwammyl and a -(C=0) - O C 5-al kyl

group,a NR R -noiety, a COR -noiety, or a phenyl

radi cal, which is at |east nono-substituted with one

wsnﬁgg ybf ﬁiéerﬁbﬁtléﬁéc?éér%oﬁﬁ@ Wére %b@élﬁé@ floM 28§ .6

2,-Trifl uoroethoxy-,
ml\éolbpﬁbmm bk%dgneﬁhytanmaoeﬂm)wH-;nmahdl 156 migr(9166 mMol)

bl fePbtiereslubhyFéforge, HinbaBor B uroggps described inthe

Ex3mpleoxoagaaondpi r o[ 4, 4] non-2-yl -, pyrazolyl-, (1,3-
oxazol -5-yl)-, (5-Methyl-1, 3, 4-oxadi azol -2-yl) -,
di f1 uoronmet hoxy, dichl oronet hoxy,

| £
%xQﬁﬁﬁnLé)h Tr@%&r}‘ﬁ%ﬁgﬂw\l 1 (5’ b‘?rﬂ% Hﬁ;ﬁ/l SP% 1Hrindole-G-yi]-6-
bleiamlmldazm{z,akis]thlazdleiﬁ swlfdma@nde al koxy, a phenyl
group, which is at |east nono-substituted with one of
the substituents selected fromthe group consisting of
¢ b (€pe) S hekeriored odfhpodia WeRS bbBAREA Bt 122 ma (oo
niMolhok@-lamlp()-zl'(Zadmmethylammmthykﬂ%ﬁrryio)e ard M@Qyhg (0.66 mMol)

e R ARG NS AT 1

Sy<driedh i ExBRipie 1185 &lsdlig. at | east nono- substi tuted
vvlth C -al koxy, a phenoxy group, which is at |east

-substituted and a pyridi nyl oxy group, which is at

ey PR 0 P PO 095 1

Phdhyitinzghesilforansgs h- 1- yl _
2- Acet am do- 4- net hyl - 5-thi azol yl - Trifluoronethyl -,
Trichl oromet hyl -, Isopropyl -, Methyl-,

S b S MM i o 17 a0

rDMzﬂ) @fr@ammh-(z dihﬁeihylaﬁﬁﬂibéthyl) Berigeple and 16%tid (6.66 mMol)

t ol t h- 2-
& ‘é‘pﬂﬂeaw Z% %18‘98{') gﬂya, byg@ﬁ%%/pmed@rpa@smwcrlbed in the

éxé)ﬁ Brono- 2, 5-di chl oro-thiophene-3-yl -
%%dﬁl oro tﬁﬁophene 3-yl -, 5-Chl oro-thi ophene-
1- Decyl -

%aa"ﬂa& &t Er%fgﬁfe 8 M D Ee hgl%'ﬂﬁﬂq?%%)@soﬁhme@ﬁ%@yu 2.
(nghtha%r%r wpféthféhbéulﬂiriynﬂeaene 2-yl -

Benzoyl am 'nonet hyl') -t hi ophene-5-yl -
4- ( Phenyl sul phonyl ) - thiophene-2-yl -

j o UR hi_qph | -, 2-[1-Methyl -5-
(Ao e Meironsd p°°§1”@°hqndty\ﬁ%sﬁ>@5én%§ 5t 133 mg (0.6
r’ﬁMall) off @aﬁxn&:-ﬂ%@%ﬁéﬂﬂﬂé%e@hﬁ) ¥H=indole and 168 mg (0.66 mMol)

-Di et hyl i soxazol e-

Qf%-@aphmaﬂﬁmwoxﬂh@;b&w&ﬂmemwhlome{ ,Dyankeans of the process
c%s%béﬂl"g?%ng%%@g%ogﬂ%%%%? |q'phenyl , 2,4-D nethyl - ‘

3-thiazol e-5-yl -, Methyl -net hane-sul fonyl -,
5-Bis-(2,2,2-Trifluoroethoxy)- phenyl -,

-(Di - n-propyl am no) - napht h- 1-yl -,
2,5,7,8-Pentanet hyl -chroman-6- yl -,

-Chl oro-4-nitro-thiophene-2-yl -,

1, 3- Benzot hi adi azol e-4-yl -, 1-Methylim dazol e-

-yl -, Benzofurazan-4-yl -,

- (I soxazol - 3-yl ) -t hi ophene-2-yl -, Vinyl phenyl - 4-yl -,

TabNONOINT
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Al pyridine-3-yl-, 3-(1, 3-Oxazol -5-yl)-phenyl -
Et hyl -5-[4-yl) - phenyl ] -2-nmet hyl -3- furoate,

wdaz2mg0t3ré di nyl phenyl sul f onyl -, PCT/EP2004/008510

Met hyl - 5-yl - 4- et hyl - 2-t hi ophenecar boxyl at e,
Met hyl - 3-yl -4- (i sopropyl sul fogyl ) -2-thi ophene,
7- Chl or ochronone- 3-yl-, 4'-Bronobi phenyl -4-yl -

Examos LimeRoratn &N iyp bt iBmicethyips PBHBBR Y 1-4-
%R§hé§¥?§n§ehggﬁﬂﬁ@ﬂﬁggrboxyl|c aci d-5-yl -, 2- Nhthoxy 5-

al 1 mdinyl)-phenyl -, 1-Benzothi ophene-2-yl -
Mor phol i nophenyl sul f onyl - and

Job 3Rk 5 IR s RCARY ety vierB ot RREA #3122 mo (0.6
Vbl &k 6BAince R 2eanbthyintinoetyl)- fH- mmézmjhew arg (0.66 mMol)
branched, saturated or unsaturated, optional

at
bééglhar@mb@nmasuﬁp@ﬂ c@lorldemb,yrmg@n?eofm Qrgpes%descnbed in

rate Qr rated, optionally at |east

Xéﬂﬁék tﬁ%géglgptionally at | east one heteroatom
as ring nmenber contalnlng C3- 8- cycloallphatlc radi cal ,
whi ch may be bonded v tional |

frxaoRIe St Prepasalion <|>f \E [&Rzgﬂl 5@@3@'1‘% eﬁ%)—i@-'nﬂgﬁeb% ylI-3,5-
(ﬂ'ﬁ r%f)%ﬂ Jllliﬁﬂaﬂ‘ﬁaé onally at | east nono-substituted

%@ oor ycyc I'C ring-system or an optionally at

| east nDno substituted, 5- or 6- nenbered aryl- or

SRk oada e o s Bepig RoliReuPB f ained Rln 1gumg 00
FRNOD of BAmH- @gﬁﬁh‘m@%wwnmeﬂwmmnﬁa@lbl ah162 B$(0.66 mMol)

nono-'substi tut ed nmono- “or pol ycyclic ring-system

f & @dmlqroblenzeneswanylmhl@rmu tiyaneans af tha@rocess desgribed in
C cIo ex rqE#fal or a phenyl radical, nore

3% fé ='CF -C H or phenyl. 7. Cbnpounds

accordlng to any one of clainms 1 to 6, characterized

in that R represents hydrogen, an unbranched

kEmmMedB Beanaratieniobs-Ghiemr saethyl- Ndat[%ﬁawrpéﬁlaﬂ -ylethyl-1H-
di I
§a%meTienR o tbidatip Asufbpdiniid © "ot P2l @

nDno substituted, optionally at |east one heteroatom
as ring nenber containin C3-8-c%cloalb?hat|§ ra

A mOE) BhobieBanoReBRoBROHBaETS OANEA GO 137 Mg (0.6
\ ! ol

TN ot 2oy Rt I MR RS aRU 1Y mB0;08 ol

NgfrB>ohlope-Byragthiyi- benzw{b}-ﬂysplmne—@sﬁnnwlmhlm by maans of the

| east mpno- substi - oﬁ menbered aryl - or

HRIoee SR AgsCribed: ip xa F’c1ha$r§)r°‘ g bonded via an

optionally at Ieast nono- substituted C -6 -alkylene

group and/or may be condensed with an OthonaI

at
I Ea(atnpiewno--smieparatwnemf Nrohd2-(Byrrolislig-dy)etbyl]-1H-indol-6-yl]-
éﬁy syst l?:é)m,eferably H a |inear or branched C
P¥k'§5 0€3 cycl ohexyl radical or a phenyl
rad|cal nore preferably H -CH, -CH or phenyl

Cbnpounds according to any one of clains
ché2 eng &7 % of the mieatiomad coaposse rweg"eanbt@lﬁsﬂ éfqmé&?dm (0.6

el G aanier o Blerfe PO YR MR, 20,0 (0.66 mMod

SRApHtABRMeSIfOHS Bhloridbds) meRhs ohié proakss elestnbed in Example 1
nono- substituted, optionally at |east one heteroatom

ass misalidnenber contai ning C3. -cycloaliphatic radical,
whi ch may be bonded via an optionally at | east
nono-substituted C -al kyl ene group and/ or may be
condensed with an optionally at |east nono-substituted
nmono- or polycyclic ring-system or an optionally at

| east nono-substituted, 5- or 6- nenbered aryl- or

het eroaryl radical, which may be bonded via an
optionally at |east nono-substituted C| -al kyl ene
group and/or ~may be condensed mnth an optlonally at

o, o o s 1. 4 " 4 4



10

15

20

25

30

general formula (I11), wherein RL to RO have the
nmeani ng according to claim, and/or a salt, preferably
w@2dvpatoehl ori de salt, thereof, RL R R (1) w PEI/EP2004/008510

| east one conpound of general formula (I111), . W
(1'11) wherein Whas the neani-8§ according to claim,
in a suitable reaction nmedium optionally in the

of t G - -vII-
YRR 1 Bt AR N EL AR el b At e v
phphirzlaw-taulfgnasicpt abl e salt of the
benzoxazi none-deri ved sul phonam de conpounds accordi ng
to clainms 1-14, characterized in that at |east one

188Red g%) of th%%@ﬁt%nécooédﬂ’lk)ﬁug(g )Nle'@tSbﬂﬂn@& frbag%? ARE(0.6 mMol)

roup 1s reacted w east one acl q,
pf 8famimol-1-(2«pyrrafidiran iyd)etinyl b beindel and d50 pag:{GAaINYI0NN

S TP R B bl BB Evimole 1

s$@ld s@lfg.t he benzoxazi none-derived sul phonami de
conpounds according to clainms 1-14, characterized in
that at | east one conpound of general fornula (1)

. | h . . : : _
B o AR P BN T LRI TP incoro
FiLibdE £ [2 8 as]tHi @bl 8BPs Wfonahlide Medi cament  conpri sing at
'éast one benzoxazi none-derived sul phonam de conpound
according to any one of clains 1-14, optionally in
f ¢ . : |
RT3 Find rBoFs ShABERR W SRE R Yo 137 g 00
ehivial)refe-aiminosf -(24(pYrealidintivwgl )ethyl)-H1#i-midet and 436eng G-chloro-
Fiea2. itz ur LTt Dy geads & GBraress §scribed i
%@Ie@%@a%ﬂ&mcem ically acceptabl e adjuvants..

I cCa

ment according to claimfor -HT -receptor
regul ation, for cognitive enhancenent, for the

el -y Shor SR PRepu Ry @Ry B RRG  fetniyfi ffp-indot-6-
I'@ a nmal nt enance, | ncrease or reduction
%B%hgéﬁesJ krliGe Mai ' duct i

y wel ght, for the prophylaxis and/or treatnent
of obesity, bulima, anorexia, cachexia or type II

| gbet gNon-. L nsulin dent. Diab [ L4lks))
BB a7 )R e TNl EOE R Fo RS et frog 157/ mg (0.6
FRRRI)of 6-Binirs-d g2 pPirofidiB-1CNétheh-1hBinde and 8Beny (0.66 mmol)
di sorders of the gastrointestinal tract, such as | .
iof di-plagnyibenzanssuiieny ghiaride biameras pf theprqeess described in
I [ nitive nenory disorders, senile
gé%%ﬁ@%épg$ggg%ers, such as Morbus Al zhei ner, Morbus
Par ki nson and Morbus Huntington, schizophrenia,
psychosis, infantile hyperkinesia or ADHC (attentjo
doraraple, 14y Beanaretion 995-&N§ehfayﬁ§)w)-'§nﬁ '(@s(@g’HP}' 9'1‘¥Q3t
Q .b.none-deri ved sul phonam de conpound
é%@%ﬁ%ﬂﬁgﬁﬁﬁaany one of clains 1-14, optionally in
formof one of its stereoisoners, preferably
enantioners aqr, diastereqners, its racenate in r m
cRma (BBup e ghe srenteneq compasind wer ekt o TR (0.6
| f EL9nTiRd 1 %2- iRYEL &P C-Ind AR ahaPis2ohg (986 mmol
?ﬂ)emrdgjo ’@%pﬂ@&gng\@?g’%l@gr }Iﬁe gr;nuf acture of a O _ ')
nefd-napkthaldneretbanBulforet eplodde hygueans ofithef priocess described in
cognitjve enhancenent, for the prophylaxis and/or
tégﬁPH%hfaﬁf‘$£@d i ngestion (food intake) disorders,
particularly for the regul ation of appetite, for the
mai nt enance, increase or reduction of body weight, for
t he prophyl axis and/or treatnent of obesity, bulima,
anorexi a, cachexia or type Il diabetes (Non-Insulin
Dependent Di abetes Mellitus), preferably type |
di abet es, which is caused by obesity, disorders of the
central nervous system disorders of the
gastrointestinal tract, such as irritable intestine
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radi cal, which may be bonded via an optionally at
| east nono-substituted al kyl ene group and/ or nay be

waeornden®ed with an optionally at | east nonosubBCT/EPRL084008510

nmono- or polycyclic ring-system Rlla represents
hydr ogen, an unbranched or br-88ched, saturated or
unsaturated, optionally at |east nobno-substituted

I r n -1 H-i -
SeIRE 18, o E i o PHE RN ORI RS ety Hindol
Bedsbenrendwmiifenantiden as ri ng nenber contai ni ng
cycl oali phatic radical, which may be bonded via an
optionally at |east nono-substituted al kyl ene group
%é/ rﬁg Sg?‘}' ) O tRORIEARBREY %Hgoand%wahinsdarom Q?ﬁtmg (0.6

I'tuted nono- [1c ring-syst

anMobtaf ﬁnaﬂnirw at(2+(pmolrdmurﬁeyl)atb$|t-r1t-ljmal ang |177cmg (0 66 mmol)

Sh oS oot siutlby it e ladts: dsspribed in
thmeqaé(s heosgndensed with an optionally at |east

nonosubstituted nono- or polycyclic ring-system Rl2a
represents an unbranched or branched, saturated or

B35 SRR 5 Bt TS HBR Yh rcor

GrhzeRadulionaimideast nono- substi t ut ed, optlonally at
| east one heteroatom as ring nenber containing

cycloaliphatic radical, which may be bonded via an
SR BB B e R SRRl AU R ng 0
moiok) f lﬁisamtnﬁ-MZr(pmelrcbm 1p¢)ethyl¢-l1l—bmdbhgndy§fzeng (@66 mmol)

angg Itg?rjg ‘aéra;erggsu ylgfp querbSt o utgg Se)ér%qe%s described in

@%‘7@5‘3'1' s atsohgast nono- substituted al kyl ene group

e condensed with an optional |y at |east
nDnosubstltuted nono- or polycyclic ring-system R13a

nguﬁi@rﬂg@gr it e@'cm%ﬁﬁélﬁﬁea E{ﬁ\gﬂfh%) '8 improve them.

br anched, saturated or unsaturated, optionally at
| east nono-substituted aliphatic radlcal a saturated
or unJheunatting, paipit anmwameqtroacopeactata femidestiying sare of the

tionally east .one 5 g@j
B e prary AEnDoh 2 T i e Ml Y iabin.g
via an optionally at |east nono-substituted al kyl ene
group and/or may be condensed with an optionally at
| east nono-substituted nono- or polycyclic
ring-system or an optionally at | east
nono- substituted aryl- or heteroaryl radical, which
may be bonded via an optionally at |east
nono- substituted al kyl ene group and/ or nmay be
condensed with an optionally at |east nobno-substituted
nono- or polycyclic ring-systemor Rl3a and Rl4a
together wwth the bridging nitrogen atomforma
saturated, unsaturated or aronmatic heterocyclic ring,
whi ch nay be at | east nonosubstituted and/or contain
at least one further heteroatomas a ring nenber, Rl5a
represents hydrogen, an unbranched or branched,
saturated or unsaturated, optionally at | east
nono- substituted aliphatic radical, a saturated or
unsaturated, optionally at |east nobno-substituted,
optionally at | east one heteroatom as ring nenber
containing cycloaliphatic radical or an optionally at
| east nono-substituted aryl- or heteroaryl radical,
whi ch nmay be bonded via an optionally at | east
nono- substituted al kyl ene group and/ or may be
condensed with an optionally at |east nono-substituted
nono- or polycyclic ring-system Rl6a represents an
unbranched or branched, saturated or unsaturated,
optlonally at Ieast nono- substltuted allphatlc



ring-system an optionally at |east nono-substituted,

5- or 6-nenbered aryl- or heteroaryl radical, which
woryshesdbonded via an optionally at | east PCT/EP2004/008510

nonosubstituted 1-6 al kyl es@ group and/or nmay be

condensed with an optionally at |east nono-substituted

nmono- or polycyclijc ri ng@s%@t\em a N

a COR18a-npoi ety, prefera éﬁ%anwf-wnhggg®?
consi sting of 1Mth$ﬁ , f%E__Nﬁggg
Di et hyl anmi no- napt/h- 1- Nwﬁ%g NS PITR NS
2- Acet ami do- 4- net hyl - 5%%& ) ﬁQWhﬁﬁhﬁge
8- Qui nol i nyl -, Phehyl - LoP’ﬁft:a A@phen;‘ﬂ:fﬁ?gi"f@% ~
2, 4,5-Trichl or o- ph&nyl 13 mop%;m3:9v5§i
2-Ni trophenyl -, 2,3-Di l%&@@@@ﬁ 3, %%%%ﬁ@%ﬁ o2
hydr oxy- phenyl -, 2g4 5] m;@qpﬁ%pgtli phepPI@ 3T X 2ay &
2-Mesityl-, 3- Nitrﬁ-ﬂmﬁ)@}i,",%ﬁ: -pEEAE S I=Tas®
4-Fl uoro-phenyl -, - ChiQEopBREST TN NSITSeNT
4- Chl or o- 3- nltro ptrenyl=—4=—ftodo=-phenyt—=;

N- Acetyl-sulfanilyl-, 4-Nitro-phenyl - e © s
4- Met hoxy- phenyl -, Ben7Q|g_aQ|d_4_y1-,g hhhhhhhh ~15
4-tert-Butyl - phenyl - § ﬁ@o‘@% o %chuoﬁbﬂéb’s BERBEN <
Tri chl oronet hyl -, |1 s&prdy&R~ Q\Et‘éhﬁ o BHHRICT 28
trans-styryl-, 2,2, 2-Tr |fbuoroethyl , |[Ethyl -
Hexadecyl -, 2-Chl ¢roget hyl £ n-Propyl - ®
3-Chl oro-propyl -, |n-Butyl £ Met hyl - benzoat®- 2-yl -,
2-Nitro-4-(trif|uoro@b hyE) - phenyl -, g

Pent anet hyl - phenyl—2,3;5;, o-ueluaucluyu-phcnyi-,
3-(Trifluoronethyl)-ph 3, 5-Bi s-
(Trifluoromethyl){phen i.chl oronet hyl -,
Chl or onet hyl -, Dodecyl ¢
2,3, 4-ﬂT|mhIoro phenyl t i met hoxy-|p -,
o-Toni p-xylyl+2-ylt i caci d- 3-
4-Chl ord&- 3Ttrifl torom henyl -, O
4- Chl or g7 54 ni t ro- benzoj c 3-yl -
6- (p- fo iTfo) - napht ht 2-¢
4- Met R, 3, 6-tr yl phenyl- 3 4-

Di chl 0 ?yﬁehyl 4. 5=D brono-t hi ophene-{2- yh -
3-Chl or &-% quoro-phgnyI-, 4- Ethyl - phenyl -,
4- n- Propyl - phenyl 1, @&-(1,%-Di net hyl propyl J= phenyl -
4-1 sopropyl phenyl 1, 4-Brono-2, 5-di fl uoro-phenyl -
2- Fl uor o- phenyl -, | 3-%l uorb- phenyl - 4- L
(Trifluoromet hoxy -pgenyl-,
4- (Tri fl uor onet hyl—ph nyF —24 D'f!uoro:ﬁheny!-,
2, 4-Di chl or o- 5- met hyg- phepyl -, ™
4- Chl or o- 2, 5- di nethyt=phenyt=——5-brethylannonapth
2-yl -, Benzoyl chl or@de- 3zyl -, 2-Chl or ¢- phenyl -
- Qct adecyl -, 4-Brono- |2, 5-di chioro-ti phene-S-yi-,
2,5-Di chlorothlopwen%-s-yt-, 5- Chl or o- f{ hi aphene-
2-yl -, 2-Methyl-5¢nitrio-phenyl -,
2-(Trifluoronethyl)-phenyl-, 3-Chloro-phenyl -
3, 5-Di chl or o- phenyl -, [1-Decyl -, 3-Methyl - phenyl -
2- Chl oro-6-nmethylt, 5-| Brono-2- nnet hoxy- phenyl -
3, 4- Di net hoxy- phenyl -,{ 2- 3- Di chl or o- phényl -, 2-

Br ono- phenyl -

3, 5-Di chl oro- 4 (2t chl or o- é-nltrophenox ) - ghenyl -, 2, 3-
Di chl oro-t hi opheng-5-y|l -,8S- Br ono”- chl or 024 hi ophene-
-yl -, 3-Brono-5- cnlo;othﬁgphene- 2-yl - T

2- (Benzoyl am nonephy¥)|-t hFophene- 5-yl - e
4- (Phenyl sul phony| ) -, tlhi ophene-2-yl -,

2- Phenyl - sul phony| - ttijophene-5-yl -, 3- €hl or 0- 2-

met hyl - phenyl -, 2-[1- Met hyl -

-CrifluoronethyQopyrazol -S-y -thiophgne- -yl-, -

i d-2-yl -thi ophene-2-yl -

| or o- 5- (trlfluoronethyl) phenyl -

- Di chl or ophenyl -, 3-Brono- phenyl -
|f|uoronethoxy) phenyl , 4 Cyano-phenyl-, 2-

pbges:
!_|°’9



Tri fl uoronet hyl phenyl) - 2- phenyl et hyl -,
5-[ 4- Cyano- 1-net hyl -5-(net hyl t hi 0) -1 Hpyrazol -
PCT/EP2004/008510

wa20501ophene- 2-yl -,
3- Cyano- 2, 4-bi s- (2, 2, 2-Tri Bl uor ot hoxy) - phenyl -,
[ (2-Chl oro-1, 3-Thi azol - 5-yl ) - met hoxy] -

henyl

A-

3-Ni tro-pheny Y= JAFor eayl -,

2- (1, 3- Dijoxo- 1} Seidk hydko-i sBi nd@3HO QYT 128 o =
[3,5-Bis-| (Trifgos sreChg ) phefy>Faiayl - |L 5T olgw
(4- (2-Pyrjidyl o 'g;%ﬁel'@ﬁl@-v_,ﬂg& PRl oxyE IS SRSt
phenyl ) -, |55- | o%ﬁ-@' ENPFSS o ee Y =&
Ethyl -2, 5i rreﬁwwﬁ%@ YphdeedE e |qo<SZgde
carboxyl afe- 3- W& Iy TR TT L =2 HE5= 0 S
Et hyl - 2- L hy (S35 dipRebglr HEperob Sy |[S2nina 220
g 3 car bog! tE8- YRS S INUT LTy Celugdges
Et hyl - 5- (& cBl Hr Bahedy D P-Fbn ¥ ZForpat e FXES T r 5
Ethyl -5- (& ciil P8R EICENNS TR |Q¥cER TRy
met hyl - 1- pheny| = S- boxytate™=yi = - -

Ethyl - 2, 5 di_me[$§IS 84 ur oat e- 4- Y15 B 3- 288y

Chl or o- 4-|(1,"8- At GX0% % Bzaspi r of |, 4 1on- 2- y| S pHenys-
5-Brom-2, 4-Ji 9@ Sphenyl - SRSt R

5- Chl or 0- 2, 4=dit T maréphehyl -, PHEYT - 6-y| (PN T©

2- Met hoxy|- phenyl, (3- Phenoxy) -|phehyl -, 2]

3- (4- Met hoxy@pher@xy) - phenyl -, |3- (&- Chl or ophgnoxy) -

phenyl -, [3- (&, b- & chl or ophenoxy)) - pﬁﬁenyl -, G

3- (3, 4- Dichl 8r ppHenoxy) - phenyl -|, & S

(4- Fl uor gphenoiy) - phenyl -,

3- (4- Met hyl phenoxy) - phenyl -, 3-|[ 4-

(Trifluorjomet hyl) - phenoxy] - phenyl -,
3-[3,5-(Triflupromethyl)-phenoxy] - phenyl -, O
3-[2-(Trijf |l uorppnethyl ) - phenoxyl]|- phenyl -,

2, 2- Di phenyl et / 4- Phenyl - 5-

(trifluorjomet hyl i ophene- 3- |l -i~= N\

Met hyl - 4-|Pheny ri f I uor omet r@ & O

t hi ophene- 2- car b ate-3-yl -, 73] pd

Met hyl - 1,2, 5<tri met hyl pyrrol e- 3- Car boxyl atet4- vyl -,

4- Fl uor o-jnapht h- Iyl -, 3, 5-Di fljuopphenyl -, ~

3- Fl uor o-|4- et hoxy- phenyl -, ACHI or o-

2,5-di fl uoragphenyk-, 2-Chloro-4,5xifl uoro-phenyl -,

5- Fl uor o0-3- ngt hyl benzo[ b] -t hi ophene- 2-yl -,

Met hyl - 3- phefhy| prBpi onat e- 4-y| .| Dfhydr oci nnanmi €

Aci d- 4-yl |-, %/bt hyl - 2, 5- di et hyl|- 3-f uroat e- 4: yl -,

Met hyl - 2-| fufolat e=5-yl - = T

Met hyl - 2-inetdiy| - 3-f ur oat e- 5-yl -, -

Met hyl - 1- rethyl=—tHpyrrote-—2—€Carboxytate-5+yt—

2- (5-Chl oro-&, 2, 4¢ Thi adi azol - 3-yl )~ t hi ophene- 53yl -,

, 3, 5- Trimethyf=1Hpyrazote-4-yt=,—SChtoro

-f 1 uor o”-|metdly] phenyl -, Pent af |uoemet hoxyt et r agl uor o

gt hyl -, 5-(5-Tlsoxazyl)-thi ophene-2-yI-, 5-(b-

| soxazol -yl )-2-furyl -, ,

5- Met hyl -2, 1, 3- benzot hi adi azol g-4-yl -, Bi phenyl -2-yl -,

2, 3- Di hydro- 1}, 4- benzodi oxi ne-6-yl -,

4- Met hyl -|Napht|h- 1-yl -, 5- Met hyl|- 2-

(Trifluorjmet hy|)-3-Furyl -,

2, 3- D hydr obengzo[ p] furan-5-yl -,| 1-Benzot hi ophene- 3-

yl -, 4-Methyl -3, &di hydr o- 2H 1,/4- Benzoxazi ne- 7&yl -,

5- Met hyl -|1- phenyl£1 H . pyrazaol es#-yl -, T

6- Mor phol [ nd2 3t Py#i di nyl -, e Q

4- (1H Pyrjazo|,-i1-yl ) - phenyl -, 6- Phenoxy-3-Py dyl -,

3, 4- Di hydr o-dH 1,%5- benzodi oxepilne<7-yl -, 10

5-(1, 3-Oxazol - 5-yl)-2-thienyl-,

4- (1, 3- Oxazol -5-yl ) -phenyl -, 5-Methyl - 4-i soxazol yl ,

2,1, 3- Benzot hi adi azol e-5-yl -, 3-Thienyl -,

2- Met hyl - benzyl -, 3-Chl oro- benzyl -, 5-

Acet am do- napht h- 1-yl -,
- Chl or 0- 2- ni trophenyl -, 6- Quinolinyl-,

~ O~ a1

3- Met hyl - 8- Qui nol i nyl -,

- ~ O~ " 1



optionally at |east nono-substituted nono- or
pol ycyclic ring-system preferably represents H, a
wo 2ovsar39ee branched Cr 4-al kyl radical, a cycl BCIEER1004/008510
radi cal or a phenyl radicalé2 nore preferably H, -CH,
-C H or phenyl. 29. Use according to any one of clains

21 to 28, | characteri ;,;ed %n that Rl3a gnd Rlda are each
i ndependent |y slel €t QO¥t h §5r P4 XPASI stin
hydr ogen, | an unlyr ANt g’,QrN r a I‘Pe‘d“ PUT at gd
unsat urat ed, opfi & Y Bis Bea
-al i phatig radi Eagg,,\ac— &at gy af e @rmm%lg;at Clom

opti onal | jNat % S d'%‘:o?pftw ﬁg

| east one[Het er|gptomas: Lithg e CShtaF B
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d6)
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radi cal , which |y be bonded vmamanr.:pptl onal |y
| east nonp- subsd) €t edsCi - - al&ﬁgﬁﬁﬁémg@oup and
be condensed i Eh-anioptional Iy 8t~ eds® T T
nmonosubst | t utedyRI9S or pol yc&:@g -syste

preferably a cach- endependen v“s ecPed fron

1568, [Hz);
6,
1,

307 [2.29 (s 6H]. 2:66 {t 2HY DB

799,

670, 598.

group consisting og H a linear og branched C -
radi cal, cyckohexy® and a phenyl padical, nore
preferably arfe |eac® i ndependent | yﬂsel ect ed fromff‘l he
group consist?rg of H, -CH, -/C Hgand phenyl . 30° Use

9 4%345‘7
-
<

accordi ngltoany ofle of clainsl 21% o 29, char adfer i zed
in that Rl3a and Rl4a together| with bri dgi ng

ni trogen atom florm A saturated, uns ed or
aromatic,|5- or| g pber ed heterocy i ng, which
may be at| | east| Ronogubstituted and/ or{ contain |at

| east one| furt her, 3t er oat om as a~Li n@ nenber,
deridi n or
gJt o any one 5

preferably form stbst i t ut ef
i n~that Rl5a represents

Cl

nor phol i ng group. accor

clainms 21| to<30Q, characterlzed

hydr ogen, [an unbranched or branched, saturat ed [or
unsaturated, optiaogal ly at | east &ono-substitutjed o

C -6-alipphaticradical, a saturated or unsatur gt ed,
optional |y aEI east nono-substj tuged, optionallly at

| east one[fhetrteroatomas ring mber _contai ni g [C -
-cycl oal i phaf# ¢ ragical or an opttonal I y at | eqst —

nono- substituted, 5- or 6- Menpered aryt-_or
het eroary| rgdijcal— which may e ﬁonded via an T

opti onal | yat—tEast—nono-substrtuted C -6-al kKyjtene
group and/ or ghay b_-g condensed w t_{q an optl onal lly at

| east nonpsubstituted nono=—orpotycycticring=system
preferably rﬂ)resefts H a IlnearIor branched ¢

- 4- al kyl adrcal—a cyctohexyhradicat—or—a phenyt

radi cal , rmrgpreffrably represen&s H -CH, -G Hpr
phenyl. 3p—Use—=accord ng—to—any one of —ctarns21—t0o—3
, Characteri zed in that Rl6a riepresents an unbrjanched
or branchpd, sdaturated or unsaturated, optionaljly at

| east nonp-substityted C aliphatic radical, .
preferably an unbrénched or brancked, saturated, %
unsubstitpted 1-3 &l kyl radical, ffore preferablly a

)

met hyl raficat.l 33 Use accordinglto any one of| cl@ins

21 to 32 rharacterized in that] RI7a represents |an
unbr anche ot br an®hed, saturat ed™r unsat urat eeP

optionally at |east nono-substituted aliphatic

radi cal, preferably an unbranched or branched,
saturated, unsubstituted Cl1-3 al kyl radical, nore
preferably a nethyl radical.34. Use according to any
one of clainms 21 to 33, characterized in that one or
nor e benzoxa2|none derlved sulfonan1de conpounds of

Y 1 R Y o I Y T T



one of its stereoisoners, preferably enantioners or

di astereoners, its racemate or in formof a m xture of
wa@eoosea®re two of its stereoisonmers in any m Xi PQI/ER1009008510

or a physiologically accepwable salt thereof, or a

correspondi ng solvate, for the manufacture of a

nmedi canent for the prophylaxis and/or treatnent of

depression. 46. Use of at |east one
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nmono- or polycyclic ring-system a 16bR17b-noiety or a
COR18b- npi ety, R10b represents hydrogen, an unbranched
w@eoosnaiched, saturated or unsaturated, opti onetT/EPED4/008510
| east nono-substituted aliphatic radical, a saturated
or unsaturated, optionally at |east nono-substituted,

optionally at |east one heteroatom as ring nenber
cont ai ni ng cycl oal i phatic radical, which my be bonded
via an optionally at |east nono-substituted al kyl ene
group and/or may be condensed with an optionally at

) , y
| East=Trorno- spgostTtoted Hofo=or —pot yeygr ¢

g- sysgem | of an-8pt ibnpl kyTat A easE| ©w2..of
Ho-2 @bé‘t:rt ;g&d %5%5‘ dor | pQ AparyI Fadi 6pd, T WL ch

NigerbordetN vt & aw of | maﬂ[#ﬁ%sﬂ%gstﬂﬁ{“fs
o5 B t {1 BT 3k KVE dhe| FEOWIE 2§/id8 By g5
@hyjensed wEthEs © Fonal G ar~ Eead] npsahsEI ut bd
pR0-2 g N DR Tehi R R Y- gt B SRIHET %plﬁ“egeng.&ﬁ
FUEdyar, 2a| Bebrdneied: of ¥ by gughel > syriras &l o
Bat iy & SR Lopdl ¢ ¥ al £Reast oy Wb stided
£ ghatic Ialf @b« & 3a yrRpteld v Besg @ argdio S
ot coh& & yi= gV beast Tbos b B <opt Pogdl Tyr at
eagIT ene e fo8Hm as: @) Y. Feabes "Ton@NE M- oo
yeaal BRaL( T ¥ Qdi 848 J 2T ShaBy faf Bortied; @ &
g E@alty ﬂ%@%’ﬁ”@ﬁﬁfs‘@hﬁfvlﬂbﬂ’ﬁﬁw ehe  groap
FU7.0r SRy R GoRdemsed ) 2 A iifibnald § A6 Foas
DNTU- SUDSTTTUt ed ono- Or | poryCycrTC ring=-sySteny of

optgonal | y at | east nopo-subgfituted aryl & or

r adi cal 3 whi ch| may bé& bonded via 3n

I | east nono-substi tuted al kyl en& group

bpcondensed—w-th-an optionTLLy—aL—LeasL
[l ed nono- or polycyclfjc ring-system RI1Rb

n unbranched pr bran , $aturated or
t | eas
radi cal , r at ed

[ substi
[

hi ¢
F Reast S &1 ene grdd
e condensed W ap optionally at | east
ted nono- or| polycyclic ring-system

n optkonally at | east nopo-subgiituted aryl  or
eteroaryl radical, whichl may be bonded via an
ptionglly at | east- nono-substi ttut edal kyl enegr oup
dlor may he condensed with an optionally at |east
pnosulsti tufed noro- or polycyelic ring-sysgem RIBb
d R14b each are independently selected fromthe
[ i ng ofc hydrogen, aa unbranched ef
turated or unsaturated, optionally at

ubstitut ed al| phati g radical, a saturatjed
ed——epLLenaLL+4m—44%%n—4nmukénm§4$LuLéd,

jpti onal | y at | eastt one het eroatrom as i ng nenber
Atalning-cyeloaliphaticl radical—whi¢h nay—be—bgﬂged
ia anToptiopally at |east nonoxsubstituted a kyle

ha condehcead. v th an antianall v ot
™ ) vur L"BLIL CATT JPL' UTTUAT T ] AT

«

otn and/ Ar! nmyy
G
UUH ATTUT U1 Ilu] LY A3 CUTTULUIITO O

lleast nono-spbstituted nono- or polycyelic
rfi ng-system | or ag optionally at | east \

DNO- SHbstit uted gg | - or| heterpgaryl radicalz_which
y bgnded vi g/anjoptijonal | ¥ af | east
pno-subgti t ut ed \al kyl engl gro and/ or { may e
ondenSed with an optionally at~1Teast pono-substituted
DNo- or polycyclic ring-system or R18b and R14b
WOgether with the fridging nitrggen atomform a
Sattteat Cc4u, ulioat ul at ©uU Ul aruvimattT U 11Tl T Ubybl LI 2L y
whi ch nay be at | east nonosubstituted and/or contain
at least one further heteroatomas a ring nmenber, R15b
represents hydrogen, an unbranched or branched,

T Y | o g N | g, I B 1 o, T .




10

15

20

25

30

preferably fromthe group consisting of H -CH, -CH
CH and a cyano noiety, nost preferably each of R, R,

weR@ad1R76¢ epr esent a hydrogen atom 58. ConpouPKiBEEP2004/008510

according to any one of clainms 54 to 57, characterized
in that Wrepresents an unbragghed or branched,
saturated or unsaturated, optionally at | east

nono- substituted aliphatic radical, a saturated or
unsaturated, optionally at |east nono-substituted,
qqﬁamm&ém.oa] ,Ja«eﬂamargg het eroat om as ri ng nenber
containing C . cycloaliphatic radical, which may be
bonded via an optionally at |east nono-substituted C .
-al kyl r e (1 .
opt 1 g e ABFY i dBindEor AR Y ) Bthe 5-+T,
pebwtchas detmn:aydta@mreabuetytdmﬁbéd. at | east

nono- substituted, 5- or 6-nenbered aryl- or heteroaryl
radi cal, which nmay be bonded via an optionally at
Ieast1¢E§& t

condense il %%H%%fbrésr???b#ﬁe a@?%n%ﬂsu stltu E\%ntlon
ranemdmaatedohyhg/ﬁjllowmg tableystem a NRL6bR17b-noi ety or
a COR18b-npi ety, preferably Wrepresents a |inear or
branched G _2 o-al kyl radical, preferablyan alkyl

radi cal sel ected fron1thegy&mg conS|st|ng of methyl,

et hyl —=propyt,—Tso-propyl;, n=butyi,—Tsobutyt;

sec- blExgampleert - but yl and% Inhibitiomy| - propyl ; a | i KebolM)
or branched C _ - al kenyl fﬁkﬁﬁq preferably a viny
radical; -CF; -CHF ; -CHF ; - CH Jd;
-CH-CF; ACH -CH -Cl; -CHog#l - “CH - CI -CH -8620 " CH
; a cycl opropyl r adi cal cycl obut yl radlcal a

cycl opentylR radical; a cycﬁﬁ%éxyl radical ; - CHl.2

-cycl opropy ; -CH -cycl obut -CH -cyclopent¥é

-cycl ohexyl; -N(CH ) ; -N(CH) ; -N(n-CH - EH )
phenyl ; bemzyl; naphthyl; -g0®&CHphenyl ; -(CF 55.QCF

)- O phenyl;_ -(CH )-naphtyl; -(CH )-(CH)-naphthyl:
anthracenyﬁ; -(C:C»-phenyI;QQ-i ophenyl ; 129 4
benzo[ b] t higophenyl ; furanylgy g- 0xo- 2Hchr omenyt 4 5

di benzof uranyl; 2, 3-di hydrobéenzof uranyl; chronmanyl ;

2, 3-di hydr @benzo[ 1, 4] di oxi991; 118.6

3, 4-di hydr g- 2H 1, 5- benzo di gxepi nyl ; chrononyl ;
|n1dazolyl% pyridinyl ; pyrﬁ3$§d|ne 2, 5- dlonyl1591
pyrrolyl; FprrazonI; - pyrimdine-2,4-dionyl;
quinolinyl; I soqui nol i nyl ; H-Benzoinidazolyl; 1,4-

di hydriheodailypasology iD, mmalmn‘yedicine is comprised between 1 milligram
2@2 é{%ﬁ%%@ﬁ%&a&l}r&ﬁ' n&vfucx can’b 4e gd rﬁ‘r‘i’n%t%lk’)eed1 |Zno£ne or several
doséshYHE eodpsRivAkdre Praskren lin fcﬂhishmart el b@bhlpatlble with the

2- (1, 3-di oxo-1, 3-di hydro-i soi ndol - 2-yl ) - et
|adrﬂla;_e@[ailomomaqepmdd|pn@ferabhatam9ﬂs, cwﬂediablp{s capsules,

b%ﬁg@é’%ﬁv lSOIL%I%Bg ﬁ%%@ﬁﬁ%@ﬁ&% IThés@ CQ)%&.[)S%TIC;]I’]S are prepared by

haezed &f Rndwih Matbode thlcomprlse from 1 to 60% by weight of the
2- 0x0- 2, 3-di hydr obenzot hi azol y

amedigament éuwtaa%é@mpounwaa@mﬁ@l formpianl)egd ¢#0;to 99% by
'b\ﬁé’igﬁf&i t}% suﬂgﬂ\%’éﬂarﬁ'laﬂeﬁ @Q'\%ﬁ%l% Eompatlble with the medicament
en 1 SOXazo enzor ur azan

M&hr&ei’ah ; redl ihmobbiwshmhfmnxatthlewqmposmon used The formula of a
3, 4-di r Q- 2H be 4] oxazi n

Hehlss santayyeg 9|Pr° Q}B dvEntigh is H@é’é‘geé*l BY Wavsioxanule-
cyclic noieties may optlonally be substituted with ,

2, 3, 4 or 5 substituents independently selected from
the group consisting of nethyl; ethyl; n-propyl;

i so-propyl; n-butyl; isobutyl; sec-butyl; tert-butyl;

, 1-di met hyl - propyl ; n-pentyl; vinyl; cyclopropyl;

cycl obutyl; cyclopentyl; cyclohexyl; norpholino;

nmet hoxy; ethoxy; n-propoxy; iSo-propoxy; n-propoxy; F;
a; Br; ; -CN, -OH -CF; - CFH -CHF, -Cd ; -CdH

p— ~ 1 ~ ~ 1 "~ I o~ P~ ~ 1



met hoxy- phenyl ; 3-chl oro- 2- et hyl - phenyl ;
4- br ono- 3- net hyl - phenyl ; Achl oro- 2, 5-di net hyl - phenyl ;

wal2dosno906 3- et hyl - phenyl ; 5-fl uor o- 2- net hyl pheeyEP2004/008510

2-nitro-4-trifluoromethyl-phenyl;
2- met hoxy- 4- et hyl - phenyl ; 3, B6-
di chl or o- 2- hydr oxy- phenyl ;

SRR R P e L e Sonenyt

Exdrhplect 6- met hyl - phenyl ; 5 mg
2-ch|oro-5-trif|uoronethyl-phenI;
aP 0- 5-t ri f | uor omet hoxy- ph 9 4- br ono-

' xy- phenyl ;
?@ﬁ)@&)@%‘@#ﬁéﬁor onet hyl - phenyP ™. br ono- 3-
tPovidores K0 hyl - phenyl ; 3-car bo&mgl f1 uor o- phenyl ;

3 car Xy- 4- chI ro 6- quorophen
E’é‘k"zz rlmst hyl - phen Mg or one of the

f XX XNN - =N N-N NXXXNN
ISEH %@@h@%dé X HN. . NH NN'o C(=0) - CH H
Magheivd Sﬂeﬁre(ce):C) O (CH)r2XNmg N X N whereby in

h, cas es the positi by whi ch the
e@§ Q@?p5€ Egﬁ tuent Wis boﬂggdxgo the - SO group
of fornula (Ib).59. Conpounds accordi ng to any one of
claims 54 to 58, characterized in that RLCb represents
hydr ogen, an unbranched or branched, saturated or
unsaturated, optionally at |east nono-substituted G -
-aliphatic radical, a saturated or unsaturated,
optionally at |east nono-substituted, optionally at
| east one heteroatom as ring nmenber containing
C3-8-cycl oali phatic radical, which may be bonded via
an optionally at |east nono-substituted -6 -al kyl ene
group and/ or may be condensed with an optionally at
| east nono-substituted nonoor polycyclic ring-system
or an optionally at |east nono-substituted, 5- or 6-
nmenbered aryl- or heteroaryl radical, which may be
bonded via an optionally at |east nono-substituted C
-6 -al kyl ene group and/ or may be condensed with an
optionally at |east nono-substituted nono- or
pol ycyclic ring-system preferably H a |linear or
branched C -4 -al kyl radical, a cyclohexyl radical or
a phenyl radical, nore preferably H -CH, -C2H5 or
phenyl . 60. Conpounds according to any one of clains
54 to 59, characterized in that Rllb represents
hydr ogen, an unbranched or branched, saturated or
unsaturated, optionally at |east nono-substituted C -6
-aliphatic radical, a saturated or unsaturated,
optionally at |east nono-substituted, optionally at
| east one heteroatom as ring nenber containing
C3-8-cycloaliphatic radical, which may be bonded via
an optionally at |east nono-substituted C -6 -al kyl ene
group and/ or may be condensed with an optionally at
| east nono-substituted nmonoor polycyclic ring-system
or an optionally at |east nono-substituted, 5- or 6-
menbered aryl- or heteroaryl radical, which may be
bonded via an optionally at |east nono-substituted C
-al kyl ene group and/ or may be condensed with an
optionally at |east nono-substituted nono- or
pol ycyclic ring-system preferably H a l|linear or
branched Cr -al kyl radical, a cyclohexyl radical or a
phenyl radical, nore preferably H -CH , -C2H5 or
phenyl. 6 . Conpounds according to any one of clains
54 to 60, characterized in that R12b represents an
unbranched or branched, saturated or unsaturated,
optionally at |east nono-substituted C -6 -aliphatic
radical, a saturated or unsaturated, optionally at
Ieast nono- substltuted optlonally at Ieast one
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65. Conpounds according to any one of clains 54 to 64,
characterized in that RL6b represents an unbranched or

whe@sosede saturated or unsaturated, optional | PCHEP2004/008510

| east nono-substituted C. aliphatic radical,
preferably an unbranched or bsanched, saturated,
unsubstituted Cl-3 al kyl radical, nore preferably a
gtaqmsradl cal. 66. Compounds according to any one of
54 to 65 characterized in that RL7b represents
an unbranched or branched, saturated or unsaturated,
optlonall at | east nnno-substit ted aI hatic
dadi c& Su%v@maﬁg@pyW5wngﬁH&EW@ﬁé ogpulg(thched,
saturated, unsubstituted 1-3 al kyl radical, nore
preferably a met hyl radlcall‘6 674’ Conpewas accor di ng
to any one of clainms 54 ton66 ara‘(erlzed in that
R18b represents a pheny sfad Nch i s optionally
at | east nono- substit ubéd by g 4 i
preferably a phenyl radica&k? Wk
| east nono-substituted by a nethyl gkeup.68. Conpounds
according to any one of claims 4 to 67, characterized
inthat R, RR, R are each independently sel ected
fromthe group conS|st|ng of aqaydrogen atom a
fluorine atom a chlorine atom brom ne atom a
nmet hyl group and a methoxy group; R represents a
hydro&@%”%?onl R, R, R R each represent a hydrogen
atom VVrepresents an al kyl radical selected fromthe
group consisting of nethyl et hyl; n-propyl;
i so- pR%pgap:esenmJawNR *Roaaticalor aisatursted,or unsaturated, optionally

tbggtzylgy %’a F] vin ?Ul;sgﬂgﬁgH B@%IF%H %ﬁ&qﬁl he?groalf'alm 'as a ring

3- et Wélﬁbéﬂdéntaﬁ"nﬁ‘g?éméalﬁiﬂﬁw|rad|§aI9Wd:h ﬁi%@fbé ¢ondensed with
3- et hyl - phenyl ; 4-et hyl - phenyi ; Pro pyl - nyl ;

3-n- pa@gturq&@ﬁyunsaturatpao@gllmwm@ ast mono- substntuted

i : ggg)bggij%lhp%ﬁ%%t r% lﬂé%ﬁ%}?w %eﬁgﬁ‘@yﬁember containing mono- or

3- n- bisioylctio bpelphliphbtiahiigydystaneny! ;
2-1so0-butyl - phenyl; 3-iso-butyl - phenyl
4-iso-butyl - phenyl; 2-tertbutyl - phenyl
3-teriz2bubyb4 I

*-d trquet ¥ %r gﬁ?ﬁ%enylphﬁgéag%}%ﬁé%rﬁﬁ?r@écn rewesent hydrogen,
3- cy ¢ lhajogeny hitd) etisdxy, dyarys; laogatntated phenyiatu?ated linear or .
Zyglyglbw@ex | _ﬂdij ﬁ%wlﬁ/ éylélggtp{g%éﬁggg? l’Yl €d aliphatic radical, or an
3- et
3 et hE)%éng'!}ﬁ?‘y'hast“m R SRR Bhony 18 08rdr i oRtonally at
3- n- plegsixyonpheulstituiddrimteaxyl-ragicahy| ;
2-1s0- propoxy- phenyl ; 3-iso-propoxy-pheny|;
4-1i sopropoxyphenyl ; 2-fluoro-phenyl; 3-fluoro-phenyl;
4-11 ue F&@Y\{s h%ir@béﬁ b?apelﬂ@bé'ted 3r uBSAtaFARed) hlﬁfédr or

4- chloro pheny br ono- p 3- br ono- phenyl ;

4- br opsaneed, opnonallwatdeasirmonwsupa@tuwd aliphatic radical,
3-trifluoronethyl-phenyl; 4-trifluoromethyl phenyl;

2 trifluoromethoxy- phenyl 3-trifluoronethoxy- phenyl

- trifd aed RPfEiHBﬁﬁdei @haiﬁérentZeé@h b@;xneséhﬂﬁydro en or a saturated
3 car boxy- phe

{ 4- car hoxyphenyl ; 2- acetéﬁﬁgm
3- acetOf|qu§ﬁ’@Jfli§ed hng@r@r)prapﬂ@qﬁpptlgngbe@ ono-substltuted

henyl CH -phenyl; 4-(C=0O -0 CH henyl ;
b (cﬁaﬁ“pﬁ%ﬁﬁ%‘&g NEYREEY (CI(-| h HC=0) . O C

4-(CH )-(CH ) - (C—O) OCH 2- cyanophenyl ;

3- cyano- phenyl ; 4-cyano-pheny|; 2-ni tro-phenyl ;

3-ni tro-phenyl; 4-nitrophenyl;

4- (4- bronophenoxy) - phenyl ; 2-met hyl sul f onyl - phenyl ; 3-
nmet hyl sul f onyl - phenyl ; 4-net hyl sul f onyl - phenyl ;

2- phenyl - phenyl (bi phenyl-2- yl); 3-phenyl-phenyl

(bi phenyl -3-yl); 4-phenyl -phenyl (biphenyl-4-yl); 2-
phenoxy- phenyl ; 3-phenoxy-phenyl; 4-phenoxy-phenyl;
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pharmaceutical industry as internediates and for the
manuf acture of nedi canents. The superfam |y of

W@ 00snae receptors (5-HT) conprises 7 cl asseBCT/BP20bil/008510

-5-HT ) which cover human subcl asses [D. Hoyer, et
al ., Neuropharnacol ogy, 1997,.386, 419]. The 5-HT
receptor has been the |ast serotonin receptor

et TP SERLR? sPISEL08 AR 5Bl BB, an

al ., BrechtienBIRFUHR?, ifasatratenior unéeﬁﬁl%ted%\eal?ﬁﬁbranched

as well as in humans [R Kohen, et al

1996, adionally at legst mwmecRMbSHtURY K1 ahnhaimtrydtcar ﬂaeh gther one
5-HT

o vor dSp et SrUAgattated, IrseR ok Badbriedt EBfibnaly at least
Gast r ehoh@substitutesly sliphatic aadicel \Mtlaat et five ichaddreatoms,

bowel syndrome. The conpounds with an affinity for the

5-HT receptor are useful for treating anxiety,

depre§ﬁlon and cognitive nenory disorders [M

Yoshi o et al., Ann. NY Acad. SclL, 1998, 861, 244,

A. Bourson, et al., Br. J. Pharmacol., 1998, 125,

1562; ! ., B . Ph .

1962, ) Gro BROEI S ineilfl i Sty o S sejated or
Ther. un%%ﬁﬁat@d“)ptléﬁﬁly eﬂJIea§| rﬁbﬁ@lsub%tu?éd hef8&¢lic ring, which
Brai n Res. A. Branchek, et al.

Annu. rrey COH’lam a’abast Oﬂe)mrthar net@oammzas a gng meﬂnber and/or
Rout | e col 2000

To06) et gy e rouset Wil BRIt ol pspiuPaley ortgnally

ant i pyyadtohors-stipstitlfcRRbbiGNSR htA8 RS &Y Relefyftom &¢ 8lting
affinity for the 5-HT receptors [B. . Roth, et al., J.

Phar mgB@mbergpntainiag monps g bicysiic cydoaliphatic rmmsystem

al., M. Med., 1995, 1, 398; F.J. Mosma, et al., Mdl.
Pharnacol., 1993, 43, 320; T. Shinkai, et al, Am J.

Med. Cerapresdie@n @;&lonhﬂﬁ]at leBize morRsulsstitutet] trhore+ or polycyclic
affinity for the 5- receptor are useful for treatlnP

i nf anteer@aﬂ?ﬁE\QkﬁM@@FaWbl&Wy kethandesdnviganiaptionally at feast

hyper [ :
B o ik o Ak AR by affrflon oug o whi
Reseamay caf@ih atiéast @ heldréatoRr as zaired membarig®nefor more of
Today,, 1997, 33, 379]. Patent application WO01/ 32646

di scl d§d:ASy| f onani des derived from bi cycl es, whereby

each of the rings is 6-nenbered, aronmatic or

het eroaromatic rings with 5-HT receptor antagoni st

activiang. Patent application EP 0 733 628 discl oses

sul fonam des derived fromindole with 5-HTIF receptor

ant agoni st activity, useful for the treatnent of

m gr aimgy, 17 Bhwrgore, it has been shown that the

5-HT receptor plays a role in the ingestion of food
[hburopharnacology, 41, 2001, 210-219]. Eating

 nor oaBiRgR(Y i it iont G ko e b AR Bifgiaumers or

from aliastaesiners| acracérhatéeordhséﬁﬁ@f al Mk erase dt sast twé of its
of devel opi ng ot her serijous and even nortal di seases,

pr ef ersi®lepisonagrs: brefarpdlyRnaiomersansy/qr diastereomers, in any

st PRI AL el @Rk reRiob) S MRl Bk Bboicaly

act i veaceebmsals thereok dr emnﬁs@onﬁingfﬂxzd&éyhemof.

medi canments for 5-HT receptor regulation, for the
prophyl axi s and/or treatnment of a disorder or disease
related to food intake, preferably for the regulation
of appetite, for the maintenance, increase or
reduction of body weight, for the prophylaxis and/or
treatnment of obesity, bulima, anorexia, cachexia or
type Il diabetes (non insulin dependent diabetes
nmellitus), preferably type Il diabetes caused by
obesity, for the prophylaxis and/or treatnent of
gastrointestinal tract dlsorders preferably irritable
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unsaturated, optionally at |east nono-substituted
heterocyclic ring, which my contain at |east one

w0 eooshe97het eroat om as a ring nenber and/ or WhPCTEPZY4/008510

be condensed with a saturated or unsaturated,

optionally at | east nonosubstigputed, optionally at

| east one heteroatomas a ring nenber containing nono-

or bicyclic cycloaliphatic ring system A represents

an optionally at |east nono-substituted nono- or

! ycykbompauntaiccording € Slafrh enchakdctérizayintthabRheigttesents a -
via an optional |y at |east nonosubstituted alkyl ene,

al ken)h”%r% wdical joy qsatvated gL HNsatMrated mrpfmaftwt least mono-
t
802 g'rgmb@t.tdtsgnsqq@nrsp%ggsaggga@@o@ éﬁ’ﬁgrﬂ-tbe@%grﬁbéﬂbontammg

opt i orgldrB-menitoered alycloadpledtio taglical arvlaiehsma‘pbe condensed with a
preferabl epanti oner s r dj astere ners
i n forSatyated ar Ungqtdraie aqptp@gb st)fnqrto;su strtuted optronally

st er eqjt584& ohe MEtBIRIGR A5 §'ﬁﬂptrhé’r‘ﬁ§b§ céﬁt%(‘rﬂfrg mono- or#orcychc
di astereoners, in any mxing Fatio, or a sa

pr ef ercayblo)alraham rieg pystermgyheprbws thd dogs af the ring system are 5- or
accept blesalt t hereof, or a correspondi ng sol vate

t here RHB Rer aspect of the present invention are
conpounds of general fornula (Ib) R6 (CH) RL/ (IDb)
wherein Rl is - N\R RO radic R2, R3, R4, R5 and

R7, i dueferabkly Ryrreprasestsan -NBI %racb@alemwtadlgajrcbgsen from the
hal og i . Xy, cyano, a saturated or
unsatgﬁgyéggﬁgFH@ébpor branched, optionally at | east
nono- substituted aliphatic radical, or an optionally
at | east no bstituted phenyl optionally at | east
nono- sub |'Ute _hﬁ%eroaryl__agi?%g R6 represents
hydr ogen or\a turated,or unsqturated, |i,near or
branched, optionally at | east nDnN;substituted
aliphatic radi cal, R8 and R9, idenfR'tal or different,
each represent hydrogen or a saturated or unsaturated,
i near or branched, optionally at |east

nono- substituted CrC aliphatic radical, A represents
an optionally at

ast nono- subgtij uted nono- or ;
pol ycyclic iqg.ring systeﬂi:EPich By be bondeéi:w
via an o at | east nonopbstituted al kyl eneN—N_
al kenyl ene ox: kynyl ene group &nd/ or whi ch may R10
contain at |east one heteroatonfas a ring menber in

one or nore of its rings, ni , 1, 2, 3 or 4;

optionally in formof one of its stereoisoners,

preferably enantioners or diastereoners, a racemate or

in formof a mxture of at |east two of its

st er e VRIREY éf PrgpeRte thbfgtiach bk representa @wtlonal chemical bond,
di ast g I h

pr ef efgrbl y a E)érér?g(g{gsn ﬁ%@oﬁbﬂ A Iﬁéé %ﬂ{aggpéédécc%gfkggadrcal or
salt taiesrex radlcalapmﬁermnydjbggnmlav@t e:ztdtkw eadlcalYet

anot her aspect of the present invention are conpounds

of general formula (lc), (lc), wherein RL represents a

-3, \R Wﬁiﬁ\%&ﬁ a%or%h {dlélégﬁq dt'2, %t‘r%?édtéﬁ‘ie‘%ﬂqthat R?, R% R,
optionalTy at I east o substitut'ed,” optiona

| east RinandhBf ,erdeatrmhoasirfﬁerenh@an’embmesenhhyrdmgeg, a linear or

St ur reflid, GrBhehieust S BondpRiRd et ot adic), a inear
nONO- YHbrhhéREE SptiBRAINCAAEL rﬁbnb%@ﬁ%trt@rt@i bﬁt%réﬂ?érﬁll'radlcal or

as a ring nmenbér containing nmono- or bicyclic

cycl od lingaitarbrancheds petiengllyr, le®st, mero-srbstiitedRZ,-Cs alkynyl
identicg] r different, each represent hydrogen,

hal ogdf“'° ﬂrtro al koxy, cyano, a saturated or

unsaturated, linear or branched, optionally at |east
nnno-substituted aliphatic radical, or an optionally

at | east nonosubstituted phenyl or optionally at | east
nono- substituted heteroaryl radical,R6 represents
hydrogen or a saturated or unsaturated | i near or

oy R M 1
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preferably nitrogen is chosen as a heteroatom Said
cycloali phatic radical my contain 0, , 2 or 3

whedsoorrons chosen fromthe above nentioned grPOI/REP2004/008510

preferably it contains 0, 1 or 2 heteroatons chosen
fromthe above nentioned grougo-f R and R9 toget her

wWith the bridging nitrogen atomforma saturated or
unsaturated, optionally at |east nono-substituted
heterocyclic ring, which may contain at |east one

f ur t heyrefepalsly R @Y R, R® ahd RRidhticalaicdiffieranh edchmepresent
be condensed with a saturated or unsaturated, )
opt i ofdrggest or adispanehbansbed : Qptianally gt ieash manasigbstituted C.
het er qat i ng nmenber containi ng nono-

or bi c%ﬁ@gylf}?ﬁ%agystem each one of these substituents
may, unl ess otherw se defined, preferably be chosen

fromthe gro b Std hy. xy,, fluorine,
chl or (RIS BIRHRRE, R e ' B R tsREospRyyrogen.
i near or branched CrC al koxy, |inear or branched

perfl uoroal kyl, linear or branched C C perfl uoroal koxy
ahd behegiponndacpordieg tbbye or omretof clpimsp! toodsthatracigrized in

foli b hed C -C al kyl b . fot
et er JRILR? Eorte RS e IR gRD. aninear St ra i pplbfy at least
het er qabROTBUbSIMAH ClIC, MRy PadieaL A AP or BFarnthdC bpionally at
rings contain one or nore ‘additional heteroatons,

t hese leastanoae-chbstitied Cole@irhradical; alineaeorhanesed,

i ¢ r oganionelif af GRE ekl gl e aRabTrpRaR:  oger

is chosen as a heteroatom Said heterocyclic ring may
contain O, , 2 or 3 additional heteroatons chosen from

t he alsoteraiiiR oieppesanis pydiagendalinearordsanehas optigpally at
1 het t { N menti oned group. f
Ais Z%g%prﬁﬁﬁ%gpﬁéﬁg%&{ gggelégﬂfgp%égaelfoat omas a ring
menber cont ai ni ng nono- or polycyclic aromatic ring

system whic bonded vi g an optignall t | east
oo, S8k el B JARIRSS A WO & T oy el
group and which nay be substituted by one or nore

substitutents, each of these substituents may
pB5.ef erAbbmpoendlacserding td ess conteewaf chaichef1 toed, cHaracterized in

br ancHBAC B DR 1 dRRR=LoP SRR e Cotisant foafodén, a linear or

- O pheajighehéd 'bnﬁﬂ){ Bt RBENRBNBEIUDSHRIER TN + dlkyNPdical, a
or branched CrC perfluoroal koxy, an opti onal1iy at

| east limeaosubranchededpiionallylatdeast snonarsebstitties €g_C1o alkenyl

het er oaryl re prefergbly fromith rQu .St

of haitggiea 4 Meandr Grénthed! cafiStl st 9 HaipbSituldh cCro
opt i ongkynyl dditglast nono- substituted phenyl and 5- to

6- nenbered heteroaryl, even nore preferably fromthe

group consisting of fluorine, chlorine, -O phenyl,

I i near_ or branched C C al kyl, optionally at | east

nono- substituted phenyl and 5- to 6-nenbered

heteroaryl .| f one or nore of the rings of a nono- or

pol ycyclic aromatic ring systemcontain one or nore

het er dat 8Re R°t Iogsiharavity e biidaing nitiegendermet srbEtBror

of th i Y ' = ;

et er qF ot dbUBRAty 1Estinohf sHoERERA, htionall at least one
consi sturthgr bétenodtonpas a ringl mbmbeacdntaiyigg - o 6timembered
previoqusly nmenti.oned phenyl radical is {iself

D lbst HEletVELE BRG WEHaRe bhsenienese with Zxatupted or

these gihglratate FptioREMy B 18hS¢ rﬂBhM-s%sﬁﬂ“u@écﬁ botioARNY Bfleast one
group consisting o uorine, chlorine, bromne,

Il inear or branched C& C alkyl, linear or branched C -C

al koxy, linear or branched CrC al kylthi o,

trifluoronethyl radical, cyano radical and a -NR R13

radi cal, wherein R12 and R13, identical or different,

each represent hydrogen or |inear or branched al kyl. f

t he previously nentioned al kyl ene, al kenyl ene or

L o o o



nono- substituted al kenyl radical, a |linear or

branched, optionally at |east nono-substituted C -C
wW@bdognydo7e adi cal , nore preferably R6 represent BCT/EP2004/008510

hydrogen or a |inear or branched, optionally at |east

nono- substituted CrC al kyl ragical, even nore

preferably R6 represents hydrogen or a CrC al kyl

radic ef

above atePRfort g R rind ke rale bRrE oL B ol susigpiivhati

f or mulring(dyasteral whatetsy theafreysrafdhe wingrsyisterR3ira sd 6Rar 7-

identical or different, each represent hydrogen, a

| i nearm@mbgfethched, optlonally at | east

nono- subst it ut ed aIkyI radical, a linear or branched,

optionally at |east nono- substltuted alkenyl radi cal ,

®.1 i neﬁacompobndracberdimg)m claiml5l, ghatacterizztd in that R® and R®,

nono- sybst i C-Calk radical, with t

provi é@e@ttﬁﬁ %ﬁﬁ%ﬂ R@a%}‘/‘?%?s welkagen Hpéﬂ'@&éh%?ramhed C-
t he SREE of u&a &qd if one of them R8 and R9,

represents a saturated or unsaturated, |inear or

branched, optionally at |east nono-substituted

alrphatlc radi cal ,the other one represents a saturated

or un®iturated, linear or branched, optionally at

| east nono- substituted aliphatic radical with at | east

five cq{bon gtons, or R8 and R9, together with the
bri dgificand R dgeatheswithathedrisaing titegenrfeem @ radiaal chosen from

oast Ot BB 0ot omas a ring nember

contai ning 5- or 6-nmenbered heterocyclic ring, which
may be condensed with a saturated or unsaturated,
optionally ?t—\east nonosubst jtdt ed, optionally

| east one-_Ret erngagom as-a Lijg er containiRg noyno-
or bicyclic\cygloaliphatic riNag Aystem whereby\th
rings of the ring systemare 5- 6- or 7-nmenbered, and
R -R7, A and n are defined as above. Particularly
preferred are sul fonam de derivatives of genera
formula (la), wherein R8 and R9, identical or

di fferent, each represent hydrog r a linear or
branched al radical, with yheggizviso that R a
RO are notqugﬂogen at the-sgne tN1e, agndi f Ot of N
them R8 or " is a saturate¥_of unsaturated, |Yn€ar
or branched, optionally at |east nono-substituted
Cl-C4 aliphatic radical, the other one of themis a

saturated or_unsaturate | i near or
opt | oNIFTGILR | SR e ai8earer iRRGNed Crifeakyi radical

with Cc er
W th (e B G PSR ATopeh o8 CLGe e FRILE:
fromthe group conslstlng of- N -N-N N and Nwherein

1 represent s hydroge near ot prancghed, al kyl . .
i 45 CGTPRURRALG o, She b e P oRjMR Py dhirctgrized in
al kyl thai0A ¢8presantd 4R oﬁ?onaﬁy%t’ﬂ fedbt Mchdl8hibtRGte@mono- or
above. Furthernore, sul fonam de derivatives of genera

f or mulp@lyayelic aramaticrirg systemumdasein themgr(e)symre 5aQr 6-

ool yoy bl v mE 15 B0 8Fd, Ve Lo BRAIN by ragro-

I s/ ar gubstittitedPCIECH alk§ibnedriotp, aRvplendl éaé’tl MOﬁﬁ-substrtuted
optionally at |east nono- substituted C C alk

gr oup,C srpkenene graup ez pplienal ysattt@@sttm@@afsebsﬂtuted C2—Ce
al keny]

oo SUBLEHeruB e e iPtali(s) 73, gontain atjsast one

ri ng(ﬂetematmmaeéa nhgmdmbet, one heteroatomas a ring
menber, preferably A represents an optionally at | east

nono- substituted nono- or polycyclic aromatic ring

system wherein the ring(s) is/are 5- or 6-nenbered

and wherein one or nore of the rings contain at |east

one heteroatom or a radical chosen fromthe group

consi sting ofH - CH- CH (CH ) wherern X Y, Z

o e
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- H(CH) -Ywherein X Y, Z, independently from one
anot her, each represent a radical selected fromthe

wW@e@ap13onsi sting of hydrogen, fluorine, chl orPCEEP2004/008510

brom ne, |inear or branched CrC al kyl, l|inear or
branched C -C al koxy, |inear gp-branched CC

al kylthio, a trifluoronethyl radical, a cyano radica
and a - NR R13 radical, wherein R12 and R13, identica
or different, each represent hydrogen or |inear or

branc fméfa@abl@ﬁaféﬁréseﬁfé mmpﬂmuy aflezsh gkmochmuuabd mono- or
bond betmeen the two rings, gr oup g¥85 or6

r adi c&10lyayRls aramaticiring sw%%gmﬁrsm e rmgéﬁ)r's
branc h‘ﬁgmﬁlegé/d and %Q%rﬂé’or% & m%r@ijﬂ#é‘ fi cﬂ{talﬁn at least one

prefera and n are d
Furth&wﬂumakﬂu]fonan1de derivatives of general fornula
(la) are preferred, wherein nis 0, , 2, 3 or 4;
preferably nis 1 or 2 nore preferably nis 2 and RL
Lo R itk 8ndsd fsth s @8Ol Sonkiagng ofost oref er red
conpounds general or mul are Selected from

the group consisting of [9]

5- Chl or o- 3- nethyl-N—[luLg_prrﬁ [ _di ne=3du)et hyl -

dol - 6-yl ] - benzokBRihki ophene- 2 nam de, [10

N-(1-[2- (Pyrr o+ 1 yl ) et hyY i ndol - 6y|]
alene-2-sulfona‘ryq [ ]

N-[1-[2-Pyrroli@ n-1-yl]ethyl]- 1H—|ndol-6-yl] napht ha
ene-1-sul fonamde,[ ] X
6-Ch|oro-N—[1-[2-(pyrro -1-yl)eth
]-imdazo[ 2, - b]thiazo su fonam d§

4- Phenyl - N- (1- (2- (pyrr ol 1-yl)ethy - 6- vyl

)- benzenesul fonam de [ ] CH—CH~
2-(Naphth-1-yl)-N(1-(2 olidin-1-yl)-et H-|n
dol - 6-yl ) - qthansul f onaf [ ]

4- Phenoxy-N-(1-(2-(pyrro n-1-yl)ethyl)-1Hi ndol -

| )- benzenesul f onam de and [
3,5-Dichloro-N-(1-(2-(pyrrolidin-1-yl)-1
H i ndol - 6-yl ) - benzenesul f onam de, and their
correspondi ng salts and sol vates. Further e,
sul fonam de derivatives of genera
al so preferred, wherein R2 , R
i dentical or different, eacth2imdprgsent | hydr pgen,
al koxy radical, a |inear or branch FOnal | y at
| east nono-substituted al kyl radical, a |linear or
branched, optionally at |east nono-substituted al kenyl
radical, or a linear or branched, optionally at |east
nDno- t | , f
REEI RL92 A HUBUSR) i o EREE B obrdBent

represadmahwﬂeogﬂﬁnnnthebnnqncommsﬁmpuﬁﬂgﬂog@mﬂhmmmblymoﬂne,

st n -subst C.al radic eve e
pr ef er Bmn e meﬁgor @nc g}ﬂdCwa‘ daean %r;pragphed quée alkoxy,
di ff erlﬁl@ar o?BFéh&%? rC‘?@GE‘éIkWI%% %"'ﬂuc%%e’ﬁqyl rédicall@ cyano
R9, n are I ned” as” above. Sul f onamde
derlvaadmakamﬂagéﬁﬂ?ﬁiIﬁdnmmla (Ib) are also
preferred, wherein R6 represents hydrogen, a |linear or
branched, optionally at |east nonosubstituted al kyl
r adi cagheraid RIFead R1® hdartcapds d%?érﬂnééd:h/réﬁreéeﬂﬂiﬁydro en or
nonosubstituted al kenyl radical, a |inear or branche
opt i orlimeay orbranshet GroGoslkt it uted C - Ce al kynyl
radical, nore preferably R6 represents hydrogen or a
i near or branched, optionally at | east
nono- substituted al kyl radical, nore preferably R6
represents hydrogen or a Cl-C2 al kyl radical, and R
-R5, R-R9, A and n are defined as above. Furthernore,
sul fonam de derivatives of general fornmula (Ib) are
al so preferred, wherein R8 and RO, identical or
di fferent, each represent hydrogen or a |inear or
branched, optionally at Ieast ~nono- substltuted al kyl

Y Y e

H- i ndol - 6- yl
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or a radical chosen fromthe group consisting of (CH)
CH=CHCH CH wherein X, Y, Z, independently from one

w@pwshe976 each represent a radical sel ected frpoa/EP®04/008510

group consi sting of hydrogen, fluorine, chlorine,
brom ne, |inear or branched al7igyl, |inear or branched
al koxy, linear or branched CrC al kyI thio, a

L i3f L g/glrrggfé%%sr A %ﬂ{qﬁé‘bheﬁ i BIAdNAY {e@c 1ty Hy& rmgé\'% CHp, O, S

di f f ergrotip oeadiRiepikstnt  hydr ogen or | i near or
branched d-C al kyl, Wrepresents a single chem cal
bond between the two rings, a CH, S group or a NR14
radic & (O
brancﬁle deﬁQPﬁR iq fﬁélflorge% Befg'hggano%raﬂché&gﬂ Lo§ %yl

are defined as above. Furthernore, sulfonam de
derivati.ves,k o raI formula (Ib) are preferred,
wher ei} '\Vr epée'g @ngn heteroaryl radical selected
fromthe group consisting of benzo[b]thiophenyl and

i m dazo[ 2, 1-b] thi azol yl which nmay be substituted by 1,
2 or 3Indibiruents selected fromthe group consisting
of chlorine, nethyl, phenyl and -O phenyl and/or which
may be bonded via a C -2 al kyl ene group, or a radical
@osem tompouRa a@b@mwz@m%ébr Ribrefof CfdithsGHeCH sdiétted from the
CH( CHW wher ei n X, i ndependent!ly from one

anot hé}fouléﬁeﬁﬂﬁ’ém@ﬁent a radi cal selected fromthe
group consi sting of hydrogen, fluorine, chlorine,

brom ne, linear or branched CrC al kyl, |inear or
branclgp al5Ckiorod3- n@ﬂtylM—[b[%(pW&ﬂdﬁ-Gy@lewliﬂH m,doa6-yl]
trifluoronethyl r al ano radi cal and a -

R13 radi calPengpEMiEy ﬁ']‘?ﬂ? ‘Pﬂ%“'qedentl cal or
different, each represent hydrogen or linear or
branched O C al kyl, Wrepresents a single cheni cal

bond H¢dle (12 (Rywolidimdsyl)edhyiH1 H-ind6l-G1ylenmptnalandi2t 4
radi cal , vvhe ein %14 i's hydrogen or a linear or

br anched Crséfapﬂ?/‘l 1, 2, 3 or 4 and mis 1 or 2,
preferably 2 and R - R9 and n are defined as above

Furt hernore sul fonam de derivatives of general formnula
(I'b) die] pMe{®f2-Byrroligiareyitethyil-d Hdindol-g;yiBnaphthalene-1-
preferably ndis 1.o0r 2; nore preferably nis 2 and Rl
to RO and AY EPBa'a‘éfq 'ned as above. Those nost preferred
conpounds are sul fonam de derivatives of general

formula (Ib), selected fromthe group consisting
[1] [12] -Chloro- N -[1-[2-(pyrrolidin-1-yl)ethyl]-1H-indol- 6-y|] lmldazo[2 1-

N[1-(2-Di H i ndol - 6-yl ] -5-chl oro- 3-
nmet hyl benzcr)bﬁlh g‘ﬁénéhﬁﬁlf onam de, [ 2]

N[1-(2-Di rrethyl am noethyl) 1H i ndol - 6-yl]-na

r ht hal ene- 2- sul f

N-[ 1- (23D rﬂePh?'ﬂléerﬂré?ﬁW’)’C"@P'ﬂn!dlﬁth)d)-ﬂHj'mﬁﬁbﬁt)ﬁ)al ene
-1-sul f

N[iu(zoga?g?ﬁei’éénd'ﬁ’é‘e{’hd?) 1H i ndol - 6-yl ] - 6-chl or oi ni
dazo[ 2, 1- b]thiazol e-5- suI fonam de [ 5]

'Z\Z,Lég ﬁﬂﬁl %Iﬁ%pﬂﬁg?? (% (pyrrol dln 1 %& ethyl ﬂ—? |r¥doki 6-yl)-

N[1-(2-D '@F\ﬁb{élﬂm @hgyl) 1H-| ndoI 6-yl]-2-(napht hal

ene-1-yl) - anesu onam de,
N-[ 1- (2- D net hyl anmi noet hyl ) - 1H-| ndoI -6-yl]-4-

pheno nzenesul f o 1 de 8]. ,. .

N 1. (35 ZePRsPent Nadr APy Bliinsirapetburt-ndpl-o-1)-
di chl or obenzppesssdimamids angnd their corresponding
salts and sol vates. Furthernore, sulfonam de
derivatives of general formula (lc) are preferred,
wherein Rl represents a -NR RO radical or a saturated
or unsaturated, optionally at |east nono-substituted,
optionally at | east one heteroatomas a ring nenber
contai ning 5- or 6-nenbered cycloaliphatic radical,
mhlch may be condensed mnth a saturated or

T T Y, 1 o, oy M 1
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or R8 and R9, together with the bridging nitrogen form
a saturated or unsaturated, optionally at |east

wWOoRwssbst i t ut ed, optionally at | east one furPdEEP2004/008510

heteroatom as a ring nenber containing 5- or

6- menbered heterocyclic ring,-7ahi ch may be condensed
Wth a saturated or unsaturated, optionally at | east
nonosubstituted, optionally at |east one heteroatom as
a ring nmenber containing nono- or bicyclic

cycl ofd 6]phet54;>|¢h|m> Nxat(er(pywbﬁmmbvyl)her rrrda% yj- the
ring systemare 5- 6- 7- menber ed, and -R7, A and
n are deflﬁ@ﬂzgﬁeﬁuﬁ9@énpg$¢lcuIarIy preferred are

sul fonam de derivatives of general formula (lc),
wherein R8 and R9, identical or different, each
represent Bpdrthgieconespohdingaaltoandrsohcitesl al kyl
radical, or R8 and RO together with the bridging
nitrogen atomforma radi cal chosen fromthe group
consisting of - - N-NN and - N wherein R11
represents hydrogen, a linear or branched CrC al kyl
Gadi c#l sulformniide ppimpautidoafl generatffermblay(lh)ydr ogen or a
al kyl radical, and R -R7, A and n are defined as
above. FurthernDre sulfondﬁrde Herivaﬁgygs of genera
formula (lIc) are preferged,nwhestein represents an

optionally at | east nnné) bs D DNO- Of

pol ycyclic aromatic ring” syast & ey“rnR%he ring(s)
is/are 5- or 6-nmenbered, W Th = pe bonded vi a an
optionally at | east rmno-subst| lﬁt ed gg C al kyl ene
group, an optionally at |east o-substituted -

al kenyl ene group or an optionally at | east

mono- substituted C C al kynyl engiyr oup and/ or wherein
the ring(s) may contain at |east one heteroatom as a
ring nmenber, preferably A represents an optionally at

| east nono-substituted nmono- or polycyclic aromatic
ring Y@M wherein the ring(s) is/are 5- or

6- nenbered and wherein one or nore of the rings
contain at |east one heteroatomor a radical chosen
from Rlds gr-oNpERYrexdisalj ng of (CH) - CH CH (CH)
wherein X, Y, Z, independently from one another, each
represent a radical sel ected fromthe group consisting
of hy(]I(ZOQ{énR‘ifR@gﬁdrpg identieall SrRiifféreAlidih rjegl‘é%%r nt AYdrogen,
branched C -C al kyl, [inear or branched C

| i neathatogen, mmaikaxyccuamla satorated tor iunsatiratest hlyear or

wher o trenghsd Sitehaf &leadioaRo s Dt g agical, or an
repr ewﬁbnarr;dépr@e@t @onbldidatitusd phendiedptohaly Kyleasthono-

represents a single chemcal bond between the two

ri ngs,sulistijdted Betgroeanyl @dicalNR14 radi cal, wherein R14
is hydrogen or a linear or branched CrC alkyl, is 0, ,
2, 3 0or 4 andmis 1 or 2, preferably 2 and R -R9 and n

are detd r@pﬁbs@rt@h?&l@geﬁwu@tﬂm‘t@d oB uhéameatbdﬁlmear or
derivatives of general fornmula ( are preferr

wher eibfanched,apdenaly aiHeapt menerwsmut%a&@haﬂc radical,

nono- substituted nonoor polycyclic aromatic ring

system wherein the ring(s) is/are 5- or 6-nenbered,

whi ch RFaayndJRgbrdedBclal\urailfﬁmenmeaoh abpresent hgdregen or a saturated

nmono- substitute en |ona
at | o B G JopR R ot r R RERLY G Is7s! pionarsubstited
0pt'°Q§#C¥ mﬁgggwgpno substituted - al kynyl ene

er

gr oup, and eln the ring(s) nmay contain at | east
one heteroatonras a ring nenber, nore preferably A
represents an optionally at | east nmono- subst i t ut ed
nono- or polycyclic aromatic ring system wherein the
ring(s) is/are 5- or 6-nmenbered and wherein one or
nore of the rings contain at | east one heteroatom or
a radical chosen fromthe group consisting of (CH) -
C}+ C}+ mherern X Y, Z |ndependently fronrone

o oy o, "




R8 and R9, identical or different, each represent
met hyl , ethyl, n-propyl or npropyl, nore preferably

woreiobpi397or R8 and R9, together with the bri dgP@IyEP2004/008510
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nitrogen atomforma 5- or 6-nmenbered heterocyclic
ring, nore preferably forma pgrrolidine ring or a
pi peridine ring and A represents an aryl or heteroaryl

L gg Ihf %yr % gﬁ%c{itg ([jag{cgqué%ﬂg ﬁy [ oaég H‘r%?'r%%r%étiﬂ?cea fmgrl?c?—né/rj polycyclic
| m dazebraafic Phyath ylhiohiifly BBborle8Ws bhidptioRally at least

2 or 3 substituents selected fromthe gr oup consi sti ng
of chingengreubstitied alkﬂﬁeﬂwlkanﬂen@ors n&ww e@ﬁcgr@rrpmd&r which

Ry Do BP0l bR @Akl AR 85 iy Ay i ofe or more of

prefer@blrwswtl omers or di astereomers a racemate or
in formof a mxture of at least two of its

stereoi somers, preferably enantioners and/or

di ast%rlgququ 3idg ANy M xing ratio, or a salt thereof,
preferably & torrespondi ng, physiologically acceptable
salt thereof, or a correspondi ng sol vate thereof.

Those npst referr oun s are sul fongm .
dor 1 vaPoEaRGR GERG AnrB Ao eIse PEIPEPY PoATtaTaers or
gr oup f

rz‘fégz aié';?e?’m‘f)rga?n r%%%@ﬁte gr |r11 lff_)rrrrr] fa mrxtl.lrre_o‘%c aé I(Taosrt ct)v_vo of its
mst hylsltfemrmpb]erbr plwf@mblﬁemntbmmmaﬂ‘ei/or[cﬂ?stereomers in any

. 2 suI Zréﬁurgﬁhgy&? én]sgﬁ?rtrclgr%o} pr'e_'f'ergl‘)]‘y a co#eépon%?ht h ysr%?ogically
N-[1- (a%c@prabréryérflfr}emé@r bY b)cokespBAgIngGsaldte ARerzohal ene

- 1- sul f onam de
N-[ 1- (2- D net hyl am noet hyl ) - 1H-i ndol - 6-yl ] -6-chl oroi m

o[ - [ 2-5:5 am de. : 2 B3 p4 p5

1- toeoplbhd eRES BTt T FhaBetasier mah iR R B R
zenes ldrfdgﬂ%lﬁdtieﬁrﬁ;caﬂ ot dlfftelr]erlrt each:_T repdrelsent hydrogen a In?qear or
ene 1&)@90&& @@ﬁgglglr; gﬂgéﬁ onPL,qu]Jbgtrtutec%/ C,J Ce allgfll radrcal a linear
méﬁéxyb%@%}é '8??‘% ng %‘tgle%n%tj'%hg%%lbsﬁtdéd T3Cs alkenyl radical, or
N- [ 1- (@firidameir Ihryémheweptiaﬁalrylai-léastcrheﬁe-sslubs&uﬁed C».Cs alkynyl
di chl or gbenzenesul f onam de, [ 9]
5- Chl P88l net hyl - N-[ 1-[ 2- (pyrrol i di n-1-yl)ethyl - 1Hin
S e e |

rrolidin-1-yl)e - 1Hi ndol - 6-yl ] - napt hy

-2 sulprefesablg i, R’] R*, R® and R U , identical or different, each represent
N[ 1 [lygr M&ﬁ%bﬁe%r% l tlrancxec]J olplill-onralﬂy ot Bkt ldtaPliShuted Ci.

ene-1

6- Chl Qﬁeoalkgl[rédfcat(py”m idin-1-yl)ethyl]-1Hindol -6-yl
]-1m dazo] - b]'t hi azol e-5-sul fonami de, [13]

4- Phenyl - N- (1- (2-(pyrrolidin-1-yl)ethyl)-1H i ndol - 6-yl
)- benzenesulfo

2 (R ¢ BB R R LR PBP Rf; 4o (PRSI Y99

-6-yl)- ethansul f onam de,

4Phenox N-(1-(2- roI|d|n1 | )et hyl)-1Hi ndol -
WL bﬁ@ém@g&ndf@@gq(a{r%@g ory18 arac)tenzed in that Rey

H  ndgPOS %@rsé%eé%ﬁ%%% ancgl qehienally at least mono-

cor r exubstiivtgd S3Csalkyldadichl at IﬁfearBIn @r@icﬂ'mlnbpnonally at least
invention |ikew se refers to t salts, preferab

th
physi dﬂ@m-éblbwut%’c@grpakﬂ"@@érﬂcﬂf atlln@ar:%rﬂar@rm@go@pt%nally at
f I
P or mungaqiThoRe-BubsRUGCE 2L iyl Bty D1 9o her

acids, nore preferably of hydrochloric acid,
hydrobronic acid acid, phosphoric acid, sulphuric
acid, nitric acid, and the salts of organic acids,
nore preferably of citric acid, maleic acid acid,
fumaric acid, tartaric acid or their derivatives,
ptoluenesulphonlc acrd nethanesulphonlc acrd

o o, "~ o o o
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be purified by chromatography or recrystallization of
a suitabl e sol vent. The conpounds of general fornula

w@ Rdop/os9e6 conmer ci al |y avail abl e, or they can PEI/EP2004/008510

prepared according to standard net hods known in the
prior art, for exanple by netpgds simlar to those
described in the literature [E.E G lbert, Synthesis,
1969, , 3]. The conpounds of general fornula (II11) can
al so be prepared according to standard net hods known

i n t hprafeizply RP repreeentxaydrbge®yr arineasr biariched, optionally at
those described in the literature [Ham Peter; Gaster,

Lar ameaskaapo-sabgiituted LmcCsalsyliadicabuckwor t h, Davi d
Mal col m Pr epar ation of
N- het er oaryl - 4' - oxadi azol yl bi phenyl car boxam des as
5HT1 anbmpmf@'esw RV egRasentsAlydieps1and C18as alkgbraditl.,
L.D.; Siddappa, S. Cyanoethylation of nitroindoles.
Journal of the Indian Chemcal Soci ety (1972), 49 (8),
1-1
32 ker%c éﬁﬁ %a%&ﬁ%t nﬁ?é bf éllél @9%511 B’:Iﬁgﬂarc(t)enzed in
Luci athatBRramyRezdetital or dﬁfdmuhpaﬁhmepﬂesemehymogen or a linear

Jul i e; t ephani.e nd

Huang O g"’,‘n‘%epf 39 %Wea%r“?nq-ggbgtégwg éKlﬁéal@g radical,

Al exander; Quyang, Xi aohu; Patel, Vinod F.; Smth,

Leon M; Stec, MarKki 9a Tasker Andr ew, X| Ni ng;

Shi ni prefecably R, :M@bahglﬁem@paa@h repregent hydrogen ora
het er | am ne derivatives as renedies for

angi 08% (g%%llga] §| gined di seases. WD 0266470 Al

20020829. European Jour nal of Medicinal Chemistry, 23

(4), 373-7; 1988]. g Of them consists of nitro group

r educ Witrfherewse haaf; &e@n%ﬁ FEa ek hydrogen & the \??mﬁ/t'me

nmet hods known in the art, as for exanple YAMASHKI N,

S. A ; YUROVSKAYA, M A.; Chem Heterocycl Conmpd (N.Y.),

1399, A3bormpdund ddedrdintBi omMOOT hidGY Bf clairRs 9 tEFR chifacterized in

0-E. - el TeRosohte 40 ORIONLY A IEask M- SduBLIead pas- or
65-72, -
e}ldc%na/%n%ﬁboﬁq% Eiéstepﬂ whdié 8Hahk hglgreg YR8 Bl Yr 6

i ndi cz?t neani n rsuit pr ot ect ed
deri vamemberechm\d]lch fnaydoebended viahan pphnmailumée@tmm

arerenoyed. in r to obtain the c

of geﬁ@lﬁgtltum ﬁw§ f'ﬁvlane Gioenat stpEs iR ERatmaRbRGpstituted
i sol ateed d; iESh bpfichallRithesks rh@ﬁd\l%ub@tlthfé?j C2—Ce
prior art T e con‘p s of general formula (1V) can

al so M(xnymgmuacami/oﬂ wgenam thearing(s ) mam casdainiaideast one
inth F art, for exaggle by methods simlar to

t hose %@P%@@S%”W@eﬁn hean” Journal of Medi ci nal

Chem stry, 23 (4), 373-7; 1988; Farmaco, 51 (1) 75- 8;

1996; Heterocycles, 55 (6) 51-1159; 2001 ;

Pet er ;prefesally A tepresaris ﬁarqptlonamat ieaahmogomﬁtuted mono- or

%ﬁgﬁlpi\g&iyffﬁ@é}oq‘a @é%?stﬁﬁ? enyngtg?go%?ﬁ' are 5 or 6-

SHT1 anémperddsand WHéQéBZﬁfQorA:ﬁoﬂeB@ﬂhéGﬁmgs@mtaﬁ atrhwet one
consists in the alkylation of nitro derivatives of
gener d1et¢r@ataMa (1V) by nmethods known in the art:
MACCHI A, M; MANERA, C ; NENCETTI, S.; ROSSELLO, A ;
BROCCALI , G; L1 MONTA, D.; Farrmco, Ed Sci [ FRPSAX]
1996, drk fatlical thoSéh frBMABAATIouB.coBsisti®bE, C ;
Tetrahedron Lett, 1994, 35 (12), 1847-1850. BRATTON,
L.D.; ROTH, B.D.; TRIVEDI, B.K ; UNANGST, P.C; J

Het erocycl Chem 2000, 37 (5), 103-1108, R2 (V)
wherein R -R7 and n have the previously nentioned
meani ng, or one of their suitably protected
derivatives, and, if necessary, the protective groups
are renoved in order to obtain the correspondi ng am ne
of general fornmula (111), which can be purified and/or
i sol ated by nmeans of conventional nethods known in the
prlor art The conpounds of general forrrula (V) are
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correspondi ng salts. The preferred physiologically
acceptabl e salts of the sul fonam de derivatives of

w@emwsndd7d ornmula (1) are the addition salts of Pei/RR2084/008510

acids, nore preferably of hydrochloric acid,
hydrobrom c aci d, phosphoric .agid, sul phuric acid acid
or nitric acid, and the addition salts of organic
acids, nore preferably citric acid, naleic acid,
fumaric acid, tartaric acid, og their derivatives,

X
pt ol uenesul phonfg.aci dicHaet hanegakphefii-cCHCT d,

canphor sul phoni d, etc.The ates, prefe+rab Y
t he physi ol ogi¥c accept abl e \goli/at es, nore

preferably hydra , of the sukfonam de derivatives of
general formula (1) or of the corresponding

physi ol ogi cal |y accept abl g _salts, pared by

nmet hods known in the prfjor ~art. During xe of the

synt heti ¢ sequences dest bs [ ¢

the suitabl e reagents used]

desirable to protect sen i ¥e or e grp in
some of the nol ecul es uThis can be done \ eans
()

of using conventi onal pI tive groups preferapfyX
those described in the A ¥€rature [Protective gfoups
in Oganic Chemstry, ed. J.F.W MOmre, Plenum Press,
1973; T.W Geene & P.GM Wits, Protective Goups in
Organic Chem stry, John Wley & Sons, 1991]. The
protective groups can be renoved in a suitable
subsequent stage by nethods known j ‘ g{or art.
The respective IiteratULeﬂéﬂ?%r' tons|| ar e—yvy

i ncorporated by reference an f or

di scl osure. f the sul fonam de deriv of genera
formula (I) are obtained in the formof a m xture of
stereoi sonmers, preferably enantiomers or

di astereoners, said m xtures can be separated by neans
of st avidbmeid Xr\b,c&sindspémmdnmilyi from lomepnatheraeach frepresent a

o T oSBT RS TEAROS B £ o, oo,

! ”Ventﬂr&ﬂliﬂe? Iiﬁ?ﬁfe@ﬂ SRMBRED €LBL AIRYINGNSEr draR8hCEEC-Cs alkoxy,
i ndol -6-yl sulfonam de derivative of general formula

(1), dipeavombianpched CheCé alkylthio, atriflusromethyl radical, a cyano
stereaqi sonmers, prehesabl y. epanti omer or di astereoner,

its ré@é’ﬁﬁnf@?d Bfﬁﬁ%omﬁ'&?na mxture of at |east two

of its stereoisoners, preferably enantionmers or

di astereonmers, in aﬂy_nixjng ratio, or a correspondi ng
physi ovhageiedR[AanstBepidantisaken differasteeachoiepgesent hydrogen or

corres ' _A&h of , and optionally at |east
one o?B§§$§Pgﬁ§§h§@gﬁﬂﬁ%§Fﬁy accept abl e adjuvants. Thi s
nmedi canent is suitable for 5-HT receptor regul ation,
for the prophylaxis and/or treatnent of a djisorder or

di sead¥ represebls a singkvanemicak Bong Petweeibife W@ ring a CHz, O, S
regul af et for the maintenance, increase

or regtéﬁ?gﬁgggﬁbgggk%éight, for the prophylaxis

and/ or treatnent of obesity, bulima, anorexia,

cachexi a or pe |l diabete non i nsul i n_dependent

i abeieral R by gy & A G an e Gdiealdaus ed
by obesity, for the prophylaxis and/or treatnent of
gastrointestinal tract disorders, preferably irritable
bowel mysdy 6,3 604 andgni ti ve enhancenent, for the
prophyl axi s and/ or treatnment of disorders of the
central nervous system anxiety, panic disorders,

depr esfi @1 opkpol ar di sorders, cognitive nenory

di sorders, senile denmentia processes,

neur odegener ati ve disorders, preferably Al zheiner's

di sease, Parkinson's disease, Huntington's di sease and
mul ti ple sclerosis, schizophrenia, psychosis or
infantile hyperkinesia (ADHD, attention deficit /
hyperactivity disorder), and other disorders nedi ated

I = o o o, e o ' o I I




10

15

20

25

30

bi pol ar di sorders, cognitive nenory disorders, senile
denenti a processes, neurodegenerative disorders,

wee@sorrabd y Al zhei ner' s di sease, Parkinson's dPGEEB®)4/008510

Hunti ngton's di sease and nultiple sclerosis,

schi zophreni a, psychosis or irfgantile hyperkinesia
(ADHD, attention deficit / hyperactivity disorder) in
humans and/or in aninmals, preferably in nanmals, nore
preferably in humans. Another aspect of the present
i1y entA 86mpduAd HdbRME TS 066 BP Mdrery ciilimlseiit 1 selected from
i ndol - 6-yl sul fonam de_derivative of general formul a
(1c), toporaureRsising el form of one of its

stereoi soners, preferably enantioners or

di astereoners, its racemate, or in formof a mxture
of at [ﬂ]eastN[W-ﬁ]imetrglla?mRfoedl)&pﬂﬁ¥|adolléﬁ-9ﬂfﬂdiﬂbso -3-
enanti omers or diastereoners, ny nmxing ratio, or
a corr esporﬁ'ﬂl‘?thglbﬁﬁﬁgﬁb@h@h@ﬁﬁr%rsbl@ et e sal t
thereof or a correspondi ng solvate thereof, and
optionally at |east one or nore pharnmaceutical”
accept[2bl e Nxfif (Q/—ﬁ)rimethyﬁmMOleﬁny'l)eaHﬁndoli-&yEmaphmeéerﬁe}Q-
5-HT recepto ﬁ@%ftlon for the prophyl axis and/ or
treat nent GWfQ 3 der or disease related to food

i ntake, preferably for the regul ation of appetite, for
t he mai ntenance, increase or reduction of body weight,
for tH8] pr cb‘b[ﬂf(%rﬂimeﬁwtﬁmmoetfed&-hldﬂnd@fG-w}mp%malene-1-
bulim a, angﬁg i cachexia or type Il diabetes (non
insulin deﬁ qﬂ’abetes mellitus), preferably type
Il diabetes caused by obesity, for the prophylaxis
and/ or treatnent of ﬁb?tr0|ntest|nal tract disorders,

pr ef el4bl y N-t1-(3-Rimethytawinosihil- bendeldi-yigehlerajmidazol2,1-
enhancementbythiaﬁl(rgk_%g_ﬁi r aﬂgm&éam s and/ or treatnent of

di sorders nervous system anxiety,
pani ¢ di sorders, depreSS|on bi pol ar di sorders,
cognitive nmepory disorders, senile denentja processes,
neur od@bené\‘ &1 (%‘Q"B?Wﬁi@m@eﬂb‘r’)ﬁ ringeho-rl-Anei ner' s

di sease, B@Hz§1 iggduntington's di sease and
mul tiple s SIS |zop renia, psychosis or
infantile hyperklne3|a (ADHD attention deficit /

ot of onibl y NH1-HaFae Elarming el D69 6wl zohambiaipas-1-y1)-

wedlcanent RidifEnamidy ding to the present invention
is particularly surtable’'for the admnistration to
mammal s, including humans. The nedi canent can

o S e BN B IR e o

t he presentpheh¥gytidriz@nesulfdifartiie, of at | east one
sul fonam de derivative of generaf formula (1),

optlonally in the formof one of its stereoisoners,

or 1 n 8pr B LE-RB Bt PR LR otp L7 ™ ©

st er eoi sowamlor@lb@ﬁgé@éﬁmfoaamﬂde omers or
di astereorrers in any m Xi ng ratl on, Or a

correspondi ng physiologically acceptable salt thereof
or a corre f manuf act ure
of a nedlcgﬁ@ﬂﬂbﬁ ﬁggéﬁﬁ&nggstg%ﬁ?é%bﬁﬁ€$on for the
prophyl axi s and/or treatnment of a disorder or disease
related to food intake, preferably for the regul ation
of appetite, for the mmintenance, increase or
reduction of body weight, for the prophyl axis and/ or
treatment of obesity, bulima, anorexia, cachexia or
type Il diabetes (non insulin dependent diabetes
mellitus), preferably type Il diabetes caused by
obesity, for the prophylaxis and/or treatnent of
gastrointestinal tract disorders, preferably irritable
bowel syndronme, for cognitive enhancenent, for the
prophyIaX|s and/or treat nment of dlsorders of the

o e -,



or infantile hyperkinesia (ADHD, attention deficit /

hyperactivity disorder), and other disorders nedi ated
whooshe39 HTb serotonin receptor in humans andPOY/EP2904/008510

animals, preferably in mammals, nore preferably in

humans, preferably for cognitipe enhancenent, for the

prophyl axi s and/ or treatnent of disorders of the

t ' . i.c_di d
G 2 PRR ST PR 5o B S AR Varbl e dsstel formuta 1)
di sor dgidder @6))iakeordinEttt bife BF ARRE DESlaims 1 to 14, characterized in
neur odegener ati ve di sorders, preferably Al zheiner's

y > .
di seadbat alderstemcemapyed ot geppidl forqrua(d), or onasé itgsgitably
mul ti I.Si,~SChi zophreni a, psychosis or
infanﬁ# E %%%Qg Wﬁggﬁa (ADHD, attention deficit /
hyperactivity disorder) and gpthgy di sorders nedi ated
by the 5-HT serotonin receptotg4n humans and/or in
animals, preferably in mammal’s,~xore preferably in
humans. Anot her aspect of the present invention is the
use of at |east one sul fonam de derivative of the
previ ous general fornula (Ic)ﬂ“bptionally in the form
of one of its stereoisoners, preferably enantioners or
di ast svkeyein A hasitheraeaniag @ccerdingita ereropmare @f glaims 1 to 14

of at . o]] b

enant iERe® Bl 4sBotb BREREURBCRG o RER & Adlatgn agpm. more
a cor rprefevablyehilarings iotsagtathvith a2 s ionel Bafdindole of general
thereof or a correspondi ng solvate thereof, for the

manuf 480w (¢, ar aaeot HersHitakly Prefected: derixstives:;

regul ation, for the prophylaxis and/or treatnent of a
di sorder or disease related to food intake, preferably
for the regulation of appetite, for the maintenance,

i ncrease or reduction ots body megggﬁhR{or the
prophyl axi s and/ or treatnment of edlty, bulima,
anorexi a, cachexia or type rapetes (non insulin
dependent di abetes nellit
di abetes caused by obegi¥¥
treatment of gastrointestin tract disorders,
preferably irritable bowel &®fndrone, for cognitive
enhancenent, for the prophylaxis and/or treatnent of
di sorders of the central nervou peystem anxi ety,
pani ¢ di sorders, depression, bigo ar disorders,

cognitive ne i sgrders,, senile denentja processes,
oo oQUREREY B 10V ANd G RS PERBIndesOIding & Aas o& more of
di SeazfaimBar td 18 88yiRIdHRAS fospdning SUiRiatnide SRADRAGNY,
mul ti pl e sclerosis; schizophrenia, “psychosis or

i nf antfiane they [adtek;i the giratechBiProupist éan be nemefed iftnecessary.
hyperactivity disorder) and other disorders nediated

by the 5-HT serotonin receptor in humans and/or in

. Ml praviesl Esrdbthining ARUTBhSMIdEASIRIE JFYh¥rd formula (1a)
humans. The preparation of the corresponding

phar maeelar (1) asenrging tojanesoramonpf clains Adoflds mheseinR’ to R®,

convent B AbeRE 68 Riding HooqtlirfF Ry mopg pf claims 1 to
exanphe, ahd Rs @y-Chalkyh eharfteizedhahaparishistsrie &'&ﬂgound of

Sci ence of Dosage Forns", Second Edition, Aulton, M
(ED. @eneeifpimulay|a ghdinet leaptanerepmpowndyf general formula

i ) S ElipP R B RETREMERIR na eting §EEHig o one or

Dek k emoreraf.cldims o k4,(ZDR is AvbgdroyeRnatonmésridotsd with an

Fourth Editjon,  Banker S... and Rnhodes CT. (Eds.)
Mar cela"ggbﬁlé’rg,enl‘ﬁc?r Wﬁ\r‘iﬂli@t?-ZOOZ), and "The Theory
and Practice of Industrial Pharmacy", Lachman L.,

Li eberman H. and Kanig J. (Eds.), Lea & Febi ger,

Phi | adel phia (1986). Therespective literature
descriptions are incorporated as a reference and are
part of this disclosure. The pharnmaceutica
conpositions, as well as the fornul ated nedi canents

o N a e
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doses. Phar maceuti cal Methods: BINDI NG TO THE 5HT
SEROTONI N RECEPTOR HEK- 293 cel |l nenbranes expressing

wWa b®soevesrbi nant human 5HT receptor were suppl PEUER2004/008510

Receptor Bi ol ogy. The receptor concentration in said
menbranes is 2.18 pnol/ng of jgootein and the protein
concentration is 9.17 ng/m . The experinental protocol
follows the method of B. . Roth et al. [B. . Roth,
S.C. Caigo, MS. Choudhary, A Uuer, F.J. Mnsm, Y.
Sren, AdprbcedklfbzerepalnthSshlts wrefirablynbe physivRigicdily
and Atypi cal Antli psh%]c otic Agents to 5-

Hy dr o,8Pcepiabiasalts of tirromrruids ehganarmkfermulrddaianst/er (Ib),
Ther SEEBRlngt BIRUTSAG oA RAp FRgfitorod in that at s

modi f icret gampouridef thengarterakformualabilayand/sr gt leabednd compound
. 40 diIution%vvi h the binding buffer: 50 M Tris-HC, )
10 M Ighdhe gegeesl rﬁbﬂa\(%mﬁ ed wiB & minesal agid @r ge«dganic
s [ 3 : ration of 2.7 nM the final

vol unelﬂcbde_ﬁ%ggl(g%olgn%%gubati on begi ns by addi ng 100 m

of the nmenbrane suspension ( 22.9 ng of nenbrane

prot ein nd is prolonged, for, 60 m nutes at a .

Hehp e isdicapent Samprisii, g ladsh OBk SemRP U, aqeording to one or
P11 11 3héoof dlaithd 14 8 HrRl optloMall$ bnEBr mbiy &H&%acoloﬁcally
fiberglass filters of the Schleicher & Schuell G- 3362

t r ader@scrptableexepieats.wi t h a 0. 5% pol yet hyl enei ni ne
solution. The filters are washed three tines with

three mlliliters of 50 M Tris HCQ buffer, pH 7.4,
e fiA krRsdicamhéntidceoeding tediaim 18, 3brs5-#T r@céﬂ;to@fr%gulation, for
Ecoscint H liquid scintillation cocktail are added to

each Vhepropmdaxjs and/ostieatrapnt eioa digordenaradiseass related to food
W nopdtekd: PRTRbH P LRI i r d5tel e

bi ndi macreaseler egduction of bodhevaiglets frcthe ropid@axidlantl/or treatment
serotonin. The assays are carried out in triplicate., )
The i rﬂﬁioﬁﬁﬁit)brp%'m\%’t%ﬁﬁ@x'@KC?Chﬁwa 8F typel é‘lﬂb&@%*‘d(%ﬂ insulin

i ooy . . |
or ogr TP A EBBIcA ANy BrRiclAbityby f iabfies GHEE by
1980, obe@sity,Xa0the giophylexiscarid/oetreatnesrttafrgastrointestinal tract
descriptiqns are incorporated by reference and.form

part SHSQHErPecipERRlY kiablesDpwRERTS romer R SIREETI ON

( BEHAGHRERAEmMRDES th%r%RWléﬁi%sar{d?&otr@Jtpn of H%_'Erd%rs of the
Harl an, S. A are used. The aninmals are acclinatized to

t he heesirabsenyous system,lasxiaty Patig digorders, depitesisiog, bipolar
subj ected to an .&jreat nment . ,.Durj n$q thi.ls q%erirgd, t he

ani e CLSCIRES, GG VE TePt AiSOrslers) srjiS demaentiruprogEsges.
cages rifo eratRR GIS6RRSs, frefRbbBly APReihRIQ. didéisse,

ani mal s are housed in individual cages at |east 24 )
hour s Rarkigson's diseass; hyntingtornvsdisaase anttes nadltiple sclerosis,

ef f ect I L: L¥atd Of . .

ased PrOzabla RsYeRGHE BriTabIR YRR B (AP 2tshgon
condi tdeﬁﬁﬁ/hypéﬂaeﬂvi dieordergd as follows: The rats are
kept in fasting conditions for 23 hours in their

i ndi vi dual cages. After this period, the rats are

oral | I i | Qf

Or 21| Bl APES T IBESHEY ARG 0 1 ol Slaor
gener datedtmentibba fisprader ar dissasesietatdd g foadrintsid, ippeferably for
(vehicle) w thout, said, su]J fonam de derivati ve. _

| mreditBe EpgHlaliQrepf appalite Héﬂ%@‘a@eﬂ@ﬂqe’\kﬁ‘qrﬁase or reduction of

pre- Wogilg}zyetgiéﬁe%ﬁﬂe ptrBa 1AERY %H%r%%ﬁ%ﬂ% ggga‘é&ty' Bulimia,

nmeasur e rl1, 2,4 hours.
i ngestion nmeasuring nethod is also described in
publications of Kask et al., European Journal of

Phar macol ogy 414 (2001), 215-224, and Tunbull et al.
Di abetes, Vol. 5, August, 2002. The respective

bi bl i ographi ¢ descriptions are incorporated as a
reference and they formpart of the disclosure. The

. - o s o N a
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phenoxybenzenesul fonam de 190 g (73% of the nentioned
conpound were obtained from122 g (0.6 mvbl) of

WG 2@50197dL- ( 2~di net hyl am noet hyl ) - 1H i ndol e anPICTVEPRZP04/008510

(0.66 mvbl) of 4-phenoxybenzenesul fonyl chloride, by
means of the process describegin the Exanple , as a
solid. Exanple 8.- Preparation of

N-T1-( t I d

di ch ﬁo&éﬁ%ﬁ%@@%%% bk FisTliotir gglpstident diabetes
ment i anemit nm@fm@blyetypecbmgb@t@@ dmeﬂb&%mnyofo@ the

mvbl ) of 6 am no- 1- (2-di net hyl am noet hyl) - 1H 1 ndo|

and 16¥orgyl @mswdmbh@atmer@ gaﬁtrwntﬁ&s@@ E@ﬁéélamnd@r@mreferably
chl ori; e process described in Exanple

, as éﬁg%P@gxﬂgggﬁp?éxggl Preparati on of

5- Chl or o- 3- net hyl - N—[l [2-(pyrrolidin-1-yl)ethyl-1H nd

040. n b iies OF ShIRBEh B AS ReHRd Asearoiad & PBROF MRje claims
Vol ) tng ﬁ)r?‘?@; ﬁ%n]d‘fécﬁufé’?fr 4 Additdindntior LT decktdriegliation.

and 18
5- chl or o- 3- net hyl - benzo[b] t hi ophene- 2- sul f onyl

cﬂaor 'ﬂ'geop%/% g?gﬂ%ﬁ,a{ %ﬁ%go rg?)gﬁés de%ﬁn% (0] onie or 'rEnXoargpof claims 1
N-(1- [t8'd1f8Y'tlﬁé7MéHLﬁaclubé ofed hiécﬂwéﬁbhtﬂ@@th@pbdph%llams and/or

napt hyl - 2- sul f onam de 142 ng (57 of the nenfioned
conpoureatmené obatdisarder er diseasy relgteddodoasiintakes

6-am no-1-(2-(pyrrolidin-1-yl)ethyl)-1Hindol and 150
nmg (0.66 nmvbl) napht hal enesul fonyl chl oride by neans

af2.t heThy 0§@6$aﬂl@%€f d)lb@domoﬁndlmb@rcﬂn@ﬁo &ne or more of claims 1
sol i d. Exanp .- Preparation o

N[ 1-[to &vfwm@ Mmakifactyrg ‘éft%qul%m?wcfér thes: fagulation of appetite.
napht hal ene- 1- sul f onam de 166 (66 % of the nenti oned
conmpound were obtained from137 g (0.6 mwbl) of

@A niheluge of a’yleasl ok terhpplihetacgoidiigito ode br arure ®f wpims 1

(0. 66 ) .nhapht enesu fony] chlorjd means of
the prte@e@ S B RsiUrG O ATRAiane ef@o%awte@%urécrease

6 chl Od;g@ﬁpﬁqrfgf_%drro‘ 1'di n- 1-yI ) et hyl ] - 1H- i ndol - 6-

yl]-im dazo[ 2, 1-b] t hi azol e-5-sul fonam de 170 ng (59%

(%1”‘ T e P SH1eB8I B Bompoufia 2e65rdiiG to 658 br or of claims 1

6- am rRg-glfor #hd ﬁ%éfrﬁfpédtgid‘of]a Héd%é?ﬁéﬁt’fék‘tﬂé“ﬁ@ph?lé%slgr%/or

ng 6-chl oroi m dazo| 1-b] t hi azol e-5-sul fonyl Chlorid

by nedﬁﬁﬂmﬁnthéobeﬁb@ss described in Exanple 1 as a

solid. Exanple 13.- Preparation of

4- Phenyl - N- (1-(2-(pyrrolidin-1-yl)ethyl)-1Hi ndol - 6-
y25.benagngse bf aneastend 65mpBuhd b%omrng tteon@atr hﬂj"r@d)f claims 1
conpound mere obt ai ned from 137

mvol )
6- am rie-8ifof the panuiGterenofia mep&amr)tfquﬂh%lr@phxmlq@m/or
ng (O. henyl benzenesul fonyl chl ori de by
neanstg%nﬁhekéﬁgggﬁépdescrlbed in Exanple 1 as an oi
Exanpl e 14. - Preparat|on of
Zéwmmhl-- P N-(1-(2-(pyrrolidin
ehansihe bsriRf at legst ape F@'@%’UB@ apﬁ@r@mtq Q%GF BKHB O glpims 1

6o AB'etop i hatrdcdrelr 4 iedicHiiodt b prophylaxis andior

ng ( O.t6&atmenk pf aho@xizapht hal ene- et hansul f onyl chl ori de
by means of the process described in Exanple 1 as a
solid. Exanpl e 15.- Preparation of
4- Phenoxy-N-(1-(2-(pyrrolidin-1-yl)ethyl)-1Hi ndol -
6-yl)-benzenesul fonam de 185 g (67% of the nentioned
conmpound were obtained from137 g (0.6 mwbl) of
6-am no-1-(2-(pyrrolidin-1-yl)ethyl)-1Hindol and 177
mg (0.66 mmol) of 4-phenoxybenzenesul fonyl chloride by
nmeans of the process described in Exanple 1 as a
solid. Exanple 16.-Preparation of
3 5 D chloro N—(l (2- (Pyrrolldln 1 yI) 1FL|ndoI 6-y|)-

o - o o . o A NN ~n A
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(d1 J211769 4=z ; .,,., H) J( MSO d)118080 D6 z= -,,
. X 862, 651557,. 3422, 3246 1041, 43- 2935, X 2760,

W(idﬂﬂ&@l”% 1336, C ( N CNI 1519, 1132, * 107473BCT/ERR0B4/008510

711678,, X 553 . X X X X X X X X C M O >< 111 CVH NVR
(SOOI\/HZ) ExR1R2R3R4R5R£332R7nAmp CRecnfl d
(sol vent) 3437, 2943, 2.21 (s, 6H); 2.50 (t, 2H, J=7.

e i e KT

(Hdzd)to;8 B ithd nfankifédurel 68% mew@arﬁehtzforilheérdeyﬂ’é)us and/or
700(s T 961, 813, 1H): 7.05 (d, 1H, J=3.1Hz): 763,

580, 7reafmemt oipgehexiaz’ (t, 1H J=7.8 472. Hz): 7. 60

(m 1H); 7.67 (m 1H); 7.92 (d, 1H J=8.1 Hz); 7.98

(d, 1H, J=8.1Hz): 8.10 (d, 1H J=7.3 Hz); 8.73 (d, 1H
228 8 H us¢ biVBOeds) ol’d 48mpdliha, ach&Bng fo oﬁé?(])r nZorelof claims 1
t, 2H, nmor phous 2814,
1459, tﬂz%forihqmagnufaéwe g{la/"tﬁ meet é{th%wphy@@ and/or

(1|Cj| é"t’r1 gsrén%wg/p(e i @%ﬁ)%’f%sﬁﬁn n?étil%@c(i d?@ﬁnt?:%t%égkn}e;lhtus),

7.56 (pteferbblylyge @ dizbetebidB0sed byadesityor phous 3256,

2951, 2.24 (s, 6H); 2.62 (t, 2H, J=7.0 5 (CHa) N H H
HHHHZ2 2776, 1468, Hz); 4.15 (t, 2H, J=7.0 Hz);

Gagh] Tﬁ?e?usé 3358’( Ieégt orlé"coﬁm%uﬂub*%)ccoﬁjlﬁ@ td 8ne H"m&e of claims 1
1095, 763, J= Hz) ; d, 670, 591. J=3.1Hz)’

7.25 (ta,8 prthe m;—arwfwtwe crf %memrzmn@m fon tye pmmlaémand/or

Jb, 3 Y EeRS e et e R R R R
R5 R6 R7 n A mp C Rcm1l d (solvent) 3254, 2944,

6H) ; 2 (t, 2H, J=7.1 1509, 1468, Hz); 3.38
(39 2|:|5he use of @H\eagt.gne gorpgguyd rccerding{ta-ppe gr piore of claims 1

o PR 6 79 ool pd e

J=3. 1Heatmeéhé of Br@ble’b@Gellsyirgme. 5H); 7.56 (d, 1H,
J=8.4 HZ) 7. 68 (dd, 1H, J=7.5 Hz, J'=7.5 Hz); 7.77
8.3Hz). (DwWs(Qd6) 3255, 2935, 2.28 (s, 6H);

(d, ,

2 5 ( = .
l—?z? 'Ithezl?@é ?gﬁgegﬁf&iéﬁ)r}ﬁ%ﬁw} H%orﬂhg%%éﬁ% o%?g)éé of clhims 1
1334 t()(ﬁ fot khe mmmre &f. B editthmd, fonwprobwl,axihréhd#or
'=1.7 Hé% 90 (AB 1093, 694, sys, 2H, J=8.8
7”62?6 E?@X' 0, 539. 2H, J=7.9 Hz); 7.13 (d,
1HJ31Hz)719(m1H) 7.24 (m 1H); 7.37 (m

2H); 7.43 (d, 1H, J=8.3Hz); 7.65 (AB sys, 2H J=8.9

142, (Theoaselef agleast qrm)cqmgoum accet@im too® of morédf claims 1

2,55 0 8Hind SR kot ki o ASA Rt 0r
6 67 (tﬁbatrlidntéF&eﬂr'déklon/ / 1303, 1171. 7.15 (m 1H);
7.19 (m 1H): 7.46 140, 799, (m 2H): 759(m 2H)
(DMBO- ¢ 670, 598. d6)RL R2 R3 R4 R5 R6 R7

HM\' 1(@0(‘(? %g%_s Igaétd@g{wrﬁg{gﬁhd %cégﬁn %ne ém%% Eofblaims 1108
H,; 6 fé’ﬂ’(hé mémfab‘r'l&elbf lHzchediéaffg forlth, pr&pﬁyﬂéﬁs a@r@li&r]treatment

1H, J=2, );. 7,38(d, 1H, J=8,5 Hz); 7,51(d

J=8, 6qf|£))po|ar@l§9ﬂier§H J=1,0 Hz): 8,00(d, 1H, J 8 35

Hz): 10,39(b, 1H). (DVBO-d6) 1,54(m 4H): 2,24(m 4H):

2,50(m 2H): 4,06(m 2H): 6, 25(s, 1H): 6 77(d, 1H,

M 4 THe) usel oD A Isastidfe cc?mﬁa(lmi afl:bl)rdnfgfltoﬁ@wé oB{olle of Haims 1

1H Ji?@efor&}% m(a@ué@é%eez‘ %'@m%ﬂ fqp&%ﬁ%bhilbgig(adﬁd/or

treatment of cognitive memory disorders.
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|iH. (DVMSO-d6) 1,74(m 4H); 2,71(m 4H); 2,94(m 2H);
,24(m 2H); 6,27(d, 1H J=2,8 Hz); ,61(d, 1H J=8,6

wo2005/073900(s, 1H); 7,24(d, 160-165 (I H J=8,5 PZI/EP2004/008510

7,28(d, 1H, J=2,8 Hz); ,54(t, 1H J=7,9 Hz); 7,63(m

1H); 7,71(m 1H); 8,03(d, 1H, JaZ,6 Hz); 8,11- 8,23(m

2H); 8,77(d, 1H J=8,2 Hz); 10,46(b, 1H). (DVSO d6)
1,64(m 4H); 2,50(m 4H); 2,70(m 2H); 4,14(m 2H);
6,31(d, 1H J=2,8 Hz); 53-57 6,71(d, 1H, J=8,8 Hz);

73511( sThet e of aBlbast ofAdicodpduid Hl:):ordﬁn@?d dne meo}e%fQ:lalms 1

- H
10, 63(t8%( %_Dthe bﬁ%@éeﬁgf & g‘(eql cafpaant f’;_»r y’gg moph%axns and/or
é 6lgf’t}ea¥ﬁ°ent6f§enlf8 déﬁén%g’ﬁzﬁ?gééeegg‘] =2, ?7?2)181 H:
728(d , J28Hz) 734749(m 4H) 7,67(d, 2H,

gﬁ{ -@%% F ﬁ 2H J 7 80( AB sys,

ue%) a %%gompj)un g,gg@;_ qongg(morqpfclalms1
2,31
b ( %W%heén%@ﬂact% ofbﬁ)eﬁlﬂneqﬁgﬁt@i}r éng/l*axAs %nd/or
7, 04( degatment-gf Alzhegneris Dissasp; 7,1 3(m H):
7,33-7,44(m 5H); 7,48(d, , J=8,6 Hz); 7,52(d, , J=8,4
Hz): 7.75(t, , J=4,8 Hz): 7,85(d, , J=8,1 Hz): 9, 84(s,
B tlé
: 7I(;|) . RH%VE@ dﬁé astﬁidm%rﬂg%%n@l_é?é&r@?nﬁ one?oﬁﬁ{otr% of blaims 1
&0 $dppthe mamH@Churepfalmedlogmm ferthe wopbyldxisznd/or

(t St'?%“izwg”f"%g(‘fhée% §|21 HZ)l g,(g b(HZJIi 7 §i8,5

Hz); 7,41 (t, 2H, J=7,9 Hz),; 7,69(d, 2H, J=8,8 Hz);
98 O- d6 62 4 2,39 4
%‘86 4( Zq?e gé%IYE e Qpr_nLg(%ttlnd ggbporgim te(qr?@ erl_l%loaapﬂglalms 1

1H, J

7 1o<§@8¥80%7m§"%%@“%a°*? y2gpfhent forsR prodhyid s ghbior
Hz); WeaBpent oftiuntingten’siDisedseQ0(t, 1H, J=1,9 Hz);

10, 20(bs, 1H). DMSO- d6) Pharmaceuti cal parti cul ars:

Bi ndi ng of the new conpounds of general fornmula (I) to

Boe STHE usRCsHt¥a ! Y

descri bed. The bi n%,;%cr{;’]ge res (fﬂr{be %(?ﬁg % c$+é5+1r more of claims 1

conpoimhddownthetmanylastise of armedicament far tha diropigalxis mnd/or

| e PP i B3R ofitdl dsfstpreqomineses

95.3 19.8 4 90.8 55 2 593.4 129 46 94.5 74.57 95.1
%8.6 ﬁﬁ86 9 159 1 The daily posol ogy i n human nedi ci ne
cohpeiusepfiatieass ene compaundaascanding tgomesorahore of claims 1

di d
cever & i BH S oF AR BPLT I 4BE Benp s afgor
t hat heatncentpdtMitiplev@dlérosiye admi ni stration route

used, preferably tablets, coated tablets, capsules,
suppositories, solutions or suspensions. These

npo [
AR oo R 2128 Rt BRE LB AR e ing £ BHE oT R Sotime 1
subst Méar(tbempmwfdctufe gfeaeme?dlcémemifoa tthe praptiiAds hAd/or
99% t he suitabl e pharnmaceutical vehicle

conpa%r:’% Otff? YHPSiRdi cament substance and t he
physi cal form of the conposition used. The fornmula of
a tablet containing a product of the invention is
provi ded by way of exanpl e. Exanpl e of formula per
tablet: Exanple 1 5 g Lactose 60 ng Crystalline
cellul ose 25 ng Povidone K 90 5 ng Pregel atini zed
starch 3 ng Col loidal silicon dioxide 1 ng Magnesi um
stearate 1 ng Total weight per tablet O ngCLAIMS . A
sul f onam de conmpound of general formula (la), (la)
wherein Rl represents a - NR RO radical or a saturated
or unsaturated, optionally at |east nono-substituted,
optionally at | east one heteroatomas a ring nenber
contai ni ng cycl oal i phatic radical, which my be
condensed mnth a sat ur at ed or unsaturated optlonally

oy o o s L T Y 1 oy
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or unsaturated, |inear or branched, optionally at
| east nono-substituted aliphatic radical,wth the

wEe@sios7¢ hat R8 and RO are not hydrogen at theCHEP®04/008510

time, and if one of them R8 or RO, is a saturated or
unsaturated, linear or branched, optionally at |east
nnnorsubstituted Cl-4 aliphatic radical t he ot her

Q I s :
o1 onil 84,81 RIEHConst BSpHLAY Bipoldhily o pERRRG R Sjaims 1
W th ab 8 feaﬂie frianefauiecst smeicamentRBr thwlprla@hylams and/or

together with the bridgin en_at om
sat ur dfeaimgnt gmmumaer%m &8@ %ena%#g}lmt/ hyperactivity
nDno-§H$§h fyuted heterocyclic ring, mhlch may contain
eas ong further heteroatomas a ring nenber
and/ or which nmay be condensed with a saturated or

unsat ur at ed, tional t _nonQ s bstituted

ST orie s f Rladel ond ohbperd eRPRING. K Pl Ohiage o claims 1
cont aitgiggr ANRTandfadilieysH &eﬂYcSérﬁé\Ht‘f@F‘ﬁ{é ﬁrobh?&ms and/or
system A represents an optionally | ea

mono- tdgsgmentiotdisarsers obthepodnteal cnerv;ouﬁ smennc ring

system which nmay be bonded via an optionally at |east
nono- substituted al kyl ene, al kenyl ene or al kynyl ene

YPUP THEIOSE of il IBAstBHYe 66MbBLAd AtcbRitR] tPOfe BERRIre f eMims 1

as a ring nenber in one or nore of its rings and n i
1, 2, 8 &der the manuiasiue,ofinmesiicanaentdaethss propbylaxis and/or

stere % 'ﬁgb enanti oners or

di ast gtesagﬁgbgofg&ﬁ Og{e "or in formof a m xture of
at least two of its stereoisoners, preferably
enantioners and/or di astereoners, in anéhn1X|n rati o

dto-a_sdie Usanet aidpasiing eemppynd acspiding manegr more of claims 1
physi

Corresparl it SEPCEFRIERIR AR detBdRl coffinh enpanoggrent
to claim, characterized in that Rl represents a - NR

r adj cal or a saturated unsat ur at ed, tiona
2{96 m%m%*s@qma&'%g ag[ﬁassﬁamcynmoqr@ cording tg one or

het er [
1 SRS TR A ool
conderexmeplabid excipmnis.at ed or unsaturated, optionally

at | east nono-substituted, optionally at Ieast one

het eroatom as a ring nmenber containi ng nono- or

R4y ClA feticdrhaht é&&%?dllﬁ% b B&lr%ytﬁé fHEﬂS MiTe F&i@btéh%g[lld’ﬂi@ﬁ for the

of the ring systemare nber ed, preferabl
r epr ewaphylaxis anld/mraeztmempf ardl%prdadowrseams@ateﬂrt@rfood

unr cilfeRey BT RENT8: fie Rauboteh ol apbeffl KRG elonance,

opt i onatreabe Br e@dudiionchf bads Wwdight, ér tﬁéq:ﬁbphyhmié egelfor theatment
i near or branched al kyl radical or a benzyl radica

pr ef erc{9besity,drdigua, anoraxay kR§Fhexia e ipe b diaketemnamiasulin
25+ rslelgbBntBbeIc ) RIARRIGE bl ced by

r epr essbdsithyfor dwprophylaxisemd/or treatneritesf gasfroinmestinay tract
at | east nono-su stltute%$%g X/ radj cal, _a Ilnear or
br anc fHePrdgfs:, ipseferally yfit PWRhRWIIORS, fer qasHi ek eny!

radic t
rono- ctbeibefent T8 e roBh AR ha/GRle i et PsafEsiof the
R4, Rxemirdl RErvoudeysicoslarxiety) pamc eligordetse Uepmlsﬁemebipolar
hydrogen or a |linear or branche opti.onal | | east
mono- SUBRIEPECRENENe reemp Ry fISpisre cpenpgiamdn G piogarges
R2, R%em%dedﬁmél‘ﬁﬁb@&s@ﬂﬁ?sr;ﬁﬁf&ﬁﬁ@AlEMé’lhﬁ&%lséaseA
conpound according to one or nore of clains
characterized in that R6 represents hydrogen a Ilnear

or branched, optionally at |east nono-substituted CC

al kyl radical, a linear or branched, optionally at

| east nono-substituted al kenyl radical, a |inear or

branched, optionally at |east nono-substituted al kynyl
radical preferably RB represents hydrogen or a linear

oy o o s T T N
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menbered and wherein one or nore of the rings contain
at | east one heteroatom or a radical chosen fromthe

wW@e@ap13onsi sting of CH=CH . CH CH wherei n X, POI/EE2004/008510

i ndependently from one anot her, each represent a
radi cal selected fromthe grot§s-consisting of
hydr ogen, fluorine, chlorine, bromne, |inear or

br anchegl. oY oy

| i near or H;hr aﬂ %és(e F&mﬁ%t/%ﬁm a@ﬁhﬂﬁrurgygiﬁe@ﬁé’lerosrs
r adi cadchizophyemia, psydihoals mndfantrie\ﬁyrmmneata' (@DHD, attentron
wher ei 3. i.den or different, each

repr es‘&f\%]tﬁ%{%[fg#v@‘ djsor %r or branched al kyl ,
represents a single chem cal bond between the tvvo

rings, a CH, , S group or a NR14 radical, wherein R14
is hyonraﬁablcrrfoacmgme\e& eohameamcmieﬁbrdremmwlams andmr

d di
ror e droimgRf gipfler of the BRI &3P gPRR, pinic
consi sdisordefs, dePression, bipolar disorders, cognrtrve memory disorders,
SChIor03methyI N-[1[2(pyrroI|d -1-yl)ethyl-1H-in
dol - 6-SAMjle deserijanproRessfe Melradagenenativeddisondens, preferably
N-(1- [Iglzh%err%ldrgéa]se[l'lﬂQrpqﬂtsBP{’l ]drgeas‘,en?-mntlﬁg%'olr}s 8%@593 and /or

ene- 2-
N-[ 1- [rAulBple sdledisis, Sclizbphiwnid,-pbichasislor nfghiilerapetitiagsia

ene-1 f onanj

6- Chl df*@%{qﬂqrﬁtomiﬁfrcm/ﬂwméldwétswqi?r)m| ndol - 6- yl
]-imdazo[2,1 - Db]thiazol e-5-sul fonam de, [13]

4- Phenyl - N-(1-(2-(pyrrolidin-1-yl)ethyl)-1Hindol - 6-yl
)48.benbrenesalbf atleastdend cdmpound according to one or more of claims 9

é; (hy? ﬁgtfgypﬁghqv n'ényfa(c%ur Zq.fa’:ﬁ e OI e d‘ér g{l-ﬁe receptor regulation.
4- Phenoxy- N-(1- (2- (pyrrolidin-1- yI )et hyl ) - 1Hi ndol - 6-y

Iaz - benzenesul f onani de and[ ]
%- Dr'Ehﬂ useof\at leagtoregempbund @ctordjng talone or more of claims 9

Cor r epdRdPr i ARNG R s ARl ar ot B rpptviaris andior

corrpottréiztmteng@nﬁHi:ﬂorcﬂarcswdrugeéé@bemt(e%,fo&iw(télka
wherein RL is a - NR RO radical, R2, R4, R5 and

R7, identical or drfferent each represent hydr ogen,

0820, B P KU o RBoq BoBBAT By morg o ctams o

nono- sobigtfor tHeethadlfdohati of o mediaimeritifoliheqp Pumahlof appetite. -
at | east nono-substituted phenyl or optlonal y at

| east nonosubstituted heter aryl radical,

regpr e 3

YOS Sed ¥rE088L Se Ie%rﬁgf,ﬁﬁarbg@?nr@rb &%éJBF‘h%‘?e of claims 9
nono- dolddtfot meeMaanwha'eraf erraﬂdumlmerfﬁ&oramé rR8intenance, increase

i denti cal di ch represent hydrogen or a
sat ur aﬂréﬁd%‘rt%“rﬁffﬁ %'Sﬁ{al i near or branched,
optionally at |east nono-substituted Cl-C4 aliphatic

radical , A represents an optionally at | east
rfizho- sliiestise of atdeastrane mmpowyatyrcc(brdrrgmrme or mong of claims 9

syste g&l H} d vi opt.i onal t | east
rono- dhidnt the it iReT anedicpmatt o e ayafviexs Bnaior
gr oup tRiBHt BhbisdsityRy contain at | east one heteroatom
as a ring nenber in"one or nore of its rings and n i

1, 2, 3 or 4; optionally in formof one of its

stereoi sonmers, preferably enantionmers or

di astereoners, a racemate or in formof a m xture of

at least two of its stereoisoners, preferably
enantioners and/ or diastereoners, in any mxing rati o,
or a salt thereof, preferably a corresponding,
physi ol ogi cal |y acceptable salt thereof, or a
correspondi ng sol vate thereof. 10. A conpound
according to claim9, characterized in that R2, RS,

R4, R5 and R7, identical or different, each represent
hydrogen a linear or branched optionally at | east

o S L T N ~
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CH-(CH) -Y wherein X, Y, Z, independently from one
anot her, each represent a radical selected fromthe

wW@e@ap13onsi sting of hydrogen, fluorine, chl orPCEEP2004/008510

brom ne, linear or branched C -C al kyl, |inear or
branched al koxy, linear or breasched CrC al kylthio, a
trifluoronethyl radical, a cyano radical and a -NR R13

ic ' ' i ff ol
1581 c2bne YoE P oA ot SRR 1P bl BB gims o
r epr estertidsfoa thss nwmalf@dtam ofed nzolichrhehifoethe pophytaxis and/or

rings, a. Chf roup or a N 14 radical, wherein
>14i s tFﬁﬁiF@@gﬁf é\""rﬁgq inear or branched C -C alkyl, is

0, , 2, 3or 4 and mis 1 or 2.14. A conpound
according to one or nore of clains 9 to 13, selected
f54)m tHee gseapatleast smée ngmpbuhd]accordmg to one or more of claims 9

mst hyI Zér%z{é'[sgﬁ/ hlaag'nb' 9)2/0 %ﬁp}%’%@ Of/ﬁ]e_ gr_ocl:)rf]\ly%gdos_gnd/or
N-[ 1- (tradphent Byéﬁ?ne]n%et hyl)-1H-i ndol - 6-yl ] - napht hal ene

-2- sul fonam de
N-[1-(2- D| rret hyl am noet hyl ) - 1Hi ndol - 6-yl ] - napht hal ene

951 (CHeEPt 81 enr s Apmpound argeiding 90 o Mase of eims 9
dazo[ 3o ¥4 fo tHy méﬁh%rc%r‘é%ff@ﬁ%@ﬂda?net{t%r the prophylaxns and/or
N-[1- (2- D met hyl am noet hyl ) - 1H-i ndol - 6-yl ] -

phenyl Eﬁa’ﬁm@nb@%amlﬁ de, [6]

N-[ 1- (2- D net hyl am noet hyl ) - 1H-i ndol - 6-yl ] - 2- ( napht hal

ene- 1-yl)- ethanesul fonam de, [7]

64, 1- (Thelisedhat leastroes J?(yrhbo&nﬂ neeeNdiry %0 dneétor more of claims 9

phenoxgbe enesul f opam de,

N[ 1- (2 | éﬁPfﬁ?@frﬁﬁf)a mﬂdlqamntéomh]e rroghylaxis and/or

di chl f [

salts &5 Eéfé‘ﬁ?éé PARBL (B e oo Bk melicus)
sul fonmaﬁedabl;d@pellatilat:etesﬁ cgesext by obesitul a (1a) and/ or

(I'b), according to one or nore of clains 1 to 14,
characterized in that at |east one conpound of general

fgyr Mulhe(ldd of é’trlegéleolﬂ—f goén’d %@%Mllﬁf&t&% 6Fmore of claims 9
derivatives, , . In A has e neani ng

accor dorid footfwrmaoufawnre m‘fa mledicasnenttfor thé madufsctuseaf a

mor o PPETEPB Y RGOS pEARP shafinert of Shmbitatiaal ract
6- am pdgrdelse of general formula (I11), or one of its

suitably protected derivatives; R6 7 ,(CH)-RL / R3
(I I1) wherein Rlto R7 and n have the neani ng according

B T odpBrueny Tead Bt ol lioRy onis Gramprpof olams o

| att eto 14Her tneqhaﬁmawmrg lof dRRedidBriemt FRTRY o phylaxis and/or
necessar process for obtaining a sul fonam de

der | vH@ﬁ%@eakofgﬂﬁ@bla|bwvﬁl@undroqma) and/ or (1b),

according to one or nore of clains 1 to 14, wherein Rl
to R5, R7, n and A have the neaning according to one

&9. noiTe heafseod)fedtrlsasl dne cotpeurit! &cording to@n@i dWhore of claims 9
charaf grlzeﬂ in th t at | east one conpound of genera

f or muf% 1# ey themany 5&1"13 Shaimedicapwnbiiribe @roryag@ﬂalandlor
for”“h%aﬁh@ﬁb <§ n RLto R5, R7 n and A have the
meani ng according to one or nore of clains 1 to 14,

and R6 is an hydrogen atom is reacted with an al kyl

hal ogeni de or dial kyl sulfate.. A process for

preparing the salts, preferably the physiologically
acceptabl e salts of the conpounds of general formula
(la) and/or (1b), according to one or nore of clains 1
to 14, characterized in that at | east one conpound of
the general fornula (la) and/or at |east one conpound

of the general fornmula (Ib) is reacted wwth a mnera
acid or an organic acid in a suitable solvent. 18. A
medi cament conprising at | east one conpound accordi ng
to one or nore of cIalns lto 8 and optlonally one or

o o T o o o -



10

15

20

25

30

or reduction of body weight. 24. The use of at |east

one conpound according to one or nore of clains 1 to 8
wo ooospiBy7éranuf act ure of a nedi canment for the PCT/EP2004/008510

prophyl axi s and/ or treatnment of obesity. 25. The use

of at |east one conpound accosgfing to one or nore of

claims 1 to 8 for the manufacture of a medi canent for

the pr t

(2 DK o Al 6% ESERRTBT Bl s o Bork gaims
of cl donel for the hanufadtie ofed Healidamentdbr the BRIPBIERR and/or
t he prophyIaX|s and/ or treatnent of anorexia.27. The

use oftreatimeshet depress®Moound according to one or nore
of clains 1 to 8 for the manufacture of a nedi canent
for the prophyl axis and/or treatnent of cachexia. 28.

e uskheo@isedf deleast ome comppand icaodhigtongné or emsre@f claims 9
nore qof clai 1 to,8 for the manufacture of a
medi cARdior S m@@ut%wmfte&mew% tfor tha prorhYlgiis and/or
type lthe ,lngpiebeﬁl 6 Hiddtgdld N dependent di abetes

litus prefera y type Tl di abetes caused by
obeS|ty 29. The use of at | east one conpound

ot S o ARk o8, Fofpofind SR e s orSir ViR @ sfaims O
tr eat ABAY fof tlﬂﬁﬁfahgfé&@%téfrh'itnédh%ﬁerﬁ'f§Pﬂfe9;5r%ph§QX|sTe§}?d/or

use of at |east one conpound according to one of

of cl drea¢ment of gognitive mememydisarderse of a nedi canent
for the prophylaxis and/or treatnment of irritable
bowel syndrone. . The use of at |east one conpound

@3 or dinegudePobaieast o Eodpoah@iaBorHingtaBo®br kitfe of claims 9
nanufacture of a medi canent for_the prophylaxis and/or

t r eat heré fer ﬂtﬁmaeviactw of phedisamgntder ihearropbylaxis and/or
conpo I f clains 1 to 8 for

t he ng%ft@%ﬁﬁéﬂééo}gl &erﬂgﬁt'é)hedgéss%g t he prophyl axi s
and/or treatnent of depression. 33. The use of at

| east _.one conpound according to one nmore of clains
g fldie yseotatigasiaong eorapgan&@e%rgmto oRR Ot Awre of claims 9

pr ophyb a3xisr ﬂtedﬁt‘éhufe{c%ﬁiertﬁ’rg miehi (fké'n%ﬂt%r e glﬁms?edhd/or
he use of at |east one conmpoun accordlng

rmr e dfeatinenhsf AlzheinBerfoDisgasemanuf act ure of a

medi canent for the prophylaxis and/or treatnent of

cognitive nenory disorders.35. The use of at |east one

@HTPOUTHE GSCof 4t |asstt&1é>e&n95uﬁ%ec&tma R e % frfbré of &faims 9

t he manuf acture of a nedicanment for the prop
and/ orto tiddar thenmaotifasturel of admedivaiment rf@ct@esyephsalemsmmr

use of ne co und according to one or nore
of cIém%Q“fﬁfégPa??ﬂsqpﬁgsﬁﬁﬁﬁ?acture of a nedi canent
for the prophyl axis and/or treatnment of Al zheiner's

Di sease. 37. The use of at |east one conpound
&8 or dihegusanoforideast afsr eorpodnd paeordingtomreer fmese of claims 9

r cat Rt o e, PR AETa it hico i GARK Ebif AR oo

| east treatmennpiiontirmstonsddisgase one or nore of clains
1to 8 for the manufacture of a medi canent for the
prophyl axi s and/or treatnment of Huntington's D sease.

B 140 B athok ) B GRTBRLHIREECU O Pims o

medi caamntfof e manufactyreydf axmediwadient forthatprephylakis and/or

denentla Wﬂg P n|t|ve deficit predom nates.
40. Tﬂ@adggnb? FtW§%§P 53RS-compound according to one
or nore of clainms 1 to 8 for the manufacture of a

nmedi cament for the prophyl axis and/ or treatnment of
Multiple Sclerosis. 4 . The use of at |east one
conmpound according to one or nore of clainms 1 to 8 for
the manufacture of a nedi canent for the prophylaxis
and/ or treatnent of psychosis.42. The use of at |east
one conpound according to one or nore of clains 1 to 8
for the nanufacture of a nedlcanent for the

.. o L I L
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to for the manufacture of a nedi canent for the
regul ation of appetite. 5 . The use of at |east one

W@ owsow¥ds accordi ng to one or nore of clai ns 9PCDER2D04/008510

for the manufacture of a nedicanent for the
mai nt enance, increase or reducgg-on of body weight. 52.
The use of at |east one conpound according to one or

| ai t 4 f th fact f : .
" cahah 85 5F of 1e 3 P RO mpa B AP HsINe 1 8oy of dlaims 9
obesi tty. ffffor the megfifadtusd of @ﬂﬁdiﬁlﬁeﬁmpﬂ#@Eerﬁg 88d/or
to one or nore of clains 9 to 14 for the manufacture

of a riEeAtoenéef dementias ipwhish/a geositive defeit pradamipates.
of bulima. 54. The use of at |east one conpound
according to one or nore of clains 9 to 14 for the

st aftieluse of atleg@tibaeednipolat ddeording Bhyheor sndredidlaims 9
treatment of anorexia. 55. The use of at | east one

conpoufd 4les theimanufactieofr masticamentdosthespphylaxis and/or
for t AR r a medi canent for the
proph?ﬁ%X|svéﬁgkgwﬁygé%tnent of cachexia. 56. The use
of at |east one conpound according to one or nore of

r. the manufacture of a, nedi canent for

cl ai 9 to f . )

T8 orOiysael at lAg) GRS EPEROHBHECEPIIRHE Pno aF MAreas claims 9
(non-i | 4 REMiE A ; i

type I S U RRAMAR I S IeRcEhe P o BICELFIEAR, dnaror

| east teeatmentrpbinfantie byperikinesia (ADE Dy attentien dificit Ahyperactivity
9 to 14 far the manufacture of a medi canent for the
nanufé%?ﬂﬁgnof a nedi canent for the prophyl axis and/or
treatment of gastrointestinal tract disorders. 58. The

use of at |east one conpound according to one or nore

of1.cl aihesuse pbatileasbene hremparnd @ccardingfo enered maewiiclaims 9

for t r [ 0 n f prritable. .

ovel By Pl Piastrddeltrd R Gndbr bRy Buscnaror
accor draxgmicdt oNeisorddreiof tid centbalMerdbudsyestemor the

manuf acture of a nedi canent for the prophylaxis and/or
treatnment of anxiety.60. The use of at |east one

G 0 I : .
FRI O G561 1 BAst S BBmBRUABECIYS) e Br Hbrd bt clims
pr ophytb axi fer thelimanufactadensfrd medicensisiFsr e prophyBRis and/or
use of at Ieas% 3?6 conpound according to one or nore

of cl df&aiment gt sehizephrefid. nanuf act ure of a nedi cament

for the prophylaxis and/or treatnment of bipolar

di sorders. 62. The use of at |east one conpound

alX or dihegusepobatdeast ome eompouhdiasso@ingtd ame bhmore of claims 9

manuf gct uyr f a medi canent for, the prophyl axis and/or
rr oat tard 6r e Sarurartiitha pobicatiemia cdative ghiacement
of at |east one conpound according to one or nore of
clains 9 to for the manufacture of a nedi canent for
the prophyl axis and/or treatnent of senile denentia
processes. 64. The use of at |east one conpound
according to one or nore of clains 9 to for the

manuf acture of a nedi canent for the prophyl axis and/or
treatment of Al zheiner's Disease. 65. The use of at

| east one conpound according to one or nore of clains
9 to 14 for the manufacture of a nedi canent for the
prophyl axi s and/or treatnent of Parkinson's D sease.
66. The use of at |east one conmpound according to one
or nore of clainms 9 to 14 for the manufacture of a
medi canent for the prophylaxis and/or treatnent of
Hunti ngton's Di sease. 67. The use of at |east one
compound according to one or nore of clainms 9 to for

t he manufacture of a nedi canent for the prophyl axis
and/or treatnent of Multiple Sclerosis.68 The use of
at | east one conpound according to one or nore of
claims 9 to 14 for the manufacture of a nedi canment for
the prophyl axis and/or treatnent of denentias in which
a cognitive deficit predom nates. 69. The use of at
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