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F 3 0 JAN 2007 -1- | NDCOL-7-YL SULFONAM DE

DERI VATI VES, THEI R PREPARATI ON AND THEIR USE I N

MEDI CAMENTS 5 The present invention refers to fgw‘] 2007
sul fonam de derivatives, of general fornula (¥4, M
Ic), o~/oR7T AR,(CH RIL RERI R 4 R3 {la, Ib.
Ic) 10 optionally in formof one of their

st ereoi sonmers, preferabl yi-enanti omers or

di astereoners, their racemate, or in formof a mxture
of at |least two of their s |le reo iso mers,

INDOILeT-¥L ShILF ONASMDEIDER B ATIVES, THER FREFARATIONSAIND THEIRJ
rati o; or their YSEIN MEDIGAMENTISy The correspondi ng,
physi ol ogi cally acceptable salts, or correspondi ng
sol vates; to the processes for their preparation, to
their 15 application in nedicanents in human and/or
vet E1§ peasgnl inveafienrefers leamely solfohemidedenvativat] oldeneral

[ contai ning them The new conpounds of the

fonﬁﬂgp@ IE R: ent| on may be used in the pharnmaceuti cal

|ndustry as i nternmedi ates and for preparing

nmedi canments. 20 The superfam |y of serolonin

receptors (5-HT) conpriPaes®7 classes (5- HIT-5-HT7),

whi ch cover 14 human subthgs€€s [D. Royer, et aL,

Neur ophar nmacol ogy, 199“7, 3¢, 419JICHTRE 5- HT6 receptor

has been the |ast sef® i _regeptor identified by

nol ecul ar cloning in rat§ \bng, ma, et al .,

R3

R4
{Ia, Ib, Ic)

optionally in form of one of their StEI'EDISDI‘nEI”S preferably enantiomers or
diastereomers, their racemate, or in form of a mixlure of al least two cuf their
slereoiscmers, preferably enantiomers or diastereomers, in any mixing ralio, or
their salts, preferably the corresponding, physiologically acceptable salts, or
corresponding solvates; e the processes for iheir preparalion, to their
applicalion in medicaments in human and/or veterinary therapeultics, and to lhe

pharmaceutical composttions containing them.

The new compounds of the presenl inventiocn may be used in the

pharmmaceutical industry as intermediates and for preparing medicamenls.

The superfamily of serolonin receptors (5-HT) comprises 7 classes {5-
HT+-5-HT7), which cover 14 human subelasses [D. Hoyer, st al.,
Neuropharmacology, 1997, 36, 419]. The 5-HTsreceptor has been Ihe last
serotonin receptor identified by molecular cloning in rats {F.J. Monsma, et al.,
Mol. Pharmacol, 1993, 43, 320; M. Ruat, el al., Biochem. Biophys. Res.
Commun., 1993, 193, 268] as well as in humans [R. Kohen, el al., J.
Neurochem., 1996, 66, 47]. The compounds with an affinity for tha 5-HT;



25 MoL Pharmacot, 1993, 43, 320; M Ruat, el
Bi ochem Bi ophys. Res. Commun., 1993, 193, 268] " adl JAN z007
well as in humans [R_ Kohen, et “al ., J. Neur ochem ,
1996, 66, 47]. The conpounds with an affinity for the
8 JAN 2007 ET0024PoT -2 receptor are useful
In treating different disorders of the Central Nervous

PG e i YREG TNt oo of KGR g Betom

anffdfihd o Ssabirdtastinzd w&eﬁﬁ&é@nﬁ@raﬁﬂ% inaebld bdwél syndrome. The
treatlng anxi et de ressi on and cognltlve menory

campoupds svifhnan ity mrathEeErHas reggptor argadsedul for 'seatlng anxiety,

P
d%@% o%zéjd %é‘@y@ 5%%%%8&3%?@&2@ g"lfri’fhmggg, d E:i".[ ARGONY Acad.
5 S?han?]w;®61.isuppn. B&B%@m éegl 5&297Pﬂar.-ﬂ@wf§dngasu2@,| 1h552
al naco an .
Dato. Epg?rﬁs@ﬁab-. Eéffar“ armacol. 3 ggé ‘i%ﬂ 1@25 2R; A, “Boufkor, et al.
B ﬁr@,@g V. T.
JZJCB)ggﬁﬂﬁ%m g&%%(?r 'Roul I'gglﬁe1 ?30%"] ) &g'rt’. &]%l"ﬁlegraﬁhgo )
REGQ 01996303, 26B6T.A. Bmm::h-eklm ble,e%nmhd%m Rigrmiaoel. Toxicol.,

208 505200 B, & 3 A BB GE, oI o
10 b&ﬁg}%ﬁbﬂhégﬁﬁhekgpﬁméhd ﬁ%pﬁial aﬂhpf}"%ﬁgtﬂ&;ﬂr hé@ﬁlﬁg ved.

sgiigaphrenia Bae a high affipityior the SaHT: regsiptomHBAmReth; et al., J

Phedgecdt Eniother 8% SRt G P o et MR 5. 1.
SQBHT 0. Moshes, entad| Mul.ePhigriddol.f 0803 rmtazngn Shikial, leg al, Am.
Jdmer ki nesia (ADHD, attention deficit ﬁpe ractivity

L [ Vo83, G4, r1gp] 'die gpmpogpds Wlthﬁlpaq for the 5-HT5

€88 3ok %5 pfotnd it iy Anen ST ot

h¥peraclidt disdeler) e Hirdpel alc &n AnPhBntEachR 2 8060, 130 1697; C.

Ik B) Sl ResRer o 5071 LAt 208 BhRe rarabilc Prues of

Theber fRyonm| 5\?91“ ngs with 5- HT6 receptor antagoni st
act | vity. Patent application EP 0 733 628 discl oses

7 sul f dPelendappligetion e‘éofﬂ’lmﬁﬁiﬁwdiemesas sulfgnamidesdetiypd drom
20 bﬁ:%f% Ptrrlvh%reba}.‘rcé c\ﬁi ct:fythe lﬁ%%fa% Efrﬁ{%m ra?uaFn |ctur %felemammalic
rings with 5-HTs receptor antagenist aclivity.

Patent applicalicn EP ¢ 733 628 discloses sulfonamides derived from
indole with 5-HT ¢ receptor antagonisl activily, useful for the treatment of
migraines.

25

Furlhermore, it has been shown that the 5-HT; -receptnr plays a role in

lhe ingestion of food [Neuropharmacology, 41, 2001, 210-219].

Ealing discrders, particulariy obesity, are a serious and Increasingly
30 frequent threat for the heallh of humans from all age groups, since they
increase lhe risk of developing olher serious and even mortal diseases,

preferably diabeles and coronary artery diseases.
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m graines. 25 Furthernore, it has been shown that the
5-HTr-receptor, plays a role in the ingestion o Jadbaog?
[ Neur ophar macol ogy, 41, 2001, 210-219]. Eating

di sorders, particularly obesity, are a serious and
ersoeparngly 30 frequent threat for the health of
humans fromall age groups, since they increase the

Tiieeintt Ao gpgPon s RS G lerdR A i i sppreounds.
parsaasds suithtie 34O LubsthffadinhedizafitefgrefirabR in

object of the present invention was to provide new

"B%‘i'\'ﬁalﬂiﬁ ats for 514 aﬂeaicrryeaulﬁtlam fer the prophylexis ard/ahtreatment
f8FQ Qﬁ'@l&ﬁ RH hta #@f’é@ﬂ&%; ﬁf e regtiRion of
prop axl s or

recep or regula £7 on
appehtanﬁmtthEaﬁalatﬂnmdmnrmedar&edaﬂlmednmmw weighQddr lhe

b As B bt r Sl B S Rben BREa pe
diﬁi&@é (nérprnshhe dePERddt | ot ste 8 REIMRDST | ?&b% r,eje il diabetes

0 eS|ty bul I'ma, anorexia, cachexi @ or t
cauabétbwb(asdm fonthe mnﬁrpaebmownhr’oﬂﬁrwmm ufrglastromse)s,nnal tract

YOS BrefplatRLirlnafe OGS G B for o fRSE nbapRlzert. for

theé pESphyIHGO ARSI reRirAéRY silisorders dRtRE @cPEdPheSYNY 595Rm,
for cognitive enhancenent, for io the prophyl axis

agigho Paniedisredars oleRpssp aew?fefﬂ bivhipelandisarders, cenrdtive

"E%@ng%g?m%l ool a 1Ie sor %ﬁ% coghl Elﬁl\%ﬁaﬁhg&m& disarders,
paktfeoutee Kdzhetmer's danPaﬂmmml sdisease, Hunlinglon's disease

ne e tive di prd rs, ef erabl'y Al zhei ner'.s
Aeir b b S5 higpebictia, ﬁhw@ﬁrﬁﬁﬂ@lﬂamsﬂ@n&ma
i Rl b iy RN Rl ity B3RS ot
bWbe |5aHifs ethlrnrdn secefdo) indndnanhand/r foaderas,rprdferably in
- HT6 s b nin uRESE tor in humans and/or in
"3# % m%rleeqrg 6’ nore preferably in
humans. 1t has been found that the i ndol - 7-yl

sul f onam de conpounds of general
It has been found that the indol-7- yl sulfenamide compounds of general

formulas (la, Ib, Ic) described below show an affinity for the 5-HTg receptor.

These compounds are lherelore suitable for preparing a medicament for
for ithe prophylaxis andfor trealment of a disarder or disease related 1o food
inlake, preferably for the regulation of appetite, for the mainlenance, increase or
reduction of body weight, for the prophylaxis and/or treatment of obesity,
bulimia, anorexia, cachexia or type Il diabetes {(non insulin dependent diabetes
mellitus), preferably type [l diabetes caused by obesily, for the prophylaxis
and/or treatment of gastrointestinal tract disorders, preferably irilable bowel
syndrome, for cognitive enhancement, for the prophylaxis andfor treatment of
disorders of ithe cenlral nervous syslem, anxiety, panic disorders, depression,
preferably bipolar disorders, cognilive memory disorders, senile demenlia

processes, neurcdegeneralive disorders, preferably Alzheimer's disease,
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20 formulas (la, Ib, Ic) described bel ow show an

affinity for the 5-HI6 receptor. These conmpound3 fagaN. 2007
therefore suitable for preparing a nedi canent for for

t he prophyl axis and/or treatnent of a disorder or

icgeaperel ated to food intake, preferably for the
regul ation of appetite, for the maintenance, increase

Fobgndon Eissien DuBindlBlt J5b angBE iy spRatts®’ ©

sERbpbifeni) fps?/ﬁﬁ)@slé br sHfakme Q‘@géﬂ@rﬁbﬂlﬁl SADHD, dRRANGR dbfici /

di abet es litus), preferably type Il di abet es
hygarastivisy digpedar) 9nd ﬂmertdﬁ@rﬂﬁmﬂ ated by 4wl bd Ts serolonin
o B Ron PSR LT AT Yokl T RIS more pygferaby
ire hhmanen'ﬁhe cofmpouhde aps alqdpdrﬁmhlaﬂmditaﬁletmmbmpamﬂinn of a

30 _di sorders of the ﬁentral Pervous system anxiety,

?%‘“EF%@F gegailive epRaReEBRNL: pref erably bi pol ar-
dlsorders cognitive nmenory disorders, senile denentia
processes, neurodegenerative disorders, preferably

Al zhdhneyone déped of thaTpregeol inkAdlion 269Zompo0adaigerderal

Parh f n's di sease, Huntington's di sease andl or

E Sclerosis, schizophrenia, psychosis or
|nfant|Ie hyper ki nesia (ADHD, attention deficit |
hyperactivity disorde?y) ,8nd other disorders nediated

by the 5-HT6 sero [on_isa. r&ceptor in humans andlor in

animal's, preferably fn maymal s, (CHa® preferably 5 in

humans. The conpounds-ar particularly suitable

for the preparation of t for cognitive

enhancement. Thus, one e present invention

are conpounds of gerféral la (la), Agl-NR7

.[CHIn RT RE RS _ R4

Sy

whearein

R' is a —~NR°R® radical or & saturaled or unsaturaled, oplionally at feast mano-
substituted cycloaliphatic radical, which may oplionally contain al least one
heleroatom as a ring member and which may be condensed with a saturated or
unsaturated, optionally at least mono-substiluted monc- or bicyclic
cycloaliphatic ring system which may optionally contain al leasi one heteroatom

as aring member,

R% R’ R*, R" and R®, identical or different, each represent hydrogen, halogen,
nitro, alkoxy, cyano, a saturated or unsaturated, linear or branched, optionally at
[east mono-substituted aliphatic radical, or an oplionally at lzast mono-
substiluled phenyl radical or an opticnally at least monc-subslituted heteroary

radical,




10

15

20

25

k)

14 (la), wherein - R is a -NReR9 radical or

saturated or unsaturated, optionally at |east EmhdAst.[lﬁT
substituted cycioaliphatic radical, which may

optionally contain al |east one heteroatom as a ring
pEsdrEeend whi ch may be condgpnsed with a saturated or
unsaturated, optionally at |east nono-substituted

aBiesBrubhiHFEbbs or B A QbR BE L St FBiF B PR Rec.
optingaleabless| ABnESUbBRId afhakdalEal,i dentical or

different, each represent hydrogen, halogen, nitro,
alkoxy, cyano, a saturated or unsaturated, |inear or

ke - [

A R iaefiel BF lrtokof, rorrBBshs ARRAGTY 6P S salthifha or
Lmstaulratedt bnbm’rmbrbncla@ti apltionalhaat lepsi moatdsybatitutehakphaltic
%8' 0o- substituted heteroaryl 25 radical, 3 0 JAN 2047

§8baprCT -5 R7 represents hydrogen or a saturated or
unsaturated, linear or branched, optionally at |east
nono- substi'tuted ali phatl c radi caI R and R9,
withethei praviso thali RT end R° are et bgmmenmﬂn}gamrhrm and if one of

a of. S t yr at ed al._or branc
B BF R AR R S e B nsin gt BASEHES, optionally al
Iéa&ﬂlrﬁ@io—sMhélhule@PCQ‘éllﬁﬁaﬂdﬁHm%? tRE @G {ﬂ{e.eis@éaiurated or
hydrogen at the sane Linme, and one of them Re or

uRsatyraleq, ipgarniteanded, wolp0ak @*dﬂﬂﬁﬁ meag-subsifutatalinhatic
r%ﬁ ml. Lﬁ’mgét f\Jl?[oﬂél%ﬁlc’ltaot go- substituted Cl-C4

atic ra €F one is a saturated or
unsaturat ed, linear or branched, optionally at | east
nono- substltuted aliphatic radical with at |east five
Ofar bon at ons,

R® and R® together with lhe bridging nitf‘ogen atom form a saturated or
unsaturaled, oplionally at least mono-subsliluted heterocyclic ring, which may
conlain at least one additional heteroatom as a ring member and/or which may
be condensed with a saturated or unsaturaled, oplionally at least mono-
subslituled mono- or bicyclic cycloaliphatic dng system, which may optionally

contain at least one hefercalom as a ring member,

A represents an oplionally at [east mono-substiluted mono- or polycyclic
aramalic ring system, which may be bonded via an aptionally at least mono-
subsktuted alkylene, alkenylene or alkynylene group andfor which may contain

at least cne heteroatom as a nng member in one or more of its rings,

nist, 1,2, 3or4d,
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or 1s RO and Re together with the bridging nitrogen
atomforma saturated or unsaturated, optional Iyna‘]AN 2007
| east nono-substituted heterocyclic ring, which
contain at | east one additional heteroatomas a r| ng
d/or which may be gpndensed with a saturated
unsat ur at ed, opti onaIIy at | east nmono 20

gﬁgﬁt@'ﬁ AR AEp & RSPt e P TSTaRl dnantion it or
SRR 28] B rateimale oFp Rt ofa Frﬂﬁ[lﬁ:?&nélsleﬁﬂ two of ils

optionally at |east nono-substituted nono-
siRIEQispmers, praéferablyi enarnlioq ety or diastepuiersey aw roingealio, or

23t Pr. bRAGRON Ao PSR hnsrurdEa LA Blatin sel

tiensof; @t tpedireipongiy selkgtelthbriopat om as a ring menber
in one or nore of its rings, nis 0, 1, 2, 3 or 4; 30

3 0 JAN 2007 ET0024PCT -6 optionally in formof one

di as?\er &%ﬁ?e%??ﬁhﬁ;crgﬁtgﬁg%% e‘ﬂgr m zﬁ] r%qﬁtgﬁp eemof
fatndlagdd) two of its stereo isoners, preferably

enanti omers or diastereoners, in any mxing ralio, or
a sail thereof, preferably a corresponding,

physi ol ogi cal Iy acceptapl @ salt s thereof, or a
correspondi ng sol vate t)laefte.ef“' Anot her aspect of the
present invention are#fconppunds @h)gneral formul a
(Ib) := -R7 N .(CHa)m®.R7 I R

R2

RS

R2

Rd
(Ib)
wherein
R’ represents a —~NR®R? radical,

R?, R? R, R® and R®, identical or differenl, each represent hydrogen, halogen,
nitro, alkoxy, cyano, a salurated or unsaluraled, linear cr branched, oplicnally at
least mono-substiluled aliphalic radical, or an opticnally at least mono-
substituted phenyl radical or an oplionally at least mong-subsliluted heteroaryl

radical,

R’ represenis hydrogen or a saturated or unsaturated, linear or branched,

aplionally al leasl mono-substiluled aliphatic radical,
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R5 R8 R3 fo (Ib) wherein R represents a -NRR9

radical, 15 R2. R3, R4, R5 and Rs, identical of JAN 2007
di fferent, each represent hydrogen, halogen, nitro
al koxy, cyano, a saturated or unsaturated, |inear or

- optionally at
aliphatic radical, or an optionally at
| east

ubsiigu he radi cal or tionall
R R HOE IR BEitet St fehrp e N BT = RitfaleEdn: o
uR¥SRPHIRA, Rhedt GTairdhdias oﬂluﬁﬁlﬁﬁéﬂéﬁéﬁﬁnnblsﬂﬁ%tu‘ﬂéd aliphatic
branched, optionally at |east nono-substituted
Calirpiigal,c radical, 25 - - - --------o-on- 3 0 JAN

2DA7 ETO024PCT - 7 R8 and R9, identical or different,
represent hydrogen or a saturated or unsaturated,

Al repedderns abloptiohallly abiebsomahbysubililutss t'ncnn— or polycycllc
nmono-substituted aljiphatic Cl1-0 radical,

aFepAle ERY SYRIET Whirh mavbe hyndgd ¥4 g sptionaly at least mono-

e gl

BTkl TRere B aRNYEHE orBup BROIEMck il contain
abtzast opel !buﬂtérbatﬂm aalakymenemizerida mypearanore of ikyiygxne
group and/or which may contain al |east one
heteroatomas a ring nenber in one or nore of its
nr,g@gs} 21890pks Ot, 2,30r 4; optionally in formof one

Its stere0|soners preferably enantioners or
d| astereonmers, its racemate or in formof a mxture of

oBlah 30 757 b o AL g o Bt o,

diaslereomers, ils racemale or in form of a mibgure of at least two of ils

| eagl nono-substituted
| east nono

—

stereoisomers, preferably enanliomers or diaslereomers, in any mixing ralio, or .

a salt thereof, preferably a coresponding, physiologically acceplable salt

lhereof, or a comesponding solvate lherect.

Yel, anolher aspect of the present invention are compounds of general formuta

(lc),

%‘ ’-’u HT
5. -
o
A /ICHaTR1
RO N
/ B2
RS
Ra

R4

(lc),

whierein
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is a salt thereof, preferably a corresponding,
physi ol ogi cal | y acceptable salt thereof, or a 30 JAN 200
correspondi ng sol vate thereof. Yet, another aspect of

the present invention are conpounds of general fornula

%—ﬂ[ﬁgzglp@r—- RT AN(CH)7 Rl g NR. R5 4 RS 20
I'C), wherein 25 3 O JAN 2 307 ET0024PCT -8 R is a

b Portie? ftoale B Salbatetl GEuftat R0 bl phisest mono-

. suBgitefdd oyt AphEBY rétﬁ&él?ﬂﬁidm’mg?%btﬁ'ﬁ Ralf} corfatt at988st ane

heteroatom as a ring nmenber an may be condensed
hefernalors as @ engmembenandawvbichtreay bemondansed with 4 salyrated or

- SLj - ' ' I Ny tic
RAERS: bhlclidtl et R sl e inGi SOPRIR, one
chelbalisiadis hg ?&stﬁnrwlﬁih fedypeptiorAfly doplaiRat Hastofe Reteroatom

Identical or different, each represent hydrogen,

aga B@MEMBERro, al koxy, cyano, a saturated or

unsaturated, linear or branched, optionally at io

| east nono-substituted aliphatic radical, or an

RfpR°oR3| RVarad RF ddenticed no differsni, eatlk depriesent hydrdgen) halogen,
n optionally at |east nono-substituted heteroaryl

nilro, kl:;xy'. Gyar¥u. a saluraled or unsgtlflrgleh, Ilijnear ur%ranchedY oplidnally at

least mono-substituted aliphatic radical, or an optionally at least mono-

subsliluled phenyl radical or an optionally at least mono-subsiituted hetercaryl

radical,

R’ represenls hydrogen or a saluraled or unsaturated, linear or branched,

aplionally at least mono-substituted aliphatic radical,

R? and R?, identical or different, represent hydrogen or a salurated or
unsaturaled, linear or branched, optionally at least mono-substituted aliphatic

radical,
ar

R® and R? together wilh 1he bridging nitrogen alom farm a salurated or
unsaturated, oplionally at least mono-substituled heterocyciic ring, which may
cantain at least one addilional helercalom as a ring member andfor which may
be condensed with a saturated or unsaturated, optionally al least mono-
substituted mano- or bicyclic cycloaliphatic ring system, which may oplionally

contain al least ene helercalom as a ring member,
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radical, R represents hydrogen or a saturated,o
unsaturated, | Pnear or b%/anc%ed, 15 optionall )3 é\tJAN 2001
| east nono-substituted aliphatic radical, Re and R9,
identical or different, represent hydrogen or a

or unsaturated; |igiear or branched,
optionally at |east nono-substituted aliphatic

A frgns 20 siiporly & Gart mandrub il gt peohtvall

afphaBeahy Eﬁ%rﬁﬁﬂﬁbh FRAPHE BARHEY WizCah BB ARYH1é4st mano-
ring, whtch may 25 contain at |east one additional

sHesiditsst Fkylapeaalkenyene ob alkyaplenerarany endiarywhigie may contain

SR el B0 iR o8 AR

cycloaliphatic ring system which nay optionally
co taigoﬁt | east one heteroatomas a ring nenber, 30 3
nds Pais Pr4ET0024PCT -9 A represents an optional ly at
| east nono-substituted nono- or polycyclic aromatic
ring system which may be bonded via an optionally at
opbarsallynodorn siibeeiof its etbrabisphrens, prafdrablyl araaliomers or
al kynyl ene .gr oup_and/ ot i ch may contai t | east
T ACRTIALe of Il MPrOGH! Sreasiieogt ot
sldr88iSormers) préfdfabli endntidrid or AREITEaeYs, iR ah9 Witk ralio, or
one of its stereoisoners, preferably enantioners o
adialidhereodaprefarsblyia somesmsmating, physivldgicallydccaptable sak
f I t ot foi reoi soners, preferably
ﬂgenrgﬁit, Fgﬁeﬁgegﬁgﬂﬁggt%%?%%géﬁé‘,%n 'n any mxing ratio, or
a salt thereof, preferably a corresponding,

physijol ogical |y acceptable salt , thereof, or a )
cor r ESR&RIiTAgresed ihgreoieligs Eofo R represents a saturated or

unsaturated aliphatic radical, thal is, an alkyl, alkenyl or alkynyl radical, which is
subsliluled by one or more substituents, each one of Ihese subslituents can
preferably be chosen, unless oftherwise defined, from the group consisling of

hydroxy, fluorine, chlorine, bromine and Irflucromelhyl.

I R is a saturated or unsaturated, oplicnally al least one heteroatom as
a ning member coentaining cycloaliphatic radical, which is subsliluled by one or
more substiluents andfor is condensed with a saluraled or unsaturated,
opltionally at least monc-substituted, oplionally at leasi ane heteroatom as a ring
member conlaining mone- or bicyclic cycloaliphatic ring system, each of 1hese
substiluents can, unless otherwise defined, preferably be chosen from the
group consisting of hydroxy, fluorine, chlorine, bromine, linear or branched Cq-
Ce alkyl, linear or branched C4-Cg alkoxy, linear or branched C4-Cg
perluoroalkyl, linear or branched C4-Cq perfluoroalkoxy and benzyl, more
preferably chosen from the group consisting of linear or branched C4-Cg alkyl

and benzyl.

- AT AR T T e "= - -
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If one or nore of the noieties R2 to RO represents a

saturated or is unsaturated aliphatic radical,j@hgN 307

is, an al kyl, al kenyl or al kynyl radical, which is

substituted by one or nore substituents, each one of
stituents can prefggably be chosen, unless

ot herwi se defined, fromthe group consisting of

(71 G RRRS o5 Sp retiarnBadltifedl ddiar of the mono- or
bitiyeh¢ eyebakphatrireadr, indpdraflly RBfh Hd ﬁh_@%ﬁ,ﬂ&ﬁm n

ri gﬂﬂ:ﬂnenber contai ning cycl oal iphatic radical,
gfesay fiemuthedoeypewesisting wb nidrogeds sufpbunasd angen, maere

Fﬁﬂi ' aturated, optionall

pg(ﬁ@ ed ﬁﬂf##,?hngﬁgég‘%#%j?éﬁgetgﬁq‘@ﬁa| Iuy at IeagtI one d

heteroatom as a ring nenber containing nono- or

bicyeclic cycloaliphatic ring syste each of these 25

subs PRI eV eaIpERIC Gfieakmay Reft 1%_@%& Phédeleroatanashgsen
; [

B AR RRve PRl S BroeRETk CoRicite OV FER Dhetgroaigms

chb$sn from theaabove rhenlioriesbigiélpCé al koxy, |inear or

branched Cl1-C6 perfluoroal kyl, |inear or branched
Cl1- C6 perfluoroal koxy and benzyl, nore preferably

chosgRT i RE kdtsetBEONh BR6HEdihG hitkdgdr
br apaned 1Ol Gy Rewity 8 hEsihg it ger S8, (Rl a galurated or

upsalopatedToplkmalty at medcossh silutedinglerpcydig! ring, sthich may

' h np-._ Qr icyclic -
o 1 ARE AL Pl PBudTBERiry 85 B o scianion may e
candé e, witie aGaosraled oF aheitariled fdptienhiteatle@sPmono-

consi st | ngﬁof nitrogen, sul phur and oxygen, nore

spbgiileledbpptionally anenhetereaiomess asing mMembPoEPBAINIG aNg- oF
bSYERCANG BURBHE oAt orthied 8biels chn, dniBks Binerwise

t er oa osen rom group,
dpiirsfh mableyably beahicsizn drain tHe group duetsttingtafiiydrodyp fladrine,
framthe above nentjone roup. 20 If RB and R
chig s MR reRE of PrATeS G- 86dh e dhes WaReaed Cr-Ce
RaiaMe@f of braridheatty el B&r | br&aHed G-
am)ﬁg- subs?i t ﬁ ed hettr%gyﬂui%?dr@ﬂa?ﬂ%?gh may C1-Ce
perflucroalkoxy and benzyl, more preferably from the group consisting of linear

or branched C4-Cg alkyl and benzyl.

li ihe helerocyclic ring contains one or more additional heteroatoms,
andfar if one or bolh mono- or bicyclic ings conlain one or more addilional
heleroaloms, these heleroaloms can, independently from cne another,
preferably be chosen from the group consisling of nilrogen, sulphur and oxygen,

more preferably nilrogen is chosen as a heteroalom.
Sald heterocyclic ring may contain 0, 1, 2 or 3 addilicnal heteroatoms

chosen from the above mentioned group, preferably il contains 0 or 1

heteroatoms chosen from the above mentionad group.
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contain at |east one further heteroalomas a rin

menber and/or which may be condensed with a sak r_!a!tﬁpq ﬂ?
or unsaturated, optionally at |east nono' substituted,
optionally one heteroatomas a ring nenmber containing
FRNP4P@RT 1s bicyclic ring system each one of these
substituents can, unless otherw se defined,

hyar 85 ¥ SEIBHAR A iea SThRAS-<fb SHRIeEe Bplsadigibast one

Hetteroaten abta Gighienhber mnmymbnamwmy@c{i(s&mmhﬁ@nm
| i near or branched C, - erfluoroal kyl, |inear or

%ﬁ@%ﬁmﬂ%ﬁﬁé‘%ﬁq%ﬁ“ﬁ analiejenne e opalkynylene group,

AR RIS oy BBt b e e
fmm thecoroupi umsmhegmf hydroseyatigiogennlinedrar draachenksCq,-Cg alkyl,

i 8F bl B i es ke THgeroheRiS Cirde HHRNERBURh poar

of BandHden g Eemmﬁélﬁmw% @ﬂl%hﬂf at %%spﬁ%fn%tﬁmsvmﬁ@d

chosen fromt cons is ng nitrogen,

phenpla oP-rhenybang &nlo Emmbgm laetamqwln mare geeferably from the

o7 Pt BPA698L e Bt Bl BHRSYCL b, bolintlot east

ridraovstibstitated\themgl) LOqsteshyl bad 5~ tP Bahembeled héler@ariRieden

0 or f 3a heteroatons chosen fromthe above nenti oned
rRerguRseTesably jrem mgmum@ﬁm of Jupring, ghiordpe, linear or

A
PR o) 58 LA BAER LS ERAY g
and &dbﬁemfnheradhﬁtdmaryh ng system which can be
bonded via an al kyl ene, al kenyl ene or al kynyl ene
group, each of these substituents can preferably be

Chos @y nd i rﬁ?ﬁaﬁ? ih%rﬁﬁg%eofdéﬁﬁl'oﬂﬁdur Em%mhtdgsrr&rue ritlg system

consisting o ydroxy,” hal ogen, |ihear” or branch
cantais oak iy Imore| aterpalyns dhase hetergatoass al|1k©ﬂ}e hetantwnms of

% RS feliaiPa B I bRERREI netel i Taagpref’ PR Be

chosen ﬁuhﬁmagrbad cohbietiy of nm-ogbﬁnyulgnnﬂaﬁﬂ ofofgen.
6- menbered heteroaryl, nore preferably fromt e gr oup

consi st ng of hal ogen, |inear or branched Cl-C6 al kyl,
optl . _
ﬁﬂﬁ u%?ﬂ?%nt%:?lﬁe%éﬁpgg%@qal;%lgs%llfglﬂiyrluled by one or

mure subslltuents, each one cf the subslituents may be preferably chosen from
1he group consisting of fluerine, chlorine, bromine, linear or branched C,-Cg
alkyl, I'near or branched C+-Cg alkoxy, linear or branched G4-Cg alkylthio,
trifluoromethyl radical, cyano radical and an NRR"™ radical, wherein R" and
R, identical or different, are hydrogen or linear or branched C,-Csalkyl.

If the previously mentioned alkylene, alkenylene or alkynylene group is
substiluled by one or more substiluenls, each of lhese substituents can
preferably be chosen from the group consisling of hydroxy, halogen, linear or
branched C+-Cg alkyl, linear or branched C4-Cg alkoxy, linear or branched C4-Cy
perfluoroalkyl, linear or branched C4-Cg perluorcalkoxy or an optionally al leasl

mono-substituted phenyl radical. If said phenyl radical is itself subsliluled by
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more preferably fromthe group consisting of f3@onaneannt
chlorine, linear or branched Cl-C6 al kyl, optionally

al | east nono-substituted phenyl, -D phenyl, and 5-
to 6-me nbered heteroaryl. Is 1f one or nore of the

BYOUERPQT a nono- or pol ycycliyg. aro matic ring system
contain one or nore heteroatons, these hetero atons -

o i, A B nd S REE BTGl By e

chosen fibm mangmppmmlsahgmnaﬁnm LaHGrR s, beehiE! linafCor
oxygen &g E}gll rie previously nentioned phenyl radical
q@Xéhegeq; gbot.ilingaear Bianshied §-Cealkexy pear eubranched Cy-C
aﬁﬁﬁﬂloo 'ﬂ‘ﬁ]lﬂfmhﬁ%ﬁ PRREAL Hféﬁos \;ﬂ@%’al %ﬂdpe[ RIRLZR1 Y E00 SR rein

e group consi st orrne, chlorrneg;
RIf andd R?, idenkial codifterant; I&adh @aprégenbhydrbgeh ontingarosr

br a 1- al koxy, linear or branched Cl-C6
b rﬁr}\e?hebg ‘fl uoronet hyl radical, cyano radical and
an NR72R13 radical, wherein R12 and 25 R73, identical

or di fferent P@?ﬁ*@gﬁlﬁé\%ﬁ@@%% ,ﬁ g{j branfg%ggsemsan

anidﬁgawdn@ale said @Hmamﬂaﬁmawvwe bu%fer%ﬁggi kd 9icarbdlY afonts.

or nore substituents, each of these substituents can
preferably be chosen fromthe group consisting of

hydr Tlise BRille fthd A 8AdeRtarkPiH BNC Raf: gongéancctﬂadicales

linear or branched G -C6 al koxy, |inear or
trat tip copdenged ingsesharg mors lhearonsr atbrma Ttiedemas "almmated or

al I al | ead
Iﬁ%%% @8‘ ﬁ:{b%ﬂ%%%ﬁéer @E’ t?ﬁ% Dgg "sai d phenyl
radical is itself substituted by 3 0 JAN 2007
ETO024PCT -f2 one or nore_substituents, each one of

Spiferamidiarienatizas of ganeral ke (i) pee piafioses, Wherein R
refrBshis AN RH IR of SRRt oo S Medifoil ABfiaty o teas!

rerIlcfE?JI:muMetglr ﬁ- b Ea'gen'duleréd ayn:ihalan@m@ﬁdncaldwhinhhhay optionally

tri r onet radi.ca ano radic nd a NR12R13

oo lain Ao AR b leR a5 4 & TR neiTiher Anefar wihch rmay be

cohddrieantith a@.@mrﬁ@mﬁmalémé@ GHpihioRAIY A1REEt Mbno-substituted
branched Cs-C6 al ¥.

mone- or bicyclic cycloaliphalic ring system, which may oplionally contain at

least one heteroatom as a ring member, whereby the rings of the ring system

are 5 or 6-membared,

more preferably R’ represents an -NR®R® radical or a radical chosen from lhe

greup consisting of
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| F one or nore of the substituents R2, R3, R0, RS

R6 represents an al coxy radical, sald radi cal ﬁb& JAN 2007
have 1 to 5, preferably 1 to 3 carbon atons. 10 Those
skilled in the art understand that the term
ERendeased” indicates that _yfe condensed rings share
nore than one atom The terns "annul ated or fused"
may al so be used for this type of bonding. 15

Sul f onam de_derivatives of general fornula (la) are
preferregqgiﬁﬁﬁehn RL reprg&serRts a -NRR9 radical or a
saturated §r_udnsat urat ed, tidnally at | east

nono- substituted 5- or 6-menbéked cyclo al ip h atic
radi cal which may optionally dBhtain at |east one

het eroatom as a ring nenber and/or which may be
condensed with a saturated or unsaturated, optionally

at | east nono- stituted 20 no- or bi cycl iC

cycl oal i ph rijng syst enq_(v\—ﬁch maédoptl anaQ
cont ai n . one het erogtom as“a ring o,
wher eby t hedri“ngs of the ri r%system are 5- or R™
6- menbered, nore preferably represents an - NRBR9
radical or a radical chosen fromthe 25 group
consisting of 3 0 JAN 2007 ET0024PCT -f 3 ,'N--R+t0 )
'"RRo Ni- andNj Ro R Owerein, if present, the
wiheiréiadif iprexent Sthardotieid Ieak vl chemibal BoRd Rind R™ is

hydrogen, a |inear or branched Cl-C6 al kyl radical or

hydiashy £ lingar eePranshed Gobs gIkyhaagicn) er adienaylradisal, preferably
hgbllﬁﬁlenrcﬁ'dd &2, RaaiBst ard RER™ A% Ahs BBAnGT a8 2B%Ge.

Sulfenamide derivatives of general Jormula {I2} are also preferred, wherein R,
R® R’, R® and R®, identical or different, each represent hydrogen, a linear ar
branched, optionally al least meno-subslituted C,_Cg alkyl radical, a linear or
branched, oplionally al leasl mono-substiluted C;.Cg alkenyl radical ar a linear

or branched, optionally at [east monc-substituted Ca Cg alkynyl radical,

more preferably R%, R®, R, R® and RS, idenlical or different, each represent
hydrogen or a linear or branched, optionally at least mono-substituted,
C+.Cg alkyl radical,

even more preferably R%, R®, R?, R* and R® each represeni hydrogen or a C,.C»
alkyl radical and R, R™-R®, A and n are defined as above,

Sulfonamide derivatives of general formula (la) are also preferred, wherein R’
represents hydrogen, a linear or branched, optionally al least mone-subsiituted
C1-Cs alkyl radical, a linear or branched, oplicnally al least meno-substiluled Co-
Cs alkenyl radical or a linear or branchead, optionally at least mono-substituted
C,-Cs alkynyl radical,
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Sul f onam de derivatives of general fornula {la} are

al so preferred, wherein R2, R3, R', R5 and Re, 30 JAN 20037
identical or different, each represent hydrogen, a

linear or branched, optionally at |east

HIomz4fbeti tuted CO_C6 al kyl-qgadical, a linear or
branched, optionally at |east nono-substituted C2. C6

R etar B 1S enbadhin hiRas &y LR Branril, oblidesty at
lgast rmorabybRuleB. CRG; aR§! miitaRs, | dentical or

different, each represent hydrogen or a |linear or
branched, optionally at |east nono-substituted, Cl-C6

AL ol ibfetabi I BUFELIIRE AYloBER'R Y &1 il yadialha R
REaB® R, AnddR areRbBfRedAsaaitbve. ar e defined as above.

Sul f onam de derivatives of general fornula (la) are

al so preferred, wherein W 20 represents hydrogen, a
Furthefhofd, soIfeRsMRIL dap/dioBabl &jeﬁédra\ fAftula (1a) are also prefemred,

nono-sybstityted C, -C6 alkyl “radical, a I'ihear or
wheseipHRoand pi idralital cadifferast, each oepeseni hydregert2s litEar or

I 1.gal_.Qr Linear, qr branched ptionally at
LAk, ShBSIR e e cabrES sl i Ranical ayinedi or
béaRh2a4 Gplidraiy 2t Redst mdndvBasstivirberAlt. Y aieriPRIBEAYrS linear
Eédro en or a linear or branched, optionally at [east
ORBrRNbEHs pPiqnally atleast mong substiited G- Swelkymy sadical,
preferably R7 represents hydrogen or a C, -C2 al kyl
radical and R- 5 Rs, R8, Rs, A and n are defined as

abovwilh e phevismtiet RSWfdRAdb det eerizvant hyelfogdn gemer s’ﬁmé’
wherein R5 and

-for mul | a re algso eferred RO,
“F*&eﬁpﬁifaéﬂ% f (e, et?ﬁ"%‘ SERPSERIS R SaMratag o dpeaturated, linear
t bifRhedl ronahil oy lF€AST Alrraba i meets

of bR hefl opiRiraily e feast RidRNE=li b (%) afishatic ragical, the
olfies MERdapresenioa skiuyated dramsalurated. §oksrt orthraadh&?,_opGiodally

I ' i - . h i 1
aCle 8 onb AT BL et Sescelnl s liest e Bheih St
the proviso that RB and R9 do not represent hydrogen

at the sane
or

R? and R®, together with the bridging nitrogen atom form a salurated or
unsaturaled, oplionally at least mono-substituted 5- or 6-membered helerocyclic
ring, which may contain at least one additional heteroalom as a ring member
and/or which may be condensed with a saturaled or unsaturated, oplicnally at
leasl mano-subsiiluled mono- or bicyclic cycloaliphatic ring system, which may
optionally contain &l least one heteroatom as a ring member, whereby the rings
of the ring system are 5- 6- or 7-membered and R'-R’, A and n are defined as

above.

Particularly preferred is the use of sulfonamide derivatives of general
farmula (ta), wherein R® and R®, identical or differenl, each represent hydrogen

ar a linear or branched C4-C+q alkyl radical,

S I
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r time, and if one of them Rg or R9, represents a
saturated or unsaturated, linear is or branc&GdJAN 2007
optionally at |east nono-substituted Cl-C4 aliphatic
radical, the other one represents a saturated or
B2t ed, |inear or braneh®d, optionally at |east
nmono- substituted aliphatic radical with at |east five

car boRnAhE Fovieh m&%ﬂﬁ;@ﬁd dﬁ%ott—ggrf;e grhg&rb&eﬁ Bfthe same

bri dgi ng nltrogen ato orm a sat
tioves andriborel of erm,dihot R°,aeptesests asabiralgdser unsaburatad, linear

of brhcee Shichall ot rast dudrossiibiflues ot R hDiatich the
ot dife Wﬁké‘éérﬂ@ﬁ dé%rﬁwm‘a‘lé‘d JingaF bf Blta?{éh@ﬂ lt:u|::vt|-:m::'1llyr

unsat ur at ed, tionally at 25 |east nono-substituted
aflaast ﬂmﬂﬂb$lt|35“o‘l yled @yah:aim iaslical imglbrat legsldiyetcapomatloms,
may optionally contain at |east one heteroatomas a
ring nenber, whereby the rings of the ring systemare-
5- 6gror 7-nmenbered and R -R7, A and n are defined as
above. 30 Particularly preferred is the use of
sulfonanide derivatives of general fornula (la),

- i t
R B o S PR 08 g o

1 gyjuma:dlsm'aiingof -------------------------- 3 0 SAN 2W
ETOOR4PCT -15 with the proviso that R8 and RO do not
represent hydrogen at the sane tine, and if one of
t he RS or R9, represents a saturated or unsaturat ed,
i nédar “or branched, optfiorally at |east
MoMY- su Tﬁhted Cl-T%™al i pfatic radi cal ,—the her
one resents a saturat ar unsaturated, | r or
branched, optionally s at |east nono-substituted
aliphatic radical with at |least five carbon atons,

R8 and R9 together with the bridging nitrogen atom

forma radical chosen f%t he group con/s,ﬁt<(n_j>Of

wherein R'", if present, represents hydroegen, a linear or branched Cs-Cs alkyl
radical or a benzyl radical, preferably hydragen, or a Cy-C5 alkyl radical, and R'-

R’, A and n are defined as above.

Furthermare, sulfecnamide derivatives of general formula {la) are prefemred,
wherein A represents an oplionally at least mono-substituted mono- or
polycyclic aromaltic ring system, wherein lhe ring(s) isfare 5- or 6-membered,
whichk may be bonded via an oplionally at least mono-subsliluled C;_Csg
alkylene group, an oplionally at least mono-substituted C, g alkenylene group
or an oplionally at least mono-substiluled Co_Cg alkynylene group andfor

wherein the ring{s) may contain at least one heteroatom as a nng member,
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-AL2-1311 -t ; -No -N-NNand -NN wherein R, if
present, represents hydrogen, a linear or branchgdAN 7007
Cl-Cs al kyl radical or a benzyl radical, preferably
hydrogen, or a Cl-C2 alkyl radical, and R- R7, A and

i ned as above. 15 Eyg!hernore, sul fonam de
derivati ves of general forrrul a (]Ja) are preferred,

RERSE A STosEs Abstogany 5 Rasl teRt-subaiied monor gg

[ﬁﬂﬁi}r@m am'mmm ﬁhg Bgstei) gﬂ-ﬁahh&hérrmpps} |§}"€ar@5ﬂ6f@fl‘nélﬁﬁered

whi ch may be bonded via an optionally at | east
ansiishengisene or mwrep esrings gontpireaklegsoens hakeroatorn,
optionally at |east nono-substituted C2-C6 al kenyl ene
group or an optionally at |east nono-substituted

df2r fadicall khissdrefrermgtheypoap dhosistingef ei n the ring(s) may
contain at | east one heteroatomas a ring nenber, 3 0
AN 2407 ETOO24PCT -ter preferably A represents an
optionally at Keast RO—SUbS
pol ycyclic aro ring syst erein the
islare 5- or ¥ ered and ein one or
the rings cont ‘| east on eteroatom 5 or
radi cal chosen® fron1the group consisting of x JrH ).

CH=cl- ZzZY/ Yz I Y CHCH Y Y x
@w
I:I-I—GI-]:
X
Y

“‘f'
—(CHalmi—— I 2y
SN

wherein X, Y, Z, independently from one another, each represent a radical
selecled from the group consisling of hydrogen, fluoring, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched C,-Cg alkkaxy, linear or
branched C4-Cg alkylthio, a trifluoromethyl radical, a cyano radical and a -
NR'"R" radical,

wherein R? and R™, identical or different, each represent hydrogen or linear or
branched C.-Csalkyl,

W represents a single chemical bond between the two rings, a CHz, O, S group
or a NR" radical,

- R L — Br BN
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t{" H2Im Y wherein X, Y, Z, independently fro m one
anot her, each represent a radical 10 selected f
the group consisting of hydrogen, fluorine, chlo ﬂgyﬁN i
brom ne, Ilinear or branched Cl1-C6 al kyl, |inear or
Cl- C6 al koxy, |ineanzor branched C -C6
al kylthio, a tri fluoronethyl radical, a cyano radica
and a - NR72R73 radical. 15 wherein R12 and RT3
identical or different, each represent hydrogen or

whereiarR Yris hpdmgehest Olndar ordirinthedCi-Epaigfnt s a
single chem cal bond between the two rings, a CH2, O,
5 group 20 or a NR14 radical, ------ ----------- 36

2047 o BETHQR4PCT -17 wherein R 14 is hydrogen or a
I-Tllﬂr\lbe'ar' or %ranc ed C-C6 al kyl, mis 0, 1, 2, 3 or 4

and 5 mL is 1 or 2, preferably 2, and R1-R9 and n are
defi ped.as above.. Furthepnor sul,f pnam de

bR D8 PR oROY el RS I areiclied o akpis  ed.
wherein A represents an optionally at feast

monofFarhetrhbrs, @dlivRanidtOdsrivatioey ey géhsradformadd (a) arg
system wherein the ring(s) is/are 5- or 6-nenbered
P\R?fieﬂﬁdn‘édle[%” Horepeesenla agrPRYiphatinal ngslamonggypstltuted mono-

- i - a . A _t i 1
o PERERU e E i sistemp Wk A P U 198r 8 4B Rlenfbered,
whictopiaydeabbdydedt vibeaseplivmally aib bsdsil maredsEli@fied C1—Cp
| kynyl ene gro , _and/or wherein_ the rjng(s)
afkyieng sroup. b elBisl HoBastsomenesitidd G2 halhviens orous
L a i I

oS! Moo DS ARA O Op ERVLIRAL dfodh, kol
wheseiarthe vingfs}imay bentaimallepst eneahetefoalom &s awingemember,

and wherein one or nore of the rings contain at |east

one het eroat om

mars preferably A represents an optionally at least mono-substituted mono- or
polycyclic aromalic ring system, wherein the ring(s) isfare 5- or 6-membered
and wherein one or more of the nngs contain at least one heteroatom,

cr a radical chosen from the group consisting of

iCH)— CH—CH— X
7 z
x

P w

¥

wherein X, Y, Z, independently from one anolher, each represent a radical
selected from the group cansisting of hydrogen, fluaring, chlarine, broming,
linear or branched C4-Cs alkyl, linear or branched C,-Cs alkoxy, linear or

branched C4-C; alkylthio, a trifluoromelhyl radical, a cyano radical and a -
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or a radical chosen Fromthe gro up consisting of

lcH 1, :J_clfCHY Y xw | CHCH az~! Y X guzq,qm 2007
wherein X, Y, Z, independently from one another, each
represent a radical selected fromthe group

Ed&@edBing of hydrogen, flueténe, chlorine, bronine,
inear or branched C, -C6 al kyl, linear or branched
NF?R® @dikcexy, linear or branched C, -Cs alkylthio, a
trifluoromethyl radical, a cyano radical and a 3 0

JAN 2007 ET0024PCT -18 NR72R73 radical, wherein R12

AR P o0 TSR 5588 oroarr
brawhedad}-S; alkgl,ngl e cheni cal bond between the two

rings, a CH2, 0, S group or a NR74 radical, wherein
R14 is hydrogen or a |inear or branched Cl-C5 al kyl,

V%ge%g%%l_@as&nalezct%%ﬁal bc}r?d Bgﬂ.re%n'tﬁg tﬁﬂ%‘l@s%% -f fd,r‘g%mup

or a NR™ radical,

wherein R' is hydrogen or a linear or branched G,-Cg alkyl,

and

mis0,1,2 3ord.

and R™-R? and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (Ia) are preferred,
wherein A a heteroaryl radical selected from lhe group consisting of
benzo[blthicphenyl and imidazo[2, 1-blthiazolyl which may be substituled by 1, 2

or 3 substituenls selected from the group consisting of chlorine, methyl and

phenyl and/or which may be bonded via a C,~ alkylene group,

or a radical chosen from the group consisling of

e —run - B i T ——— i e FaE o
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Furt hernore, sulfonam de derivatives of general

formula (la] are preferred, wherein A a heter®q YAN 2007
radi cal selected fromthe group consisting of

benzo[ b] t hi ophenyl and i m dazo[ 2, 1- b]t hi azol yl which
EfO0MHECUbst i tuted by 1, 2 20%or 3 substituents

sel ected fro mthe group consisting of chlorine,

nmet hyl and phenyl andl orwhich nay be bonded via a C s

al kyl ene group, or a radical ghosen fromthe group X
consi sting of J ANEYdDT 19 (CHz)

CH=CH x Y Y CH CFl /¥ (GH2Wi Y Y
Y, Z, independ from one er, each repheseht- g

radical 5 selgcted fromthe group consisting of
orine, bromne, linear or
tRear or branched Cl1-C5 al koxy,

hydr ogen, fluorine, ch
branched C1-C5 al kyl,
i near or branched C 8
radi cal, a cyano radi c'al ..&
wherein Rig and R13. identi Galcgr dif

represent hydrogen or . or branched C G al kyl ,

Wrepresents a single cal bond between
rings, a C H2, 0, S grs or a NR14 radical,
wherein R14 is hydrogen or a |inear or branched
Cl-Chalkyl, mis O, 1, 2, 3 or 4 and 20 nL is 1 or 2,
preferably 2, and R1-R9 and n are defined as above. 3
0 JAN 2007

wherain X, Y, Z, independenily from one another, each represent a radical
selecled from the group consisting of hydrogen, fluoring, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched G4-C; alkoxy, linear or
branched C4-Cs alkyllhic, a trifluoromelhyl radical, a cyano radical and a -
NR'R* radical,

wherein R and R", identical or different, each represent hydrogen or linear ar
branched C,-Cg alkyl,

W represents a single chemical bond between lhe two rings, a CH, O, 5 group
or a NR™ radical,

wherein R" is hydregen ar a linear or branched C;-Cs alkyi,
mis 0,1, 2, 3or4 and

m1 is 1 or 2, preferably 2, and R-R® and n are defined as above,
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Eli]

ETO0024PCT -20 Furthernore sul fonam de deri vativsjfI 8f
general fornula (la) are preferred, wherein.-n i J,ﬂ'iN 2007
1, 2. 3 or 4; preferably nis 1 or 2; nore preferably
nis 2 and RL to RO and A are defined as above. 5 The

EH246YCF er red conpounds gengp-al for mul a (I a) are
sel ected fromthe group consisting of

FafEriory Somplenite Nentatie edRey Qﬂ'grn e)eé”ﬁe'%f’efejf"?d

Wille(r&m(mIS(lbyk Eoﬁlm%m@l‘&)td? Imyis J1-0r12; more preferably n is 2 and R

tgﬁg%nd%a@f%ﬁ?%w ha Egg'l (11 sul fonam de, [7]

|n 1-yl)ethyl)-1Hi ndoI 7-yl)imdazoj2,1-
b] t hi azol e-5-sul fonam de and 15 [ 6]
T@E(rﬁamrﬁferreﬂ gomppundgensrahforauia (layaicesdlgsted Tranm ko

cé’ﬁgrﬁﬁr@rﬂﬁu' fonam de and their corresponding salts
soI va 20 Furthernore, sulfonam de derivatives

of general formula (IDb) are also preferred R2, R3, R
5 and R identical or different, each represent

[y or Grrbierozs-meted-T- fzrﬁprérﬁﬂhﬂélaﬂ adh}tmdhal pdak-74yBast
mnohémgﬁ%ﬁg?%ﬁlﬁrah‘wé radical, a linear or

branched cal, a linear or branched,
optl onally at |east nono 25 substltut ed C2-C6 al kenyl

adi a r.b he optionally at |east
nofEs@tSpligPehy B Ryt 2ot inaphihaed-1-sutonamide,

preferably R2, R3, R4, R5 and R6, identical or

di fferent, each represent hydrogen ar a linear or

[Ar anBtebdprodi 1-62-4pyryoldin-1-yBethyhets-indiist-yimicazol 30 -
3.0 JAN 2007 ET0024PCT -21 even
rrorgglpﬁégl?é%%%%m r\gjf R5 and R6 each represent
hydr ogen or -
[B]  2-(naphlh-1-yI}-N-{1-(2-{pymalidin-1-y))ethyl)-1H-indol-7-
yl}elhansulfonamide

and their comesponding salts and solvates.

Furthermore, sulfonamide derivalives of general formula (Ib) are also preferred
R% R*, R%, R® and R®, idenlical cr different, each represent hydrogen, a linear or
branched, oplionally al leasl mono-substituled C4.Cg alkyl radical, a linear or
branched C4 Cg alkoxy radical, a linear ar branched, oplionally at least mono-
substiluted Co Cs alkenyl radical or a finear or branched, oplionaliy at least
mono-substifuted C,.Cs alkynyl radical,

more preferably R®, R%, RY, R® and R, identical or different, each represenl
hydrogen or a linear or branched, optionally at least mono-substituted,
C4-Cg alkyl radical,
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al kyl radical and R, R-R9, A and n are define
above. Sul fonam de derivatives of general forrrudﬂarﬁl HJ‘J 2007
are also preferred, wherein R7 5 represents hydrogen

a linear or branched, optionally at | east

BEoD4asubeti tuted Cl-Cs al kyp1radical, a |inear or
branched, optionally at |east nono- substitut ed C2- C6

R4 ngaL g ' y,
bt fraisgl 1 £, ROk RGNS oot SR
atiné famdiedd | and rl‘t’h?pﬂ%sk and rhamwmdcma ﬂ:rdwenear or

branched, optionally at |east nono-substituted Cl-C6

al kyl r adi cal, even nore preferably R7 represents

Ql)ﬂ@hﬁﬁ'ﬁ’tﬁb 8(‘-}n@atfﬂ?%ﬁ‘é%l kK RIS gibgadi’éi a0’ n%rgﬁerré?? wHefein R”

n are defi ned™as above. her
FEPJITEEBﬂ rhwdksogien,ia/lingares hnang‘ade mtlnna:lhmtl Iaa:{tl rbt): nedsabstituted

| f d
i el RS, el BrRo R S0ye) St Bt Rl sybsttuted 7
Chy FKeme fadicalaitd Piedrio bﬁ‘énélﬁtﬁbpﬁﬁﬁﬁliyséltlééettrﬁbﬁ&sﬁ&stﬁﬁted

al kyl radical and R -R7, A and are defined

Cates/alkyny radical.cul arl y pref erred are sul f onam de
derivatives of general formula (Ib) wherein Re and

R9, identical or different, each represent hydrogen or
nmr@]prﬁférararrrlrvl repesbotitd hydmglantdrre Ipfesivios @rariviedR8pliarklly at
R9 are not drogen_at the sane time, and R-R7, A
&gy "FP'E’%UQ%K ass aliyladionl, Fur t her nor e,

sul fonam de derivatives of general formula (lIb) are
preferred, vvherer n A represents an optionally at

eien snoneprefesably tR’t nepezkants bydmrgenrmlq/@yﬂzratk)drmmmlr and R™-

sl g SY r t.he ring(s) is/are 5- or 6-nmenbe
F{e& ' ﬁmﬁ# @ﬁﬁ ﬁ’a@feﬁgfﬁ'ﬁﬂﬁoal?ﬁ‘% an optionally at |east
nmono- substituted C1_C6 30 al kyl ene group, an

optionally at |east nono-substituted C2_Ce al kenyl ene
group Urtbr:rra@re@ ﬁuif@mmdye darivabives ﬂhmreﬁt@smmrsuﬂbhare also

Pl BB 1 R At br aRRE! PoctlFaplrdigh WaBben or
a linear or branched, , ﬂptrnnally at least mono-substiluted C,-C, alky! radical

and R-R’, A and n are defined as above.

Parlicularly preferred are sulfonamide derivatives of general formula (Ib)
wherein R® and R®, identical or different, each represent hydrogen ar a C1-C»
alkyl radical, wilh the provisa lhat R? and R? are not hydrogen al the same lime,
and R"-R’, A and n are defined as above.

Furthermoare, sulfonamide derivalives of general formula (Ib} are prefered,
wherein A represents an opticnally at least mono-subsliluled mono- ar
polycyclic aromalic nng syslem, wherein the ring{s) is/are 5- or 6-membered,
which may be bonded via an gplionally al leasl mano-substituted C1—Cs
alkylene: group, an optionally at [east mono-substituted C;_Cg alkenylene group
or an optionally at least mono-subslituted C,_Cs alkynylene group and/or

wherein lhe ring(s) may contain at least one helercatomn as a ing member,
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20

3 0 JAN 2041 ET0024PCT -22 preferably A represents an
optionally at |east nono-substituted nono-

pol ycyclic aromatic ring system wherein the r|3 mg'][&sbﬁ 2001
is/are 5- or 6-nmenbered and wherein one or nore of
B¥e2qpPpmgs contain at | east opg heteroatom 5 or a

radi cal chosen fromthe group COI’]SI sting of x I CH-m x
CHCH x Y-~YYY X CH eH, x rovyx -(CH2)m Y
to wherein X Z. independent ‘Ié%_nfrom one anot her,

Pé@f@nablﬁﬁr@y&ﬁer&s aaARtianakealdeasiomppersubaiilulpdbmeno- or
TR Pl LSS R RE B s, O T fnered

agt-visereirkony or one @f thee rindps amthanhtﬂéaﬂ&rml hatetddtom, a
trifluoronmethyl radical, a cyano radical and a -
NR12R13 radical, 15 wherein R 12 and R13, identical or

o‘i“afrfa@rc%%hné?é}ﬁhﬁﬁ%%u% chOysls Bf or |inear or
branched Cl-C6 al kyl,” Wrepresents a single chem cal

bond between the two ri ngs, aCH2 0, S group 20 or

a NR14 radicalx 3 0 J@NJ.ZDW E: CH—=CH— : i{

¥

/}(

Z T ™

—CHd— | T
S N

wherein X, Y, Z, independently from one ancther, each represent a radical
selected from lhe group censisling of hydrogen, fluoring, chlorine, bromine,
linear or branched C4-C; alkyl, linear or branched C4-C; alkoxy, linear or
branched C;-Cg alkylthio, a trifluoromethy! radical, a cyano radical and a -
NR™R™ radical,

wherein R and R", idenlical or differenl, each represent hydrogen or linear or
branched C4-Cs alkyl,

W represents a single chemfcal bond between lhe two rings, a CHs, O, S group
or a NR" radical,
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15

20

ETO024PCT -23 whe rein R14 is hydrogen or a linear or
branched C,-C5 alkyl, mis 0, 1, 2, 3 or 4 and3® oAN 2007
is 1 or 2, preferably 2, and R -RD and n are defined
as above, Furthernore, suWnantde derivatives of
EJoogdpiCcTfornmula (I b) are prederred, wherein A
represents an optionally at |east nono-substituted
nono 10 or polycyclic aromatic ring system wherein
the ring(s) is/are 5- or 6-nmenbered, which may be
wiheneia R Viis hparogphiormlinear ar brasacdicdnDpROs alkyht i t ut ed

Cl C6 alkylene group, an optionally at | east

nono- substituted C2C5 al kenyl ene group or an

mPREG.oNA lyorad shgast nono-substituted CFCs al kynyl ene
group,’ ‘and/or wherein the ring(s) may contain at

| east one heteroatomas a ring nenber, 15 nore

o TR £ LR S SR b 885k g

system wherein the ring(s) is/are 5- or 6-nenbered
and #oehemoe)eulfsnamide deniviatiees bhgenerahloainalaflb) s@st

e heteroato a radical se fromth Qu
PEJREPd: WhET R Areprasanis seoptiRaly Slesst siiag mono-
! Rularéycl\‘, Egggﬁﬁ ?’esientrﬁawm'ﬁ: g?@ﬁﬁgﬁz t eg ?r%rrrﬁ) mw red,
“@miupla@'dnﬁhmdmbwafadmﬁmgﬁm at fdagbrrione-subslioied €1—Cs
a&@%ﬂengmup, an oplionally at least mono-subsliluled C;_Cg alkenylene group
or an optionally al least mono-subslituled C:_Cg alkynylene group, andfor

wherein ibe ring(s) may conlain at least one heteroatcm as a ring member,

more preferably A represents an oplionally at least mona-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) Isfare 5- or 6-membhered
and wherein ane or more of the rings cantain al least one heteroatorn,

ar a radical chosen from the group consisling of

X {CH)=— . CH=CH— x
z z
»! U
CH-GH—
@ x
¥

¥

wherein X, Y, Z, independently from one anolher, each represent a radical
selecled from the group consisting of hydrogen, flucrine, chlorine, bromine,
linear or branched C4-Cs alkyl, linear or branched C4-Cg alkoxy, linear or

branched C-Cs alkyllhio, a Trillucromethyl radical, a cyano radical and a -
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15

20

i near or branched Cl-Cs al kyl, linear or bra
Cl-C5 al koxy, linear or branched Cl1-C6 alkylﬁﬁrgiﬂaﬂmi,
irifluoronethyl radical, a cyano radical and a 3 0

JAN 2001 ET0024 PCT -24 NR72R73 radical, wherein R12

Emd2BPCY, identical or diffepgnt, each represent
hydrogen or linear or branched C -CG alkyl, 5 W

&5 a single chem cal bond between the two
I\{Fl?ﬁgs '%m%hz 0, S group Ora NR14 radical, wherein

R14 is hydrogen or a linear or branched C1-CB al kyl,

5 d R d
Wer SRR Bo g, Herfiatarciigiont. aairsALAcIG N i0RRaiBgar or
bpdndRaet At f,mgnul a (Ib) are preferred, wherein A a

het er oar yl I'cal selected fromthe group consisti ng
of be nzo [b]Jth io phe nyl and i mldazo[2 1 b]th |

ittt Sholhertisd o bl ihegwedingbe altierp. S aroup

ot BRI nadicaet hyl and phenyl and/or whi ch may be
bonded via a Cl-2 al kyle ne group, or a radical chosen
fromthe group consisting of 3 0 JAN 2007 Ef0024PCT

whereitl R hifardgShtor Firieardr bfanched &,-C alkyl,

and
misd, %, 2 3ord.
and R'-R? and n are defined as above.

Furlhermore, sulfonamide derivatives of general formula (Ib} are preferred,
wherein A a heleroaryl radical selected from the group consisling of
benzo[bJthiophenyl and imidazo[2,1-bjthiazolyl which may be substiuted by 1, 2
or 3 subslituents selected from the group consisting of chlorine, methyl and

phenyl andfor which may be bonded via a C+-» alkylene group,

or a radical chosen from Lhe group consisling of




I5

20

w CHCH3 Y x -{CH2}, ~- Y wherein X, Y. Z
i ndependently from one another, each represent Rl JAN 2007
radical 5 selected fromthe group consisting of
hydrogen, fluorine, chlorine, bromne, [|inear or
BEroazgber C - Cg al kyl, linear2®r branched G -Cs al koxy,
li'near or branched Cl-Cs alkyllhio, a tritluoronethyl
radical, a cyano radical and a - NRL2R73 radical, io
wherein R12 ang R73,
represent hydr 0gey g CHamear Ok
Wrepresents,ra | G&
rings, a CH2i W INB ,
wherein R 14 i g tydrogen or azlinear or branched Cl-Cb6
alkyl, mis 0,1, 2, 3o0r 4 and 20 mL is 1 or 2,

preferably 2, and R - 3
U JAN 2007 ET0024P

derivatives of general

wherein nis O 1, 2, 3 'H_@ﬁ.ﬁfer ' . or 2;
nore preferably n is 2 and tto RO and A 3 ef i ned

as above. 5 Those nost||prelerred conmpounds 0
formula (1 b) are selected='fromthe group cong
of [1] N-[1-(2-dinmethy¥am noethyl)-|
H i ndol e-7-yl ] - napht al ene-| -sul fonam de, 10 [2] N-[1
-(2-di et hyl am noethyl)-1 Hindole-7-yl]-5-chloro-3 m
e | hyl benzo [ Db]thi ophene-2-sul fonam de,

X

s A
—{CHa)m1—— | lY
S, o

wherein X, Y, Z, independently from one anolher, each represent a radical
selected from the group consisting of hydrogen, flucrine, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched C4-Cs alkoxy, linear or
branched C;-Cs alkyllhio, a triffuoromelbyl radical, a cyano radical and a -
NR'ZR' radical,

wherein R™ and R", idenlical or different, each represent hydrogen or linear or
branched C4-Cg alkyt,

W represents a single chemical bond between the two rings, a CHa, O, S group

or a NR" radical,
wherein R™ is hydrogen or a linear or branched C4-Cg alkyl,
mis0,1,2 3or4and

m1 is 1 or 2, preferably 2, and R'-R¥ and n are defined as above,

ey ]
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[3] N[1 -(2-dinethylamnoethyl ]-1 Hindole-7-yl]-

phenyl benzenesul fonami de and 13 [4] N[1 -(2-d 31 JAN 2007
i met hyl am noet hyl } 1

H i ndol e- 7-yl ] - 6-chl oroi m dazo[ 2, 1-

BNa0R4&r e- 5- sul fonami de - ape- their correspondi ng

salts and solvates. 20 SuI fonam' de derivatives of

FQﬁ(I‘)%rnﬂBn% Qﬁ%ﬂeﬂﬂg@ ﬁe‘?Ql’f { eﬂdlﬁ AP preferred,

represe a garura

whlmairm Bt @, ?mmrloﬂq::rhﬁerr]atbly |rﬂan|Ej or ernghﬁpfﬁﬁmblﬁ rei$ Hand R’
ered_c oal i phatic radica ich may

t%ﬁi %dgﬂﬂﬁﬁﬁﬂé’? Peast one heteroatomas a ri ng

menber and/ or which nmay be 25 condensed with a

saturated or unsaturated, optionally al |east

mono- TMBewmsltmefermmmmunﬂSOMcgar‘(erﬁﬁon‘odhl{ﬂﬂ&trecselected

whi.ch [y optionally contain at | east
f‘%’ﬁ'ﬂ%?eﬁ'@ﬁ"@?%%@ ring menber, whereby the rings of
the ring system are 5- or 6- rrenbered 30 rmre
{Jreferatile% R regr esents an - NRBRO radical or
fHadi dhl1-Chéiraihyiasminesibyl HHbindokny iailnanidalened - @ulfnmmlde
2007 ET0024PCT -27 D andN RIO R10 wherein, if

present, the dotted line is an optional cheni cal bond,
[2Ind RLpI- (sturmtuylagﬁmethyl]ﬂmsmdom:?wamchrecb31 6 al kyl
radi cal a henz radical, preferably hydrogen or a
c1- cineihyh Pn%tahlleféphaﬂ@rwh@am d@nd n are defined as
above. 5 Sulfonam de derivatives of general fornula
(lc) are also preferred, wherein R2,

[3]  N-|1-(2-dimethylamincethyl)-1H-indole-7-yl}-4-

phenylbenzenesulfonamide and

[4]  N-[1-{2-dimethylaminoethyl}1H-indole-7-yl}-6-chloroimidazo[2,1-

blihtazole-5-sulfonamide
and their comesponding safts and solvales.

Sulfonamide derivalives of general formula (Ic) are preferred, wherein R’
represenls a -NR®R® radical or a salurated or unsalurated, optionally al least
mono-subsliluled 5- or 6-membered cycloaliphatic radical which may opticnally
contain at least one hetercalom as a ring member andfor which may be
condensed wilh a saturated or unsalurated, oplionally al least mono-substiluled
mone- or bicyclic cycloaliphalic ring syslem, which may optionally contain at
leasl one heteroatom as a ing member, whereby lhe rings of he ring system

are 5- or 6-membered,

mare preferably R' represents an -NR®R® radical or a radical chosen from lhe

group consisting of




R3, RA, R5 and Re, identical or different, each
represent hydrogen, a linear or branched, opti I

at | east nono-substituted Cl.C6 al kyl radical,ggpﬁAhyﬂmT
linear or branched, optionally at |east

BEm2dsuhsti tuted C2_C6 al kengf- radical or a linear io
or branched, optionally at |east nono-substituted
C2_C6 al kynyl radical, nore preferably R2, R3, W R5
and R6, |de jcal or different, each represent

hydr ogen ajjLpgar or brafiched, optionally at |east
nono- subst tu ed, CL.C6 al\ radical, 15 even nore
preferably R2, R3, R R5 and each represent
hydrogen and R, R7-R9, A and T are defined as above.
Sul f onam de derivatlves of general fornula (lc) are

al so preferred, wherein R7 20 represents hydrogen, a

| i near or d, opti onal at | east
nono- subst i ed|{ C-C6 adi c ali r
branched—gpti 9 ally at | eas frono- stitute .. C6

al kenyl radvedl or a I|near£1r branched optional I §"*at
| east nono-substituted Q2 al kynyl r adi cal, 3 0 JAN
2007 ETO0024PCT -28 nore preferably R7 represents
hydrogen or a |inear or branched, optionally at |[east
nmono- substituted Cl-Cs al kyl radical, even nore

wheetial dipresdil, heplatizding |h)ﬂdrammabchmﬁbl E2ndildnd R is
radr cal and R nd n are defi ned as

hygeogen, ﬁdPﬁHéP%ﬁé‘Fﬁ%g} o‘ﬁaﬁtkulem@m | pReibeEYRdisahdirgferably
hpgrdr‘gépcal eﬁ ekt rééﬁcﬁfﬁﬂdfﬁ“ﬁ* A 2WEh %F@gBﬁn&rQs Blove.

erent, each represent rogen,
linear or branched, optionally al |east

tituted G kyl | )
S e d%mr‘ﬁf@ﬁaﬂf969%’@%%{%‘%@%%%@?.&%@3%@%&%

Fﬁl RE&Y andi®CRienfitaldrldif@aht, cakh bée@%ﬁﬁﬂhyd}ﬂbbﬁ nalih¥ar or
|'east nono-substituted C/G o al radi cal or

b!:@qk@daﬁﬁtlwalhf@j dadsd mapa- ﬁulwiéulsr:h(ag@mgmﬁl radinphra lneanor
bﬁﬂféﬂeﬂ. ﬁﬁﬁéﬂzﬁﬁeaq I€4st mono-substituted C, Cs alkenyl radical or a linear

ar branched, epticnally at leasl mone-substiluted Cs.Cs alkynyl radical,

mere preferably R%, R, R, R® and RS, idenlical or different, each represent
hydragen or a linear or branched, optionally at least mono-subslituted,
C4.C; alkyl radical,

even more preferably R?, R%, R, R® and R® each represent hydrogen and R,

R’-R®, A and n are defined as abave.

Suifonamide derivatives of general formula {Ic) are also preferred, wherein R’
represenls hydrogen, a linear or branched, optionally at least mone-subslituted
C+-Ce alkyl radical, a linear or branched, optionally al leasl mono-substiluted Cs-
Cs alkenyl radical or a linear or branched, optionally at least mono-substituted

Co-Ci alkynyl radical,

e
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wheres B

unsaturated, optionally at |east nono-substitufgd [ay ?M?
or 6-nenbered heterocyclic ring, which nmay contain a

| east one additional heteroatomas a ring nenber

and/ or which may be condensed with a saturated or
EFG24RGT ed, optionally at -psast nono-substituted

nmono- or bicyclic cyc loa | iph atic ring system

PHLHelRans RO ic bR b ingeh B bréithed. opfioply ot
leastgneyssebsliuedss-65 atyl fadieaiber ed and R1-R, A and n

are defined as above. Particularly preferred is the
use of sul fonam de derivatives of general 25 fornula

vep)mon e RrAbIRR B résonls RoAdgedl ord cilic,f k%%cgcgla&rm RI-
represent hydrogen “or a lineafr or branched 'C -Cl

R %/I Rf.a4apdIn arerdef@edrs albaveR9 t oget her with the
bridging nitrogen atomforma radi cal chosen from the
group consisting of 3 0 JAN 2407 ET0024PCT -29 -ly N

Furiherrnoh®) sulfonamide\idtivaiides Bf Yenddef@imuldlc) bfe also preferred,
present re%e,sent_s hydrogen, a |inear or branched
1 %99 R eldeptical or diffesent pach sepresenl kydspgeaus near or
. - ical d. R .A,an - ar
oRAFHRE BTSNl Ao b S ILERLe P R ol o
bazniheak optenally ajdemstahorhesabstiuleda), alg akeriye Fadickl or a linear

erein represents an optionally at |east )
of BRRICtieHs PPHRAY st Meprio-subSHier e Graomlkynd redig)
system wherein the ring(s) is/are 5- or 6-nenbered,
whi ch may be bonded via an optionally at | east
Ofpno- substituted C _Ce 10 al kyl ene group, an

optionally at |east nono-substituted C2_C5 al kenyl ene
group or an optionally at |east nono-substituted

RCAngQ&°, abdathgt KRR tes griugin%nﬂir@gen W fdrfh A lR&nirhRY (S
may contain at |east one heteroatomas a ring nmenber
unsaturated, optionally ai least mono-subslituted 5- or 6-membered heterocyclic
ring, which may contain al leasi one additicnal hetercatom as a ring member
andfor which may be condensed wilh a saturated or unsalurated, optionally at
leasl meno-substituled mone- or bicyclic cycloaliphatic ring system, which may
optionally contain al least one helerealom as a ring member, whereby Lhe rings
of the ring syslem are 5- 6- or 7-membered and R'-R’, A and n are defined as

above,

Parlicularly preferred is the use of sulforamide derivatives of general
formula {Ic), wherein R® and R®, identical or different, each represent hydrogen
or a linear cr branched C;-Cy alkyl radical,

ar

R® and R together wilh 1he bridging nitrogen atom form a radical chosen from

the group consisling of

N = —
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I5

preferably A represents an optionally at |east

nono- substituted nono- or 15 polycyclic aroma Lie rin
system wherein the ri ng(s) is/are 5- or 6-mehbelidt Eﬂﬂ?
and wherein one or nore of the rings contain at |east
ETieeT oat om or a radi cal-2zghosen fromthe group
consisting of 3 0 JAN 2007 ET0024PCT -30 x x x Y Y
zzXxXCHCHa ~tx YYXx [cHz3 , r wherein X, Y. Z

i ndependently from one anot her, each represent a

r adi g4 5 selected fro he gro up consi sting_of

hydy ogeny,. fl,pori ne, chlo e brom ne, |inear

brarcheg Cl-C6 a] kyl, ar” or branched TINCsal oxy,
| inear or branched Cl-Co alkylthio, a trifl mel hyl
radical, a cyano radical and a - NR 2R13 radical, 1o
wherein R 2 and R13, identical or different, each
represent hydrogen or |inear or branched Cl-C6 kyl,
Wrepresents a single chemc bond between the Awo

ringsw.a CH2, 0, S group a INR14 radi cal ,
wheg'ei n| R14 is hydrogenyor fnearggy brembhed Bi=
al k m sO, 1, 2. 3ord4and, / S

wherein R, if present, represents hydrogen, a linear or branched C1-Cs alkyl
radical or a benzyl radical, preferably hydrogen, or a C+-C; alkyi radical, and R'-

R’, A and n are defiped as above.

Furthermore, sulfonamide derivatives of general farmula {lc} are prefemed,
wherein A represents an optionally al least mono-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) isfare 5- or 6-membered,
which may be bonded via an oplionally at least mono-substituted C1_Cs
alkylene group, an optionally at least mono-subsiiluted Co—Cs alkenylene group
or an oplionally at least mono-subslituted C._Cs alkynylene group and/or

wherein the ring{s) may contain at least one heteroatom as a ring member,

preferably A represents an oplionally at least mono-substiluted mono- or
polycyclic aromalic ring system, wherein the ring(s) isfare 5- or 6-membered

and wherein one or more of the rings conlain at leasl one hetercatom,

or a radical chosen from ihe group consisting of
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20

20 mL is | ar 2, preferably 2, and R1L -R9 and n are

defined as above, -------------- ---- 3 0 JAN 23Q|7.IAH 200t

ET0024PCT -31 Furthernore, sulfonam de derivatives of
general formula (1c) are preferred, wherein A
BETprasents an optionally at fgast nono-substituted
nmono- or polycyclic aromatic ring system wherein the
ring(s) islare 5- or 6-nenbered, 5 which may be bonded
via an optionally at |east nDQO substituted C1_C6

al kyl ene group,an Qp pefdt—CH—
nono- substituytfgd CI_C6 al kew group or
optionally at
group, and/or ,wierein the risgg(s) may contain a

| east one heteroatomag a ring nmenber, to nore
preferably A represent* an optionally at | east
nono- substituted nono- pol ycycl+g & atic ring
system wherein the r| |s/are 5-

and wherein one or nore Uf e~hlNQgs | east
one heteroatom or ar chosen fro p
consi sting of Xx CH YY 4D W : Y Y
is wherein X, Y. Z dently from one armd ef,
each represent a rad| cal™ selected fromthe group
consi sting of hydrogen, fluorine, chlorine, bromne.
i near or branched Cl-C6 al kyl, linear or branched

Cl - Coal koxy, linear or branched Cl1-C6 al kyllhio, a
trifluoronmethyl radical, a cyano radical ¥nd a -
NR72R" radi cal , s A
—(GHzhmy |
o F

wherein X, Y, Z, independently Trom one anolher, each represent a radical
selected from the group consisling of hydrogen, fluorine, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched C-Cgalkoxy, linear or
branched C4-Cg alkylthio, a Irifluoromelhyl radical, a evano radical and a -
NR'R™ radical,

wherein R™ and R", identical or different, each represent hydrogen ar linear or

branched C4-Cs alkyl,

W represents a single chemical bond between the two rings, a CHs, O, S group

or a NR' radical,
wherein R is hydrogen or a linear or branched G1-Cg alkyl,
mis0,1,2 3or4and

m1is 1 or 2, preferably 2, and R'-R® and n are defined as above.




L

15

20

20 wherein R 12 and R73, identical or di fferegg
represent hydrogen or linear or branched C &|ﬁ5«ﬂ1200?
T 3 0 JAN 200? ETO0024PCT -32 Wrepresents a single
chem cal bond between the two rings, a CH2, Q S group
ETO(24NRTLI4 radical, wherein-RL is hydrogen or a linear

or branched C1-C6 alkyl, 5 and mis O, 1, 2, 3 or 4.
10 and R -R9 and n are defined as above. Furthernore,

sul f eRRLARE LLIGHANHRE RIHVARSS 8 oty lioPaf

preferred, wherein A a heteroaryl
pmfemdhwhgrajmﬁ reprasests ag upumnald;naupla}ri mmnp#senln;ﬁtm mono-

t hi azol yl _which. tituted.b
o5 ol gl bRt R me b B BioR Batel .56 Meribera,
wWHIEHS iy BXOb@hd SeWig far Splioriip vt i mdﬂa:emﬁstmtéﬂ%‘ ._{:ﬁ
whi ch maybe bonded via a Cl-2 al kél ene or

allyignesgroyRoae FPlieBali adeastdnpne sHbsk| z)-f- balkemweoe group
oFran nftl}gnallpat ieadt %owé-sﬂjbtsﬁu%g_ﬁg aﬁyﬁﬂene group, andfor

wherein lhe ring{s) may conlain at least one hetercatom as a ring member,

more preferably A represenls an oplicnally at least mono-substiluled mono- or
polycyclic aromalic ring system, wherein the ring{s) isfare 5- or 6-membered
and wherein ane ar mare of the rings contain at least one heteroatom,

or a radical chosen from the group consisling of

X CHj— cH=cH— X
F 4
CL O
n::H-cH,
x
\

wherein X, Y, Z, independently from one another, each represent a radical
selected from lhe group consisting of hydrogen, fiuorine, chlorine, broming,
linear or branched C4-C; alkyl, linear or branched C4-C; alkoxy, linear or
branched C4-Cg alkyllhio, a Irillucromethyl radical, a cyano radical and a -
NR™R™ radical,

wherein R'Z and R"?, idenlical or different, each represent hydrogen or linear or
branched C,-C; alkyl,
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L5

20

~-{CH2JmL Y 20 --- - ------- 3 0 JAN 2007 ET0024PCT
-33 wherein X Y. Z independently from one anot Bdr JAN 2007
each represent a radical selected fromthe group
consi sting of hydrogen, fluorine, chlorine, brom ne,
E'lTUEQ&I.P{EF branched C1-C5 al kg$-, |inear or branched

- al koxy, linear or s branched Cl-Cé6 al kylthl o, a

%ﬁé@ggfﬂ%‘sﬁ?ﬁ*e SHRER] oo AR S R R 2T, ©. S aroup

milaﬂﬂE?“am:hcaﬁach represent hydrogen or |inear or
branched Cl1-C6 al kyl, rO Wrepresents a single
chem cal bond between the two rings, a CH2, 0, S group

uﬁ{erélnl\llm‘}s E?ﬂ‘ﬂo@%h dor\’cﬁ"mfe?dr'brlﬁ afcHe G @rﬁ or a

i near or 15 mis 0, 1, 2, 3 or
4 and nl is 1 or 2, preferably 2, and R-R9 and n are
defi ned as above. 20 Furthernore sul fonam de

rivatives of general formula (lc) are preferred,
wherein nis 0, 1, 2, 3 or 4; preferably nis 1 or 2;
nmore preferably nis 2 and R to R9 and A are defined
"&!ﬁ%bﬁ\?efiﬂn’ot her aspect of the present invention are
conmpounds of general formula (lc), A S~=N R7 ,(CHJ;

,Rz R6 R RS
and R'-R® and n are defined as above.

Furthermore, sullonamide derivatives of general formula (1) are preferred,
wherein A a hetercaryl radical selected from the group consisting of
benzo[b]lhiophenyl and imidazo[2,1-b]thiazolyl which may be subsliluled by 1, 2
or 3 substituenls selected from 1he group consisting of chlarine, melhyl and

phenyl and/or which may be bonded via a Cy— alkylene group,

or a radical chosen from lhe group consisling af

X {CH)— CH_—_CH— *
z *
X
U
CH-Ch—
X
¥

‘?”
— (CHphai—~ [ Dy
N
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15

20

25

R4 R3 25 (1lc). 3-0 JAN 2907 ETOOR4PCT -34 wherein

R is a-NRUR9 radical, s R2, R R, R ,nd M'JRHF@W
represent hydrogen. R represents hydrogen r

and R9, identical or different, each represent nethyl,
BEROOM4POTF propyl or iso propy-ﬂ:a- nore preferably nethyl,
or is' R8 and RO together with the bridging nitrogen
atomforma 5- or 6-nenbered heterocyclic ring, nore
preferably forma pyrrolidine or piperidine ring, A
wiepeiasent sZ,dndepsridamily edra ooeraricthierd eaeh representesirddican

seibrudl] fpbh R Tireilh cofiating PEEpaeh. BiTex EloginewRossine.
Ilﬁﬁﬂr &ehra%@héd‘ @ﬁlm.}élkﬁdhr%r]or braffhed QH@%HI ”I'irﬁear or

sel ected fromthe group consisting of chlorine, nethyl

baar-hedely s aligitbio, antiroromety radicdka Gmanuaadicalzand a-

I\@#;lsﬁh &%{ﬂéf’rwp’ and 25 nis 2; optionally in form of
e of 'st er eoi soners, preferably enantioners or

di ast er eoners, |ts racemate or in formof a mxture of

at least, two of its 30 stereo isoners, preferably

vaiesRIn R eang RBr Hieéﬁﬁ-%'rfé'dﬁ?@nl-lElﬂcbrf?pfﬁsﬁlhbﬂfﬁﬂﬁﬂ or §ipear or

?EH&'@{EHI Oggggﬁﬁt’,l preferably a correspondi ng,

physi o [ y acceptable salt

W represenis a single chemical bond belween 1he two rings, a CHz, O, S group

or a NR'" radrcal,

wherein R* is hydrogen or a linear or branched C;-Cs alkyl,

_rn is:D, 1,2,30rdand

m1 is 1 or 2, preferably 2, and R'-R? and n are defined as above.

Furthermore sulfonamide derivalives of general formula (lc) are preferred,

whereinnis 0, 1, 2, 3 or 4; preferably n is 1 or 2; more preferably nis 2 and R’

to R® and A are defined as abave.

Anocther aspecl of the present invention are compounds of general formula (Ic),

0y ,°
s ~R7

Y
A f_tcl-l,],,—m
Ro H

/ R2
RS
R4 R3

{lc},
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thereof, or a corresponding solvate thereof. 3
2007 ETO0024PCT -35 The nost preferred corrpou%ﬁ j},ﬁ[}l il
general formula (1c) are selected fromthe group
consisting of (1] N[1 -(2-dinethylam noethyl)-
Emg024dgte- 7- yl ] - napht al ene- 134ul f onam de, [ 2]

N-[ 1- (2-di et hyl am noet hyl ) -1Hi ndol e-7-yl]-5-chl oro-3
nmet hyl benzo[ b] t hi ophene- 2- sul f onam de, [ 3]

N-[ 1- (2-di nel hyl am noet hyl ] -1Hi ndol e-7-yl ]-4- 10
witezeipl benzenesuf onami de and [4] N[1

-(2-di et hyl am noet hyl ) - 1H i ndol e- 7-yl ] - 6- chl om m dazo
[2,1- b]thiazol e-5-sul fonam de 15 [5]

F5-i6 Bl URER® At | - N-(1- (2- (pyrralidin-1-yl)ethyl)-1Hi
ndol - 7-yl]- benzo[ b] t hi sphen-2-sul fonam de, [ 6]
N-(1-(2-(pyrrolidin-1-yl)el hyl }1H i ndol - 7-yl ] napht hal e

%fai{%ﬁﬁW%ﬂEBﬁPé%Phﬂqr%?& hyl ) - 1H-i ndol - 7-yI |

I m dazo[ 2, 1- b]l hi azol e-5-sul fonanm de and [ 8]
%—(naphth-1%)-l\l—(1-(2-(pyrrol idin-1-yl)ethyl)-1Hind
FoIrepresgnisdhytiagens onani de 25 and their correspondi ng
sails and solvates. 30 ------ R - ----30
JAN 2007 ETO0024PCT -35 T he present invention
Haihd{ﬁ/\ﬂ%,ddemcﬁl or tiffetdre, g?d:h ﬂep;resait?neﬂrt:w eting, n—pglnpyl ;}r iso-
i ol ogi c acc able salts of the conpounds o
Fﬁﬁaﬁ«wb@g%‘ﬁ%ﬂ@ ‘(‘Fﬁ'ﬁ}'-and/ or (Ib) and/or of general
formula (lc), preferably the addition salts of m neral

aci ds,
or

‘R® and R? {ogether wilh ihe bridging nilrogen atom form a 5- or 6-membered |

helerocyclic ing, more preferably form a pyrrolidine or piperidine ring,

A represents an aryl or heleroaryl radical selected from lhe group consisting of

- phenyl, naphihyl, benza[blihiophenyl and imidazo}2,1-blthiazolyl which may he

substituted by 1, 2 or 3 substifuenls selecled from lhe group consisting of
chlarine, methyl and phenyl and/or which may be bonded via a Cy~ alkylene

group,

and

nis2;

optionally in form of one of its sterecisomers, preferably enantiomers or
diastereomers, s racemate ar in form of a mixlure of at least two of its
slereoisomers, preferably enanliomers or diasterecmers, in any mixing ralio, or

a salt Iherecf, preferably a comesponding, physiclogically acceptable salt

lhereof, or a comresponding solvate lhereof.




nmore preferably of hydrochloric acid, hydrobronjc acid
aci d, phosphoric acid, 5 sulphuric acid, nitric 8cJAN 2007
and the salts of organic acids, nore preferably of

citric acid, maleic acid acid, fumari c acid,
BT aci d or [heir deri w884 ves, p-

toluenesulphonic aci d, net hanesul phoni c acid,

S uI g%‘%&ﬁ%r Y tﬁ?e%sss%ﬁerg Eﬁi éfﬁq‘a ]Ef I?ﬁéh %m ltleogmup

consisting nbr e conpounds of general fornul a (I a) andl or
to one ar mare conpounds of general formula (Ib)
andl or to one or nore conmpounds of general fornula

[]! ¢) N- [1egmiﬁﬁéthﬁhmn@élﬁy|9nH Pasld-7-WthdphtaleAt-1088fHamide,

their stereoisoners, preferably enantioners or

5 d| asterecrmrs the|r racernate, or in formof a
X N B oAt 3 BBl T3S SRoReaer s,

m Xi ngeihdbeezo[blihisphand-2thdiceafnider ef er abl y a
correspondi ng physiologically acceptable salt
thereof, or a correspondi ng sol vate thereof. Another

%ﬂSpeﬁlt- 192- &lﬁ%lﬁflﬁﬁﬁﬁﬁethﬂng hﬂplecf’gﬁ Af-t S of a process

aring e new derive [1ve general fornmula
10 (1), phﬁnylbemzmaﬂﬁanmnw’ﬁjam 20 have the previously
i ndi cated nmeani ng, according to which at |east one
compound of general formula (Il1), ~~1 /0 A ~51~ 7t

[4'!) N- N’C(El'-cﬁrrfbtﬁﬂﬁﬁﬁndélﬁ\rlpﬁ EMinBHRLY- y{]ﬂl&hl@&ﬁ&.&@z@[ﬁ g,

and I s an acceptabl e Teaving group, preferably an
hal o@]ihlaaﬂ'@rﬁ shiiprearpidef er abl y chl orine; reacts with
25 at | east one substituted 7-am noi ndol e of general
formula (111) 3 0 JAN 2007 ET0024PCT -37 .R7 HN

15 [9]( CHsJdmIdRg-3-RfEtdHN-RE-(2-( pymalidin-1-yl)ethyl)-1 H-indol-7-yl}-
benzolbjthiophen-2-sulfonamide,

[6]  N-{1-{2-(pyrrolidin-1-ylYelhyl}-1H-indol-7-y)naphlhalene-1-sulfonamide,

20 [f]  &-chlore-N-{1-(2-{pymoldin-1-yl)ethyl)-1H-indol-7-yl)imidazo[2,1-

b]lhiazole-5-sulfonamides and

[B] 2-(naphth-1-yl}-N-{1-{2-(pymolidin-1-yl)elhyl}»-1H-indol-7-
ylethansulfonamide
235

and their corresponding salls and solvates.

30
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R5 R4 R3 (11l) wherein Ri-R7 and n have the

previously indicated meaning, or one of their 30 JAN 2007
suitabl e protected derivatives, and, if necessary, the
protective groups are s renoved, in order to obtain
BTi2dQTespondi ng sul f onam degderi vative of general
Formula (1), which may be purified andlor isolated via

conv aieiAgelu RN IKSIRU I BRRBTARL, Blteralithe |

reactio ween mpoun s éner al
phgsio[dgida)lylas:cenmblfsaalts tyf lhermnqmbmﬂa d¢fyenzealforaaladka) and/or

(B eBdiee o GRnrl Fapruig el mrelsbialfhe Ao liohysaks fyineral acids,
nﬁirBEHreera I§1y &f fldochidiey amd g?rggoﬂl‘glﬁg i8 aRiY ¥c| efal‘i& A% eRid,

fu ran or di oxane, an halo rgani c
splphbdR acid nirp seide eab e satls f emmmaudsdmom preferably of citric

S G T B RSB BRI 5

tolaemesiliohiiiic bbie, muihaskdigplaniél bort BMHpﬁ&’fﬁhlﬁ'iﬂrﬁ@ aci@lr elc.
any other suitable reaction medium Natural

m xtures of at |east two of the classes of t he
t . f
o1 s BEREG tE PR Girchiarife Horbifbas oMt Bim B, to
onarmtenbrewtnmpmurhis girgemenaldonhula {Ew draddbetohafeor mae f or
oFEPIRNgy of deneiol Riiila UBF &he/g reheior caovBsosmands;ofggneral
I‘drhﬁlla? F]I%F fB&FQiveRN aRH YPibAa fgar?ﬁ’ %neﬁﬁﬁﬁ St ggréémsom ers,

triet am ne, N-ethyl diisopro amne or pyri
Dnﬂferahbsen@uiqramse:rmesﬁemmrenﬂmmemm aorge fémnoof 8 nGxture

of ft{e BRI 2ol IRRE SetbilsBme s el ap By ariofoss oY Aimeikrepmers.
irdnynaibieg raid) of AN OB éradt it 4BEl a éﬁrré@ﬁcr'icﬁﬁﬁ' 'phyﬁglcglcally

sulfonani de derivative of general” fornu
agesniablesalfibpsof ¥@ ﬁ@fé@ﬁmwﬁﬂyﬂt@*@wﬁent i onal

met hods known in the prior

Anaother aspect of the present invention consists of a process for
preparing the new derivatives of general formula (1), wherein R-R°, n and A
have Lhe previously indicated meaning, according to which at leasi one
compound of general formula (11},

o0

)
s
AT X

S

{n

wherein A has the previously menlicned meaning, and X is an acceptable
leaving group, preferably an halogen alom, more preferably chlorine; reacts with

al leasl one substituted 7-amincindole of general formula {II11)
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art. 5 Preferably, the sul fonam de derivatives of
general fornmula (1) may be isolated by evapora

the reaction nedium adding water and, if neces?dngN 2007
adj usting the pH so that a solid mhlch may be isol ated
BrooRdPiOT™ti on i s obtained; -8r-the sul fonam de
derivatives may be extracted wWth a water inm scible
sol vent, preferably chloroform and be purified by
chronatography or to recrystallization in a suitable
sol vent. The conpounds ogﬂgﬁﬁeral formula (11) are
comerci ally avail abl e, AR} be prepar ed
according to standarkf rznomn in the prior art,
for exanple by methods Q..t hose described in
the literature [E. E G X Synt hesis, 1969, 1

3]. The conpounds ofR%genefal forrmula (111) may al so be
prepared accordi ng to stagdardRret hods known in the
prior art, for exanple by nethods simlar to those
descri bed in: [Abou-Charbia, Mgid; Patel, Usha;
Tokol i cs, Joseph; Freed, Mei{#l). European Journal of

di Ci Ch t 1988 3-7 Th
WHeCHBdR 7% SNA TPy “@(E@EE’?‘JP‘%F&'&%\?dgméﬂﬂa'?&ongP%Péﬁ"e"
EEE%%E grﬁfe%ﬁfd‘ﬂén@diﬁetsoéﬁﬂ ﬁﬁ'iécé%a%t | o RALARM oups are

aspect of the present I nv consi s
removed.dnfapder torapaini thg comespendipg [sLifopainitis dmwatuemf @gneral

of ormula (1), wherei.n - Re Re. ,R9, n d
s 6y RbichFadY b e APkt b mscl¥ia golentional Brififus
kﬁbhwmﬂ{ﬂg padi &al , preferably a linear or branched,
optionally al | east nono-subst it ut ed C, - Coal kyl

radi cal by alkylalion of a sulfonam de derivative of
gene .
nave TRCRARY Belbiaem h26hidinds ot gentral oy ) dha qiy s
ubyaiyogmmiedtoutin thet presaned bian begarde r&aimxonnnekﬂlahk)dreferahly in
sul f at e. The al kyl ati on reactiaqn.i arrledo
'ﬁ@ﬁﬁ&ﬁ?ﬁﬂl@"ﬁ@“ﬁe@é’ﬁ%&r mj’ﬁ Qlﬁuﬂﬁlﬁ ’éerkfﬁﬁecﬁffﬁ'ﬁreé“er
nmrsfp%%%myuarémrgﬁ@éﬁ%am% 'Mhbf&geﬁs@a anic
hydroxi des”and “al I ne rreta car bonat es

hipgehciade, mmeapreﬁar‘ablxnmgﬂnyleamsrhlmtaeneclﬂommcm?alcahcl,

m%j}g%zré'fe?acgiy 'n?eglhanc-l or elbancl, a dipolar aprotic selvenl, more preferably

acetonitrile, pyridine or dimethylformamide, or any other suitable reaction
medium, Naturally, mixiures of at least two of lhe classes of lhe mentioned

compounds ar at least two compounds of one class may also be used.

The reaclion is preferably camied oul in the presence of a suilable base,
for example, an inorganic base, mare preferably alkaline melal hydroxides and
alkaline metal carbonates, or in the presence of an organic base, more

preferably tristhylamine, N-ethyldiisopropylamine or pyridine.

The most suitable reaction lemperalures range from 0 °C lo room
temperalure, ihal is, approximately 25°C, and 1he reaclion lime is preferably

from 5 minutes to 24 hours.

4 ——r ———
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preferably sodi um nel hoxi de or potassium

tert-butoxi de, organonetallic conpounds, even 3 dAN 2007
preferably butyllithiumor tert-butyllithium in the
presence of an organic reaction nmedium nore

BY2argbry di al kyl ether, evpg nore preferably
diethyl ether, or a cyclic ether, even nore preferably

5 t etrjafy eﬁm@prsap m%%&%.ve%r SALRE MRl (5 VY be

nor e pre era uene , even no
porifés maldfor |$ma1mrm:bcomllngttdn aonventimnal pedtiasd slpiostn ih the prior
sol vent, even nore preferably acetonilrile, pyridine
agk dlnethylfcrnanide, or any other suitable reaction
medium Naturally, mxtures of at |east two of the

cl asses of the nentioned conpounds or at |east two

c onmp Suslesatdly, lhﬂesuﬂ’basmldmgtemmweb of geoemt &l §) mesit be

onte .atures ran OCt t he
pER R e R R TRREH Metyrh i idtin Wl o, Cncedsery.
atfatihh e pHEs s @ suTiahahiah ey @ Bolaled %y%r&lﬁiﬁ B c:-b'lﬁned
Preferably, the resulting sul fonam de derivative of

of theepulforinidg dervalivesymayihe exmciedwithya walar immiscible

GRRAR Rt chlsfoldv, 5l be g A fbihARGTRRHE Sy
redrpslaldizatibm ¢h afsuithblesphent. | sol ated by filtration is

obt ai ned; or the sul fonam de derivatives may be 20
extracted wth a water inmm scible solvent, preferably

chl o Mp ﬁﬁ@s%ﬁdéﬁbkél'fsﬁlg%us OB #ﬂﬂﬂﬂya\%fﬂable or

recrystallization i'n sul
Hmem@pdua prepAsxdhacasndingdt Isjaratare methbds kndwa imthe peor art, for

SRR BY Paelno B Eifn o T dhkibed e e eRE cbert,

S?hthesiﬁ qbepak] 3]. Wer&ﬁfﬁdﬁﬂs\ﬁfg@nérdﬂfd}?ﬁlﬂé mﬁ inthy 886 He

preferably byreactlon with h ochloric acid

PFSRATEY aﬁw@uw:lmﬁlapﬂ@@pmgmwsdmwn indhé prisy arthﬁmaxample by
b binlar 6 P deschbed Yo 88GH bkl MFEIEL Yspas
Tokblisc Jasash; ﬁraa@,rMemp]Edro@ehd ldoﬁﬁiﬁl of M?adé:ﬂﬁhmh@histry

\Y t ol uenesu oni c acl
{%aﬁg@“ﬁrl %ﬁ%ﬁ] Sﬁ"&di%ap&tébf &%H@P&ﬁ%ﬁam@ & pcorpEpated by
réfBrehcUddPRm Rt ¥Efk difEisdfeabl y methanol, ethanol ,

Ancther aspect of the present invenlion consists in a process for
preparing the new sulfionamide derivatives of general formula {1), whereln R'-RS,
R®, R® n and A have the previously indicated meaning and R7 is an alkyl
radical, preferably a linear or branched, optionally al least mone-substituted Cy-
Ce alkyl radical by alkylalion of a sulfonamide derivative of general formula (1),
wherein R'-R%, R®, R®, n and A have the previously indicated meaning, and R7 is

a hydrogen atom, with an alkyl halogenide or dialkyl sulfate.

The alkylation reaction s carried out preferably in lhe presence of a
suitable base, more preferably in the presence of alkaline melal hydroxides and

alkaline metal carbonates, metal hydrides, metal alkoxides, even more
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diethyl ether, ethyl acetate, acetonilrile or acetone,

and obtaining the resulting salts by using the wgu_mpi 007
techni ques for the precipitation or crystallization

the 3 0 JAN 2047 ET0024PGT -40 correspondi ng salts.

Ermmaapefer red physi ol ogi cal I-gg-acceptabl e salts of the
sul fonam de derivatives of general fornmula (1) are

Lt _ .
Pier 0 sbbidhy Ahdade o bBRiGlund ferfutoef ordanometatic
cphgsninds| evacirdre prdfplably bu@ﬁlliduacmrdembutynrthnmnam e
and the addition salts of Qrganic aci

Pﬁ?ﬁf&%ﬂl%ﬁ organ|g reaghivny mediyrp; moge P@fefﬁh%nﬁ{aﬁ%émfr even
t ol ﬁ%gégﬁ%honﬁhgrelhaﬁldr ad&fc'hM %H\ E‘H’EI‘P mc:-re preferahly

aci d, nmet'hanesul phoni ¢
tetwamiro Bnhm bhodiozaee, an h;dl@ﬂaﬂf@nTHEEB m:mat[:areferably loluene, an

5P SR BAR, R SP)  FOSE) B S e,
e8hinieel N@Ferﬁﬁlymﬁirﬁinré %ﬁtllr% ér'dln'@th Ifcm'ﬁahﬁde or anybother

correspondi ng physi ol ogi'cal I y acce e salts, may
At

spitablgrreaclinn megium ddataieim mlﬂufa:ﬁen sldwo, of the plasiseg of
P BrPlrbl 0RO ARk o o PP 05 SafBRERETahE i oy gvo e

usedessary and/or desirable to pro tect sensitive or
reactive groups in some of the nolecul es used. This
may be carried out via the use of conventiona

prot [ o .
li te?ﬁauﬁr‘g i Irﬁr otB (ﬁeac'{élravé%r ou%s In %rgﬁiéfﬁoﬁﬂ Cgtﬁ rlb\?%-pllmg
tmEerhlﬁraMf ive GeastionXtesivem Lanthhesreacﬂ::BV Brnes ané ptefesabdy from
%HP M Wi Is, Protective Go ups in Oganic

@ﬁ'%‘?‘l'? John Wley & Sons, 1991]. The protective
groups nmay be renoved in the sui t abl e subsequent

stage by nethods known in the prior art. The
r es p&sefevably therasullieg gulienarpi ivative phgensal saraula(l)

o 56 RRaR B VRO, $B0batophicind iFalticir égcin SidSoure

addirg wekkriandf Pneceefarp, adjustngelhelphs kenesl $e0mf #hich may be
pr ef erabI%/ enanl i.gners or diastereqQners, said

:solated by filtration is obtained; or the sulfonamide derivatives may be

extracied wilh a water immiscible solvent, preferably chleroform, and be purified

by chromalography or recrystallization in a suilable sclvenl.

The salls, preferably pharmaceulically acceptable salis of lhe
compounds of general formula (I}, may be prepared by means of conventional
methods known in the prior art, preferably by reaction with a mineral acid, more
preferably by reaction with hydrachloric acid, hydrobromic acid, phosphoric acid
acid, sulphuric acid or nilnc acid, or by reaclion wilh organic acids, more
preferably by reaction with citric acid, maleic acid, fumaric acid acid, tararic
acid, or lheir derivatives, p-loluenesulphonic acid, melhanesulphonic acid,
camphorsulphonic acid, ele., in a suilable solvenl, preferably melhanol, elhanol,
dielhyl ether, ethyl acetate, zcetonilrile or acetcne, and obtaining the resulting

salls by using the usual techniques for the precipilalion or crystallization aof the
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m xtures may be separated via standard pro cesses

known in the prior art, for exanple chromat ogkaphj

nmet hods or crystallization with chiral agents :gal?;@ 2067
JAN 2007 ETO0024PCT -41 An6t her aspect of the present
BETeeapicon i s a nedi canent copgrising at | east one

i ndol -7-yl sul fonam de derivative of general fornula

Oét%Fggchb@gghéy in form of_ one of its st_ereoi Soners,

enanti oners or diastereoners, its
racemate, or in formof a mxture of at | east tvvo of
its si_gereo somers preferably 5 enanlioners
t

di ast®f ed physiglggisally ascariabls, saéiﬁﬂéh%wlsgwaﬁng
Ry SR a;ﬁe'r%ﬂ faﬁﬁagt@bérs tﬁ@'ahdﬁron% 3o ‘ﬁ%ﬂ@u‘%@* Al more

sol vat e, tiona one or arnace I ca
pa@‘emttlzabf by:ﬂﬂphlmantm:ld ﬁydmhremm:anldnphmmrmmtm e;ullphunc

8] t f th hyl
St oF P8 Rcid SO B Rdipndianh o gReshe #cis dosa Prejerably
cflﬁ@ ﬁcidnhﬂi@c d&[cﬁﬁ@'hﬁhb Wl lartariteadi8 9ar tﬁblr%n@ﬁtwes p-

appetite, for the maintenance, increase or reduction
ijuenrsyphanic gmd miedhaneayipharin atidy camphdraslphaniaacidnete.
of obesity, bulima, anorexia, cachexia or type if

di abetes (non insulin dependent diabetes nellitus),

pr ef Fhalsowatyn préfershiabied physiogRaIPucedsableysoléfes! More
phyl axi s and/or 15 treatnent of gastrointesti nal

Pf‘?fﬁﬁbhﬂh%iab%?r &f e aylignamige denvalivscoligruaraldpmmulenth, or of

B P RGRERY pocomaol R, FREE SRR PE,

meetho@d knowemin thedpriorader s, depression, preferably
bi pol ar disorders, cognitive nenory disorders, senile —
denmenti a processes, neurodegenerative disorders, '

pr ef BiifRg YoM HthBRynth déii‘u%%"i‘fin%nc ?EE#&W i tng preparalion of

di sease, " Hunt i ngt on’ s I sease and

thecsidtalie s2ageoks usedhiomias, be mesAskani andior demeatﬂe leeprotect

sueficiol vt Groigts Bioitief BeifBaletblsg P ThRGhatecaried
ofEtiaties uBe of eeRYENlional pRIsEIRS: g’#ﬂdeEréTBrémm Fdse. descnbed in
preferably in mammal s, nore preferabl umans.

theBerntvredEpetectiv graypsgn&eanic hRRiSnel s E W, McDmle
PIGn? PTESY, 1998PT ! Bledle & P.G.M. Wuls, Proleclive Groups in

Organic Chemislry, John Wiley & Sons, 1921]. The protective groups may be
removead in the suitable subsequent slage by melhods known in the prior arl.
The respective literalure descriptions are incorporated by reference and farm

part of the disclosure.

If the sulfonamide denvalives of general formula (1} are oblamned in form
of a mixlure of slerevisomers, preferably enanliomers or diastereomers, said
mixtures may be separaled via slandard processes known in the prior art, for

example chromatographic methads or crystallization with chiral agents.
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| east one indol-7-yl sul fonam de derivative of genera
formula (la), optionally in formof one of its3( JAM 2007
stereoi sonmers, preferably enantiomers or

di astereoners, its racemate, or in formof a mxture
ET002POFast two of its stereaisoners, preferably
enanl i oners or dlastereaners in any mxing rati o,

a 00%%&&9% B8 ggpeg*ég &ﬁ[dnysaﬁcﬁgﬁfg%mfﬁltﬁﬁh@n%rng at

a correspo op I ona
It omadedn i 3l smfomunﬂe dhheamda cﬁzgm‘taal famaulagN, 2p0Fnally in

ETO0024PCT.-42 di i.t abl f - HT6 .
GTRLBEOhE Of I8 Slelrvaamers, b eTaan BsRiaReeS of figsireomers, it
ridcALieE BF irtford (ﬂ"eﬁﬁf)ﬁﬁfe oF aﬁéﬁﬁﬁtﬁ@ d16ts! ﬂeﬂe%ii;drﬁerﬁoﬂl%ferably

intake, preferably for the regulation of appetit
engpligmersey MEEiesRBErS, it ADHTXIO0 raleluotd owTes

o g bR 8 AR LR oy oo

nﬁhr@bﬁmaeeaﬁtalwswcemaM@aﬂ}dﬁnhtsdi abetes nellitus),
preferably type Il diabetes caused by obesity, for the

prophyl axis and/ or treatnment of gastrointestinal

[P SE Suidie G bl rbEEphRRiduI lorth8 [axis
ppE s oy

or cognitive enhancenent, for yl'aXi's
andfattreattnent ot dmnMrsuro:llseasBeraWBﬂ ta@ footkintakes pssfetabty for

t%n%e flﬂa\p Srneits, Yobia nplebie it dereuclen of body
PERGANESS: andRMRARHE ﬁ?ﬁﬁﬁiﬁéﬁﬂy thﬂﬁﬁlgeéﬁm rexia,

preferabl y Al'zhei ner's di sease, ParkinSon's disease,
caphexia gr bipesll diatm&mmmeuhwemrpd@tSdﬂlmt@snmllltUS)

' h i h k
PRSI P P Rl R s b AR F el Bl
[reBthotlnsirgadtraiestiral et disocddiy, hratrablli mtalslgrtfmmlspndmme
receptor In is humans and/or in animals, preferably

foramallive epfiapcpment faplRe Piophyliesand/ ﬁ@a@mﬁﬁt@tﬁ ﬂ@omrs af
h Egrﬁrél%%%m %Jsg@@bgggug& IpfagI &.Q&&F@ﬁi&)&@&tx ,?:Eg%%bly

treat ment sease re
blpmlaxlchsnrﬂeai mgbitiyefmen'bnedlsegidra.t sanileafemantjzeprocesses,

bR U3 S0 ot 4S5 e
dRRask ! MunktyibAsHis Sy Sid/8r MiATHIE SecforQsis] y{ﬂﬁzdplh renia,

di abetes (non insulin dependent di abetes nellitus),
ppyafosisaot pantie hyperdirasi §8DHD, atlenlion deficil / h},r'pEfEGlWll}r'

disorder)} and other disorders mediated by the 5-HTs serotonin receptor in

hurmans andfor in animals, preferably in mammals, more preferably in humans.

Anolher aspect of 1he present invention is a medicament comprising at
least ane indol-7-yl sulfonamide derivative of general formula {la), cptionally in
form of one of ils sterecisomers, preferably enantiomers or diasteresomers, ils
racemate, or in form of a mixture of at leasl wa of its slereoisomers, preferably
enanliomers or diastereomers, in any mixing ratio, or a comresponding
physiologically acceptable salt or a commesponding solvale, and oplicnally ane or

more pharmaceutically acceptable adjuvants.
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caused by obesity, for the pro phylaxis and/or

treatnment of gastrointestinal tract disorders,

preferably irritable bowel syndrone in humans andc!/% JAN 2007
in animals, preferably in mamuals, nore preferably in
BTom2APCT25 Anot her aspect ofap-he present invention is

a nedi canent conprising at , |east one indol-7-yl

T8 B i X 1 sResl LA b prosnvians

ap dﬂirdr@um neokda tisonderoralisehskstetdled e fend intske, [::rel‘erai:ulj.nr for

race or in form a mxture of at |east two of
fhﬁf @ﬁ%w SRRstite, for @lﬁéwamtwrg@ KIespsher redlustion of body

tﬁfrmfﬁhﬂﬁlﬁﬁﬁdﬂt&bﬁﬁnéﬁﬂéﬁbe@%%Lﬂﬂﬁlhegﬂ%ﬁld“9

phyS| ol y acceptable sait or a c
cacheria er typed| disthietesairion inselirodependent diabates mellitos), | v

oG TAIBERE Sruste by abesi foc g POt A0

treafmémeofiy=RBaiIeNirk) trﬁﬂpéllgbrddrﬁéﬂrﬁiﬁ?éh@'flrrﬁa!ﬂbwvf& 'syRfrome,

di sease related to food intake referably For

foreganiiveanhencapsst.ifoether prophplaxiseand/eniseaiment of disssders of

anﬁ@%‘& tFee r?’tsm'ﬂyaﬁem g hhf&f[ %ﬂdgheg%gf%ﬁ){ préI'Erably

bipaddrelisorders, oppaitive miémbst ms::(dam smﬁaldam&ﬂﬁﬁ@@ea&ses.
di abetes nellitu preferably type 11 di abetes. .
neypdeg 959r36w§£'$%r%'e'f%wfffﬁ@%r rERT's dige@ea, Parkinson's

d%%é?%’r aglltnflﬁt??igt%ﬁa%%ed e[)%)r\?/\.gl%f @E@%Q%rﬁg%% cogni I-lla'\.'/%'
psydhesieorinfantiohypdreinesz(ADER| attemtibrodeficitedtyperaclivity
AP B o i B 7 S e
hO2RE Mkifar i6 ABRthalsY Bty intha/hsas smcﬁ@ﬁfé@mmrﬁans,

processes, neurodegenerelive disorders, pre
Al zheiner's di sease, Parkinson's disease,

R LN Ta s M TSTES En R st ro B S Rk naiprreatment

of AQidardart dradibdane deiteditd fdodwmeapmrerémy idr 1HE seqlation of
and_ ot er di s¢rders nedi ated by the 5-HI6 serotonin

HP%‘?}@ﬁt Ihg\mainiRBARCS WgTEASE AT ﬁﬁ‘h‘%ipﬁ of body ayaigity farthe
pfOpFYRhdS afBbPtBARAG I obekily, BUIRRS, anorexia, cachexia or type II
diabetes (non-insulin dependent dfaﬁeles mellilus), preferably type N diabetes
caused by cbesily, for lhe prophylaxis and/or treatment of gaslreinteslinal tract
disurders.- preferably irfitable bowel syndrome in humans and/or in animals,

preferably in mammals, more preferably in humans,

Anolher aspect of lhe preseﬁt invention is a medicamenl comprising al
[east one indol-7-y| sulfonamide deriwa[tive of general formula {Ib), optionally in
form of one of its stereaisomers, preferably enantiomers or diastereomers, ils
racemate, or in form of a mixlure of at least two of ils stereoisomers, preferably
enantiomers or diastereomers, in any mixing ralic, or a corresponding
physiologically acceptable sait or a corresponding solvate, and optionally one or

more phamaceutically acceptable adjuvants.
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nore suitable for cognitive enhancenent, for the
prophyl axi s and/or treatnent of disorders of t£

central nervous system anxiety, panic disorder ﬁ JAN 2007
depression, 20 -preferably bipolar disorders,

Eldid4RGRe nenory di sorders, -8&nil e denmenti a

processes, neurodegenerafive disorders, preferably

Al zhei mer' s di sease, Parkinson's di sease,

Hunti ngton's di sease and/or Miltiple Sclerosis,
Thishmedpiamentas sp@lﬂh dari 5-His recéplnt réguldtiqre fdd theraphylaxis

AR IR eRE Bl  Afchder i dipcasa ReReRip igod Iakapirierdbly for

1R regUIStidH 6ff K5adike, fbﬁHéLtﬁBﬁ@endNH&t hﬁ!reé’s%PSFFedﬁ]f:tl&H 8 body

present i nvention is a medi cament conprising a

vesight, frgdine prophwaris andier treatreentofiobesityf blgmmar anurema

chERE By ) BRSO i A BBl i),

pekkfesdtdy Bpesit giabieles SHusedBibesityO forithe besgRyRxif andfor

m xture of at least two of its sStereoisoners,

fi5AETERLR gaslreinpstinakiast disordess, wﬁﬁsﬁhwmlaWEWEI syndrome,
O R g O U5 OB e ARAS DB Yorars o
thmcemirﬁlﬂeywmsesmem amxioety) Aﬁhﬁ:ﬁﬂimﬂﬁ@ﬂéﬁ@aacﬁﬂprﬁmw

U o b s oo
nbhﬁde@éﬁ@@[h@ﬂ%rﬁ@ﬂ Prerkf ﬁf‘ﬂﬁalrﬁér’@ g? dieérkﬂ{sc:n 5

di sease related to food inta pre era or the
disegae dilvokingen'sslisadseqgndion MUH@IETE clﬂrm&rm:ﬂn;zqm:mas e

P8l 5t B! KRS HO S SR i Factiity

disaedury, andosthey deotders infdhif@8 Hyw®. 5- Fﬁ'g'deﬂ)téﬁii?ﬁ%éﬂior in
di abetes, nmellitus), preferably type I'l diabetes
hUmEEE AneYerdR @simgls, prsferahly iprmpampnalsi oreprsfeiably in humans,
treatnment of gastrointestinal tract disorders,
preferably irritable bowel 1o syndro ne, for cognitive
rrmﬁauitahierior ocﬁ-g;ﬂtixtdemzmmmﬂml faxiltse priphetaxis sad/op trba@ﬁent

|so ers ent r al neyvous syst em anxi et
g 5 QB MQEF"’@%@%H em, A aﬁ@wﬂﬂl%ﬂg&%. depression,

_ p@fél@bﬁeﬂilﬁnla@ ﬂ%r@éﬁé?c@@rﬂﬂdw@nﬁﬂ&%&de@? Bbhife d8RRALL

processes, neuradegenerative disorders, preferably Alzheimer's disease,
Parkinsorns disease, Hunlington's disease and/or Multiple Sclerosis,
schizophrenia, psychosis or infanlile hyperkinesia (ADHD, attenlion deficit /
hyperactivity disorder} In humans and/or in animals, preferably in mammals,

more preferably in humans.

Another aspect of lhe present invention is a medicament comprising al

least one indol-7-yl sulfonamide derivalive of general formula (Ic), eptionally in

+ form of one of its stereoisomers, preferably enantiomers or diaslereomers, its

racemale, or in lorm of a mixture of at least two of its sterecisomers, preferably
enantiomers or diaslereomers, in any mixing ralio, or a coresponding

physiologically acceplable sall or a corresponding solvate, and optionally one or

N T i e e ———— = b s ST, o & e . 1y E R % e & oy e e 17 FT—t
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processes, neurodegenerative disorders, preferably
Al zhei nmer' s di sease, Parkinson's disease, %ﬂ JAN 200
Hunti ngton's di sease and/or Miltiple Sclerosis, l
schi zophreni a, psychosis or infantile hyperkinesia

EmbERpcattention deficit 1 -d4./ peraclivity disorder)
and other disorders nedia |ed by the 5-HT6 serotonin

rral s, preferably in
rﬁ&%ﬁ{a@he%?w?e%&@%b%aﬂjﬂ ns. 20 The nedi canment

obt ai ned accordlng to the present invention is

particularly suitable r the dmnlstra nto
nnt(ﬁe med %aﬂ[rtﬁntgﬁ ﬁ%ﬂh?trm d TBERRIAK r%lﬁatﬁngfqtrtaw y

ppf%)tﬁﬁegglé‘bﬁ&%'i' atrgeﬁft isafdet %lsé%@%}‘at%? &?Ldgﬁriﬁ{éke,

cents an 5 Ano er aspect
pprfesabty foribe negulalidrsof a@etﬂe fof It miainlenamre: increase ar

| f d
S BRET 5y g ashe deodints anl i iebpeabiakesty.
DQ rlﬂfef-‘ ra?t@'l’%tlﬁ rb?ﬁt‘hbﬁféﬁiﬁyﬁé II‘i‘:lIﬁﬁél%b?ﬁﬂﬁ "rﬁeullhtdie Eﬁﬂ@ﬂﬁ‘]lﬁbetes
formof a mxture of at |east two of

rrytll@tt:eb Psefeeatdy tymec diabielgs eaugad kinebesiby for the pmphylaxls

AT SR oMbl iR BB ers e BN ERRRR e
symdlmm@ fof eogriilhe mﬂaﬁoemmefo@th@pmmmmmf freatment of
-HT6 receptor regulation, for the l:a%/II axi s and/ or

dtﬁﬂ@é@fﬁéﬁth E'P-“'éameé‘ﬂ?%ﬁ%?mdﬂﬂé@% naéu éardteas ftte@aessipn,

pa;tqmeeﬁ,e]emnﬂegénemmmdmnm pnefmnbbefelzhelmmmsem

f. .bod i ght, f th d/ t t
Parigtats fipedat prflnddR s Beiee wilne il Sclasedn "
sEhiABSh R, rﬂ:%?chdhwbt Ihfﬂ'ﬁn@ Wﬁ@&.@@@gﬂﬂmehbhﬁm deficit /

preferably di abet es” caused obesity, for

-Wwﬂshwbh@lﬁescfes} ah pher dissadesnmedialehby e ﬁtHs&t $arelonin

resrirafatiniale Siinr B Rl otelehibiy ¥ i, more preferably

iPhopaysaxi s aqd/or treat nent of dlsorders of the
central nervous system anxiety, panic disorders,
depression, preferably bipolar disorders, cognitive

The medicament oblained according to lhe present invention is
particularly suitable for Ihe administration 1o mammals, including man. The
medft:ament may preferably be administerad to all age groups, namely,

children, adolescents and adulls.

Another aspect of the presenl invenlion is Lthe use of at least one
sulfonamide derivative of general formula {]), oplionally in form of one of ils
stereoisomers, preferably enanliomers or diastareomers, its racemate, orin

form of a mixture of at least two of its stereoisomers, preferably enantiomers or

. diastereomers, in any mixing ratio, or a corresponding physiologically

acceplable salt or a corresponding sclvate, for ihe manufacture of a
medicament for 5-HTg receplor regulation, for the prophylaxis and/or treatment

of a disorder or disease related lo food inlake, preferably for lhe regulalion of
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nmenory di sorders, senile denentia pro cesses, 30 JAN 7007
neur odegener afi ve di sorders, preferably Al zheiner' s
di sease, Parkinson's disease, Huntington's disease 10
and/ or Multiple Sclerosis, schizophrenia, psychosis or
E"]Ti]f[ﬂﬂﬁ[j‘]é hyperki nesia (ADHEs- attention deficit |
hyperactivity di sorder) i n humans and/or in aninmals,

mal.
SRS, 15t R R PR Baal oA for e
patphybads and&:rirﬂaﬁmeahnﬂﬂ:es]@ belimiaaanumexid, cebRexia or t:-,.rpe |

Bt thardinedlitapsiding Aitbgibs rElRY Perrbrasbyiped) dabotes

cHli8sd 8 %‘E@?.ﬂ? fol i ﬁ@ﬁﬁyﬁ?ﬁtﬁdfﬂ tréAmerR 't':um?%lrﬁntestlnal {racl

m xt ur [ east t Its stereol sone
discedemsapraferabhniritabis bowel syiidasme; foo cogsifive ﬂnhaycement for

“i"%ﬁ' 548 Suo/BF pBafR b RENIHAR & W8 Bl Stpds pstem,
léwsf Geinil Gisbfdets %ﬂ%rﬁﬁﬁﬁ%\‘eﬁaﬁw BipdBPdisB kit Odingmlwe

ation, for the prop hy1 axi s and/or treatnent of

"ﬁ@@ﬁﬂ@ﬁﬂﬁefﬁl%ﬂ%@ﬂmﬂrﬁ[ﬂdﬂ'ﬂ%ﬁ&ﬁoﬂﬁum@@@nemﬂéﬂ%ﬂwﬁ
pi'&rerétgie iy HBhaks 8[§e%fse ﬁB@c“r‘rﬁoén% d‘sﬁ{mé.f orrf[ﬁg'l&r?ggfé%%se

I ncre réducton of

aplijdrddultiple Slbrsis, rsehhﬁﬁhteniﬁ ;ﬁyehmsis or hﬂhnmia&uyperkinesia
anorexi a, cacheX|a or e |l dlabetes non insulin
{a@mmuan Siotieb EnvRarmP i) disiter B d IR pdipt I animals,

?ﬁ&rlﬁﬁm m%ﬁlrﬁél'ésﬁ'%rgfr&@?éﬂh{v% hurﬂ&r&he prophyl axi s

treat nent strointestinal tract disorders,
preferably irritable bowel syndro ne, for cognlllve

AR e ot R pretdii BT SRR S S w38 DL Al 1ebf G Bliforiimide
d@ﬁﬂélﬁ%ﬁﬂé%ﬁéﬁﬂuﬁi eBhefat 'I’&ﬁllll@'[l@f} ﬁll@lrﬂ@nﬁrof one of its
| SOr derS t| ve I’rem)r | sorders, Sen|

St%'ﬁ@ﬁﬂmf%rniﬁ bly enﬁeuam@hdm&tme@mf&s (b‘isd'éfi%mﬂtm orin

T oA i€ of ACeAEL o Rt e Refioriathel Witafyly Biifbmers or

dishérzopiereihanypaiipsitie, or a icﬂflanpbhlﬁngmgslbldgﬁﬁllg
(ADHD attention deficit 1 hy eract|V|ty di sorder) in
repriaklesRll ¢ra FATasRRIIRg salvate; far thgdnanyfasiyipe o - 46

rRAAHN b ST I iy QR vsmen
oﬁa}d’rtﬁ:rrdecepdlsease related to food intake, preferably for the regulation of
appetite, for the malnienance, increase or reduction of body weighl, for the
prophylaxis andfor treatment of obesity, bulimia. anorexia, cachexia or type
diabeles (non insulin dependent diabetes mellilus), preferably type Il diabeles
caused by obesity, for the prophylaxis and/or treatment of gastrointestinal tract
disorders, preferably irmtable bowel syndrome, for cognilive enhancement, for
the prophylaxis and/or lrealmenl of disorders of the central nervous system, )

anxiety, panic disorders, depressian, preferably bipolar disorders, cognitive

. memory disorders, senile demenlia processes, neurodegenerative disorders,

preferably Alzheimer's disease, Parkinsan's disease, Huntington's disease
and/or Mulliple Sclerosis, schizophrenia, psychosis or infantile hyperkinesta
(ADHD, attention deficit / hyperactivity disorder) in humans andfor in animals,
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regul ation, for the prophylaxis and/or treatnent of a
di sorder or disease re laled 5 to food intakegﬂ JAN 2007
preferably for the regul ation of appetite; for the
mai nt enance, increase or reduction of body weight, for
BEToe2dPphyl axi s and/ or treat#gnt of obesity, bulima,
anorexia, cachexia or type Il diabetes (non insulin

3 j ' : ferably type |
PR meth R ool by in AL e Yyt o o
and/or treatnent of gastrointestinal tract disorders,

of 1 B far R ARt s SeATEnLr Pudf ressBor

ré?&hlﬁ%ﬁ"fbﬂméﬁﬁbbh%méearﬁfmﬁ &Rt ioP iSRHOBF Bt disBhE fdaled
(Tb), optionally in formof one of its stereoisoners,

b Farceingatey pesfaratily farrlbe seguwlaticn of appatile; for the m@inlenance,

. gn & . ' - wo, of
G5 sl o BBy S HE BBt 888 VBt
obbaity, AT anoreRiapbachEdd bOtypatll diabelesirAThadpoishidtdent
physi ol ogi cal |y acceptable salt or a correspondin
dgfieles melltys), praiembiy vie Il diabelys causedi by-phenitys inrgth
Laii , o )
PEARRES ehgR (RehBnl SrastfoimBLRIN2K bRof s Yrsfarably
irritabdéc bowat syredrabiey for the 20 regul ation of appetite,
for the nmaintenance, increase or reduction of body
wei ght, for the pro phylaxis and/or treatnment of
obes ishkihet Hsh@tPof tﬁ_@%@éérﬂdnv&ﬂi%h% ke G5 BVBf]ietbhts gne

di abetes (non insulin dependent diabetes nel

sylienamigs! derivagive of thei piswicets genesaldotmuladés)i optiodally iin i of
rophyl axi s. and/ or reat ment of gastr.ointestinal,

oPp ¥ SR SPRNErS iRl S el Bl Ul BB bt e,

raderhate, 6PBohinLs emdnearel Teadl Qfvo N s RISHBBISLAES, preferably
and/or treatnent of disorders of the central nervous

capaliappreaphdiasiprogaars inipRy FkIRg ratit sireserrgesponding
pﬂ?ﬁﬁﬁrgﬂglﬁf acgbﬁ%?é sall §P% %Sﬁég%rg@tg@g 5bXBt2IPhE manufacture

sorders, sen denentra pr
ohemediegraenl iciSvHTg remptiaregulatioh ckoa bivy prdptiyexieandior
di sease,. Parki pson's di sease nti.ngton's di sease
uEARReht i SPIT oF diesepdialed o l9pf ke, PreiFabhdRE e
rejuthidrS dp oty IBF i Waime kD inc."f‘éés?‘&f udfidh Of bofly
hyperactivity disorder), and other disorders nedl ated
wigyghl hler the-peophwlaxisoandior gestment dfmbesiwendimiadinorexia,

A1 Bt oy’ SRRtk RO SepdPicht BBt itinld),
prel‘er:aI::rl}.:r type Il diabeles caused by obesity, for the prophylaxis and/or
treatment of gastrointestinal tract disorders, preferably irritable bowel syndrome,
for cognilive enhahcement, for the prophylaxis andfor trealment of disorders of
the central nervous system, anxiety, panic disorders, depression, preferably
bipn]ér disorders, cognilive memory disorders, senile dementia processes,

neurodegeneralive disorders, preferably Alzheimer's disease, Parkinson's

- disease, Huntington's disease and/or Multiple Sclerosis, schizophrenia,

psychosis or infanlile hyperkinesia (ADHD, attention deficit / hyperaclivily
disorder), and other disorders mediated by lhe 5-HTs serotonin receptor in

humans and/or in animals, preferably in mammals, more preferably in humans,
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r 3 0 JAN 2007 ETOO24PCT -47- preferably for

cogni tive enhancenent, for the pro phylaxis and/g
treatment of disorders of the central nervous sy tﬂanIFlN 2007
anxi ety, panic disorders, depression, preferably
BIine@aeCTdi sorders, cognitived4frenory disorders, senile

5 denentia processes, neurodegenerative disorders,
preferably Al zheinmer's disease, Parkinson's disease,

Hunti ngton's di sease and/or Miltiple Sclerosis,

schi poyfaraity for q@gydﬁear&aﬂcemeharfor the: Mplaylamseancﬂur

Rl ik 8 cefir haryBHS SRt et BENE Shdarters
depeeRion, prefefatiR bipohirdisdrdiers, TighRive m@#@fﬁﬂ@@l‘dérs Nsenile

manmal s, nore preferably 10 in humans. Anot her
dggRetia [EPCesRespPedRsieapRomive slisarders ereferbly Alzheimags

ﬁ%’é%sé ubé?{}?{qn@dlsgﬁéé Vl%l‘lﬁffgh?ﬁ s‘JEed%fe%}Ha?&Pm%ﬁlHﬁ{ &Llerosis,

opt1 ondll hé Tormof one 0O

sshleopkmwmms?ﬂhm‘iebe rrﬁinhi;le drypotdimests $ADHD, attention deficit /
in 15 formaf a

PSR toAsaerkadd ofis Groried wedialed bddar 8:Hs serolonin
rét‘éi‘fl@rr iAHUMSTLALA/BFR Sniffals, ﬂ: drbl%réﬁlﬁ iy Mrals 'Pnl'lt?r@:ypreferably

mXxing ratio, or a correspondi ng physi ol ogi ca
irplgpnabl e salt thereof or a correspondi ng sol vate

t hereof, tar the manufacture of a nedicanment for
5-HTB receptor regulation, for the pro phylaxis and/or

ANOERITRPECOST 1Pe ProQsmlefveition iS B35 8sé B helch8Hoh® shifSithmide
i nt ake, 1preferably for the 20 regul ation of appetite,

dedyativecolie previevie genenat fasmeda ). asdiooalin 1bf3 foBupf one of its

SHF ol g prbiaral BRBKLGHETs B eRlerbd Bl ra8omate, orin

m a, - anor exi
feaivedied mixt(.lrmnf aieasl modﬁmwerﬁmﬂjrﬁb@ pecfaribly EHsntiomers or

r ef er abl e | t. di abetes cause obesi t for the
TR RpRRRS.dh 2R viro b sp coupspRad raPRYSGIcHATY
a&éaﬂahﬂ'sﬁmﬁsfe%f oP L& g&?gﬁdﬁn@@cﬁ@ﬁhqn%\gﬁg ?\?H%%Qﬁﬁfacture

for cognitive enhan for t
D’éa mierticamenk five htH f retieptordegslation, hnm&:pmm@'lameamﬂus

BH g5 A S ogHSRF by for e
retjuistictesaptits, | ier B RRINLEn 4HCRC itPESse or reduclion of body
weighi, for the mephylaxis and/or trealment of cbesity, bulimia, anorexia,
cachexia or type || diabetes (non insulin dependenl diabeles mellilus),
preferahly: type Il diabeles caused by obesity, for the prophylaxis andfor
{reatment of gaslrointestinal tract disorders, preferably irrilable bowel syndrome,
for cognitive enhancement, for the prophylaxis and/or trealment of disorders of
the central nervous system, anxiet}lf. panic disorders, depression, preferably
bipolar disorders, cognitive memory diénrders, senile demenlia processes,
neurodegeneralive disorders, preferably Alzheimer's disease, Parkinson’s

disease, Huntinglon's disease and/or Multiple Sclerosis, schizophrenia,

"psychosis or infantile hyperkinesia (ADHD, attention deficit / hyperaclivily

disorder) and other disorders mediated by the 5-HTg serolonin receptor in

humans and/for in animals, preferably in mammals, more preferably in humans.




10

15

20

25

30

neur odegeneral i ve disorders, preferably Al zheiner's

di sease, Parkinson's disease, Huntington's diseas@| JAN 2007
and/or Multiple Sclerosis, schizophrenia, Jo psychosis

or infantile hyperkinesia (ADHD, attention deficit /

Bl 2EEIT vity di sorder) and4®t her di sorders nedi ated

by the 5-HTB serolonin receptor in humans and/or in
animals, preferably in manmals, nore preferably in

humans. 3 Q JAN 2907 ET0024PCT -48 The preparati on of

t he dberprepanadtionf b romespondiag pbanpmmutlcahsnraposmmh:k as

Wi AR ol e Y ReaRBma ey e ChmB ityta Sopverigpal
reRoRs Rnnﬁﬁwﬂ'@ﬁmﬁm 'fﬁﬂéﬁ%pl@c b@seﬂ’@ﬁﬂﬂ@‘hﬁﬂ&éé@f The
Sci ence of Dosage Forns", Second Edition, Autton, ME.

"Crmmageulissi The Bripnsg<f Slasagediarms’ ghegarobByition, Aulton, M.E.

(e BYERIECh Bl MR A% PSRIB R o i
Tlaehhﬂngy’l Secohd \Editiers SwaQatk, J. MrdeBoyiBhal. ﬂ:a{ilﬁd% !p Qﬂarc:el
ker G.S. and Rhodes C.T.

ekKEb i ork F200 LM Pmmceding. FoughiEstiian, Banker
T .
85 B8 FORACEC i S 5o ey ool 388 oo
Thebtyoard Bmd:cerﬁﬂiﬁduslﬁaid’%namﬁmyf iLhaxhimarel aLietesrman H. and

KT - Bids o Cad B emsn PHIRHE bio, fasle. i€ Brepociive Merature
déﬁmmﬁntslaeem@ﬁoméd a3 rbh'—ﬁ'eﬁeé BHH %&%aﬁ%ﬁfﬁﬂ' cﬁ?ﬂ@éﬁrﬁ

prepared according to the present invention, In
addition to at | east one sul fonam de derivat | ve of_

gene i nafor f_one its

Ot or 0he phabbauca) oRBRLARRL s ki bR Rertlifted®”
nmmtsdm&mrmeparedteﬁ:cbﬁﬂﬁgm the pfesehﬂlnﬁ.féhmrﬁ)fmay in addition to at

m xture.f at_|east two of its stereoisoner

st pRe sHlgnarRisie dep@tive of pegrerd f@m&%ﬁsopthmaahw form of ane
ol bffedi ?él‘n%rs Breferly eﬁaﬂe&%ggnpﬂq @%&g'uwa@&nate. or
onprirse

“acceptabl'e sal'l” or a correspondi ng S0
lm[cﬁmrufcaommmmtammIIeasmwnlufatswtmbﬂiomm'espﬂefmmm andriiemers

rJo referabl excipients, fill vent s,
oP fialarpaend &S et SihaaliCora comenending bhySiglodaY s
a@éﬁﬁtﬁﬁle@a‘ﬂdﬂ‘fascnr%ﬂd?ﬁnﬁ%tblbﬁﬂ BEMPAES ctierlddnBhkiomdISO
knows, the choice of the auxiliary
auxiliary subslances known in the prior arl, preferably excipients, fillers,

solvents, g’rluenis, dyes, coating agenls, malrix forming agents andfor binders.

As the skilled persons in ihe art also knows, the choice of lhe auxiliary
substances and the amounts thereof depend on lhe intended adminislration
route, for example; rectal, intravenous,. intraperitoneal, intramuscular, intranasal,

oral, buccal or topical.

Medicaments suitable for oral administration are, for example, lablels,
coated tablets, capsules or multiparticulates, preferably granules or pellets,
optionally subjected to compression in lablets, filled in capsules or suspended in

solulions, suspensions or suitable liquids.

TS TTTTTT TSN T T I IITT e ML

TR T e e e LT T T T
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25 substances and the anounts thereof depend on the

i ntended adm ni stration route, for exanple, r I

i ntravenous,, intraperitoneal, intranuscul ar, ﬁc[]t (’jAN 2007
intranasal, oral, buccal or topical. Mdicanents

Ewiokaplog for oral adm ni straggon are, for exanple,
tablets, 30 coated tablets, capsules or

nmul tiparticul ates, preferably granules or pellets,
optionally subjected to conpression in tablets, filled

i N ChimiidArents ﬁmsb%eﬂarehtemltcptam inkalafrp Sdetisistration
sui table |iquids. 0 JAN 2007 ETO0024PCT -49
"lﬂ}bﬁféﬁféhh'sb% ﬁh‘i’% Eomdhe gupem cansipting 'prﬁfﬂ'dqmrtﬁ suspensions,

Oﬁr%h%é’htﬁfﬁﬂlé‘ﬂﬁ}@% Ikaﬁéhm%%ﬁ?& Eﬁéy sy be chosen

the group suspensi ons,
quickly reconslltutable dry preparations and al so

or ¢ Miesticastients SO MRRls R Pid 82 peprufindii s may retease the
SGWH%W ﬂ.ﬁﬁﬁ%{ @qu‘r@r@%ﬁnﬁlﬁ){l]' iR =PsLiEshed 'ﬁ%ner lhe

manner, the preparation of thesé sustained rel ease
preseiratiorent thegermsmm@d mleatp Regieaments geacsrally dreing koown in
Suilt.&bflﬁ sustai ned rel ease forns, as well as the
P 9lls and methods for the preparation thereof,
ar e known in the art, for .exanple fromthe indices of
"Modi_fi ed- Rel ease Drug Delivery Technol ogy",. Rat hbone,
J. JI Suitgllegustained re'ﬁﬁ%ﬁ‘ fazaise BB yrelinssthematerials apgd pthods

fE BrandBfion GSON Ak khGRATH ine BRI ARKRIo f16m ng indices of

“Mhodii ed%lkaszngellEeWK'ﬁa!chrhlugf I\Emhlﬁonk. 4.20 6Rdgrait, J, and

Vol ' oncept s

RebBaR, Wé&ﬁn@mﬂam@&éﬁ@é@c New Yopb Py, Flerbogisor
F\?i@a I
ﬁ“ggﬂt"ﬁgﬁ’g@? ope la of Cont ro Hgﬁef)rgug B%'l}!\%?ry?l
Drtickear, dnvt. thdew Bork £2000Q); mlﬂmﬂeﬂd?m& %Wgn" | Wol. |, Basic
York (1999 0 28-742;

ofBebobt B9k 5 B0 L oRn Faks 6 S o (1 B8 Bl
T\%‘zlﬁﬁé K] il PouleikdWh] MErDralNbiugy l@wezy’ EnciéigpadiatfiTbntrolled
Drug eD¥aIwery, Mathiowitz, E. (Ed.), John Wiley & Sons, Inc., New York (1399),
Vol 2, 728-742; Fix, .)., “Oral Dnug delivery, small intestine and colon™,
Encyclopedia of Controlled Drug Delivery, Mathiowitz, E. {Ed.), John Wiley &
Sons, Inc., New York (1989}, Vol. 2, 698-728. The respeclive literature

references are incorporated by reference and form pan of the disclosure.

The medicament of lhe presenl invention may also have at least one
enteric coating, which dissclves adcnrding to the pH. As a result of this coaling,
the medicament may pass ihrough lhé slomach wilhout dissolving, and the
compounds of general formuia [ are only released in the inleslinal tracl. The
enleric coaling preferably dissolves at a pH of between 5 and 7.5. The matenals
and methods suitable for preparing enleric coatings are also known in the prior
arl.



LG

Sons, Inc., New York (1999), Vol. 2, 698-728. The
respective literature references are incor pq’j‘&t@@”b@gm
reference and formpart of the disclosure. 25 The

medi canment of the present invention may al so have at
Eroaskpene enteric coating, gfi ch dissol ves according
to the pH As a result of this coating, the

d th h th t
i sl T aRAREabL b tahBsROBRAGH A% Milamments
cafrpriealivar al e &0 biywdifkt ofirestd make EdliamidBelerivatives of
enleric coating referablg%dlssolves at a pH of

opaeta &mulla g, andiromdd b3 by weinht shaneer Aye excipients,
suitable for preparing enteric coatings are al so known
in the prior art. 3 0 JAN 2007 ET0024PCT -50
Typi Taklactive sabglhaceaaeuint tabecaministdrzdns tiae ﬁa hm vanes

nmedi cane ri se fr mlto o by wei ht of
CIoRel b A C&Pfﬂﬁ’i‘&ﬁ? ﬁ%@'sgfﬁ'ﬂ{ﬂaléﬂléﬁea g Wh’ﬁﬂ“ﬁ" and the
sé\}é Hthd Bﬁg}% Uguglﬁ/ﬁ@ﬁﬁ g of QP fedst oAB'sBifanamide

exc ients e acti've su anount to be
dadeEsmf@e&mwldntmelap{b)tareradnmaiatmgd peet gatietinhgen dayt, Adie total

SRRLEE i G TR A 00 8 a1

froml ng to 2 g of at | east one sul fanam de
derivative of general fornula (1) are adm ni stered per
patient per day. The total daily dose may be

adm nistered to the patient in one or nore doses. 3 d
JAN 2007 ET0024PCT -51 Pharnmaceutical Met hods:

BI NDI NG TO THE 5HT6 SEROTONI N RECEPTOR 5 HEK-293 cel
menbr anes expressing the reconbi nant human 5HT6
receptor were supplied by Receptor Biology. The
receptor concentration in said nenbranes is 2.18
prmol I ng of protein and the protein concentration is
9.17 ng/m . The experinental protocol follows the
method of B.L. Roth at al. [B.L
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io Roth, S.C. Craigo, MS. Choudhary, A Uuer, F.J.
Monsma, Y. Shen, H Y. Meltzer, D.R Sibley: Binding
of Typical and Atypical Anti pshychotl c Agents Bq AN N 2007
Hydr oxytrypt am ne-6 and Hydroxytryptan ne-7 Receptors.
Efmz4erhal of  Phar macol ogysand Experi nent al

Ther apeutics, 1994, 268, 1403], with slight

nodi fi cati ons. The conmercial nenbrane is diluted
(1:40 dilution) with the 15 binding buffer 50 mv
Phrarmad@utich0OMethd8€12i 0.5 nM EDTA (pH 7,4). The

radi oligand used is [3H -LSD al a concentration of 2.7
nM the final volune being 200 pl. I|ncubation begins

mmmn@mﬁ@émﬁﬁenmmnmmnew on ( 22.9

Fig of nenbrane protein), and is prolonged for 60
mnutes at a tenperature of 370C. |ncubation ends by

£ hr o btk PRR e R BreheSbpres i, B i e FhiTe
rédemabéatd @Qtﬁﬂhﬂlby REESHDEBIRSGYVTH: ecBp®itconcentration in said

poI et hyt enei m ne solution. The filters are washed
é@aneﬁ ines! pmelme afpraisin and the srajeinswnepntralien isd. 17
e h b d
STy e Frleriib e MRRR R G RER & L
Ruoth, 8dtldtraigo) M.8C Cheudharf &, Uladrs Fal. dldredrha t . Shen H.Y.

ui li brate for severa{ hours prior_ to their
M%m% RE- iSiblgy: BHWIRG: EBJ'W'@E%WPEF' éBFfH%'PthQ%'P genis to 5-
hydr aﬁ@gﬂrﬁﬁueﬁ@ Bad RRfrdbyirypPAAti0g He%eﬁﬁir@.f TR 8803 of

ence of 100 'pM of "serotonin. The assays are
RiwmedfogytandrExparmlmrﬂat Ehergpeulicehi19Et| 268 .cHEY] awitls slight

riglslichs i §Buitie B skl s UGER AT R T Riin the
biRRARG bEfer %Al ik Fad-HEI Ot A Mg T, 3.35AM EDTA @#0F 4)3the

The resFect ive,literature descriptions are

falﬁ@lﬂ w%lsﬁﬁ‘ﬂ-@@rﬁirﬂ:@mtmh@ﬁ ¥ galr tIMoihEt ﬁi@sﬁl Vﬂlume

(;é BEHAYY Qﬂﬁ@mﬁ@ﬁé&otew BndMd ﬁkﬂor(g?éboro? 60 rihutdsLal 2

Harlan, S.A are used. The animals are 5 acclimatized
terope raéunmnfﬁ?ﬁgs Irmmbﬁhgn &nds dyquick titrptiop i 8 Hargester Brandel

A& g itRglass filters of lhe Schisicher & Schuell GF 3362 trademark,
prelreated with a 0.5% polyelhylencimineg solulion. The fillers are washed lhree
times with three millililers of 50 mM Tris HCI buffer, pH 7.4. The filters are
transferred fe vials and 5 ml of Ecoscint H. liquid scinlillalion cocktail are added
to each vial. The vials are left to equilibrate for several hours prior to their
counting in a 1414 Wallac Winspectral scintillation counter. The non-speciiic
binding is determined in lhe presence of 100 |.-1M of serctanin. The assays are
carried out in lriplicate. The inhibition conslants {K;, nM) are calculated by non-
Iinear regression analysis using the EBDA/LIGAND program [Munson and
Redbard, Anaiytical Biochemistry, 1980, 107, 220].

The respeclive literalure descriplions are incorporaled by reference and

form parl of the disclosure.




e e ATy

10

15

20

25

any treatnment. During this period, the animals are
housed (in groups of five) in translucent cages and

have free access to water and food. The anl
housed in individual cages at |east 24 hours ﬂf-@ﬂezﬂﬂ?
ESa2dPay t he treatment. The -ggute effect of the

sul fonam de derivatives of forrmula (1) used 10

i nventively on food ingestion in rats in fasting
conditions is then determned as follows: The rats
MEASURRMEN TS Q) O INGE BTG N (BE HAVIOURAL MODELY

i ndi vidual cages. After this period, the rats are
orally or in lraperitoneally treated with a dose of a

c Onpﬂfdlé VP Fats qnn@z'mr@ for HArRRRE, ﬁéea%%e\ﬂa*rh&ea als are

genera f ormul a or a correspon I Ng conposi
ﬂpdb'nafeae@l) lovihe mmslngau duringl dldesst Edday:tepmmatulhﬂeug subjecled to

7 IEClTE R, oPobiihis o e Wi el Bec FobeBhlin arapes iive) n
trnnalat:émob@‘%eincﬂhaﬂa frée a0de s Wﬁﬁarﬂhﬂ%é@oﬁ]é RERSI %Pe

neasur i ng method is al so described in publications of

hegsedindndiyidual cagesableagbad .Iirau:rs)pnmrtaratwog dlog treakment.
S/glooﬁﬁ %é«u %@%ﬁm %gﬁ%e re%pdéag?%ygeso?iopr'ﬁﬂﬁa@?%ed

|m|reshvelpt-ncfnsd anggesilion dn patsdh éskting contitiopses drerpddteifiRied as
id formpart of the disclosure. The preparation of new
08 Hﬁounds according to the invention is indicated in

the TR Fkawing I{%Fﬁ%@ﬁl@ Eaﬁdlﬁ{nﬁé mrt%hﬁﬁmﬁﬁﬁmmwdual

serotonin receptor alen
cagaamifies lhip periodpbihe rats atecoratiypo mrnmpemm::rtdadiwtmmu wih a

e AR BAATpiid EP HoEJHA i
ot @e::-ﬁ'égﬂﬂ‘:cﬁflg tbﬁlpnﬁﬂﬁm[b@ﬁmléj vilhd s #Toﬁ’;m@&)é@gﬁvatwe

npl es: .- Preparation o

Innnpﬂla{egy aﬁﬁg{hﬁu tamrggbgtlﬁ@: wilhipwerweighed feod gnd the accumulated
fﬂﬁggﬁﬂtag}%ene - SE‘#} %@%ﬁ{n% o?&(ﬁg l'%é{'?% égdgg tm(\)/b[a) °

This food ingestion measuring melhod is alsa described in publications of
Kask el al., European Journal of Pharmacology 414 (2001), 215-224, and
Tumbull et al., Diabetfes, Vol. 51, August, 2002. The respective bibliographic
descriptions are incorporated as a reference and they formn part of lhe
disclosure.

The preparation of new compeounds accerding to the invention is
indicaled in the following examples. The affinity for the SHTs serotonin receplor,
as well as the galenic formulas applicable 1o the compounds of 1he invention, is
also described. The examples indicaled below, given as an illuslrative example,

should in no way limil lhe scope of Lhe invenlion.
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solution of 122 my (0.6 mwbl) of

7- ani no- 3- (2- di met hyl ami noet hyl )-1 H-i ndol e 3 & JAN f007
of dimethyl to rmam de and 116 ng of

N- et hyl di i sopropyl am ne. The io reaction m xture was
EJoocgPdTat t he room t enper atgBe for 20 hours. Then it
was evaporated to dryness, slightly alkalinized with
sodi um bi carbonate solution and extracted with chloro
form The organi c phase was repeatedly washed with
Examguleand saturated sol ution of sodi um bi carbonate, it
was separated and dried wth anhydrous sodi um

sul fate. The organic solution was evaporated to

J -
T P R R e St 2
18

npphlalgnes fnbamdwl) 1
H i ndol e- 7-yl j - napht al ene- 1-sul fonanmi de as a solid
cream Exanple 2.- Preparation of N-[1 -(2-dim ethyl

1ammgt(m86) midol}bf mashtsteneyLbufony? ehloride were added to a
chl or o- 3- net hz%- benzo[ b]t hi ophene- 2- sul f onam de 80

3‘("3'5%' Déf' 221ag ﬁtl‘ﬂM%Td? o (Réi'@e&mf%iﬂﬁwlwbﬁi‘lﬂmﬂle in

27 offifhoteirafiiad s A o pPL{EAdROBRIRRRAME. Thé

réactichoniatiBe nﬁa‘lsﬁrrérbatzkb{ehbhhi mnilmrafl.ﬁeimﬂ 2®hylrs. Then It was -

oYapdiates [l Bere BTN akainged Wit usdapcaTBaBlekifon and

exir4ctEl FH énidrotormh SR Big a‘?ﬂ: QEase was repeatedly washed with
N-[1-(2- dlmethylamnoethyl Hindole-7-yl]-4

waterayidosatueted solfudioarnflisodaine bicagbqridle) it wlastdeparated and dried

nt j,oned co ound obt ai_ ned_from
W SR SRR (e SeBi syl 8 s¥Bphipigd T drymess
aht bl pdsil 6 ﬁ'rqjsdlﬁﬁwﬁﬁ pﬁﬁF@@b%Hmaﬁfgnﬂphyp%mihhgmg {51%)
sul fonyl chloride, via the process described in th
GENa{nHBedlrrtﬁthsﬁ%mw@é'wlh‘l Urleaﬁlﬁ-ﬁﬂﬁﬁp@lmne—ﬂr%ﬂ@mml@ﬁ as a
ESIL (2 di met hyl am noel hyl)-1 Hindole-7-yl]-6- 1o
q or 0| m dazo[ 2, 1- b] t hi azol e-5-sul fonam de 69 ng (27%
of the nentioned conpound were obtained from 122 ngy

0.6
E:(:ample 2.- Preparation of N-[1-{2-dimethylaminoethyl}-1H-indole-7-y]-5-

chloro-3-methyl-benzo[k]lhiophene-2-sulfonamide

80 myg (30%) of the menlioned compound were oblained from 122 mg (0.6
mMol) of 7-amino-1-{Z2-dimelhylamincelhyl}-1H-indole and 166 mg (0.66 mMol}
of 5-chlore-3-melhyl-benzo[b]lhiophene-2-sulfonyl chloride, via the process
described in the Example 1, as a yellowish solid.
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mvbl ) of 7-am no-1-(2-dinethylamnoethyl)-'f Hindole

and 170 ng (0.66 mwbl) of

6- chl or oi mi dazo[ 2, 1- b] | hl azol e-5-sul fonyl chl or 8de.JAN 2007
via the process described is in the Exanple 1, as a

Hogzdpgram Exanple 5: Prepgq-ation of
5-chloro-3-nethyl -N-(1-(2-(pyrrolidinyl)ethyl)-1 H i

SFrible 1 ebaRySRa e RO BBt B e
phbhylberzeriesaferidividey (0.6 nivbl ) of _
7-am no-1-(2-pyrrolidin-1-yl)ethyl)-1 Hindole and 186

ng (0.66 mwbl) of

2708\ ‘%%%’f {FR ehrGRa ﬁ%ﬁ%bhh&’%&@ ol%tzﬁq-'eé fOH 122 4 {618

rocess as a sol
nﬂ'ﬁo&xﬁﬁfﬂmlrﬂ ~1- [Pﬂﬂpa‘hhglanmnnalrnyl}-m -indole and 167 mg {0.66 mMal)

%/\Lﬂj HB%W%%O' I 3}(1!08 l Péllbé%wé‘%]%%%ﬁﬁbsﬂ in fhe Example

1wggta|mgd;r§9,ﬁpound wer e obt ained from 137 ng (O 6
mvbl ) of 7-am no-1-(2-pyrrolidin-I-yl)ethyl)-
H i ndol e and 150 rrg (0-66 mvbl) 30 of

cYAB R B I B b B e
cﬁlﬁﬂﬂﬂ'ﬂ&’ﬁb[ﬂ,ﬁ%]ﬁ{gzmé-@ dulfdrzafiaeat i on of 6-chloro-N-~

1-(2-(pyrroldin-1-yt)ethyl)-1Hindol -7- yl)i m
i dazo[ 2. 1-b]thi azo | e-5-sul fonam de 100 ng (37 % of

s FEr) BRGNP P
miclh db ¥ earaind- ﬁ@dmemglaﬁﬁnnmyl)] 1 H g'lltjllclleoﬁnd 1(‘;'E|nggrj I(% g:-ﬁ mMol)

€§ &H‘iﬁ‘r@%ﬂh%‘g{g Lﬁ'@é@?‘#ﬁau ??-ESEWEPeV'E thg process depcsibed

iR B le 1" Pé‘é@td@@ﬁi] 2-(n aphth- 1 -yl)-N-(1
(2(pyrro|1|n1y ethyl)-1 H 10
i ndol - 7- yI)eI hansul f onam de 130 ng (49 % of the

TR R R AL o
indol-Ado}-emafb iiG8phen-00 fenahide of 2-(nap h th-1

-yl )etha nsulfo ny] chloride via the pro cess
descri bed in Exanple 1,

146 mg {51%) of the mentioned compound were obtained from 137 mg (0.8
mMol} of 7-amine-1-(2-pymolidin-1-yl)ethyl}-1H-indole and 186 mg {0.66 mMol)
of 5-chlore-3-methyl-benzo[b]lhiophen-2-sulfonyl chloride via the process
described in Example 1, as a solid.

Example 6.- Preparation of N-(1-{2-{pyrrclidin-1-yl)ethyl}-1H-indol-7-
ylinaphthalene-1-sulfonamide

120 mg (48 %) of 1he mentioned compound were oblained from 137 mg (0.6
mMol) of 7-amino-1-{2-pyrrolidin-1-yl}ethyl)-1H-indcle and 150 mg (0.66 mMal)
of naphthalene-1-sulfonyl chioride via 1he process described in Example 1, as a

salid.
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15 as a solid. The yields are indicative and n d
effort was made to inprove them The nelting g&ﬁﬂﬂﬁ 2007
and spectroscopic data for identifying some of the 20
conmpounds of the present invention are indicated in
BTOHMEI0TOW ng [able. 4 3 0 385 2407 2x HSPi rxrt ?
~vrv ch2ZE Nrp - tiCoN~n co ca nTx**rn N CO~ NO

E?(aanIe T—F’ﬁeﬁr&)un &Ps Lhldro- P@J&WE-{HHGIEIQ -1 @]%&I]Nllm W

Li7 N V
yﬁlmldazo[z 1-blthiazole-5-sufonamide

100 mg (37 %) of the menlicned compound were oblained from 137 mg (0.6
mMol) of 7-amino-1-{2-pyrrolidin-1-yl)elhyl)-1H-indole and 170 mg (0.66 mial)
B-chloro-imidazo[2, 1-b]thiazole-5-sulfonyl chloride via lhe process described in

Example 1, as a solid.

Example 8. Preparation of 2-(naphth-1-yl)-N-{1-{2-{pyrrolidin-1-yl)elhyl}-1H-
indol-7-yl)elhansulficnamide

130 mg (49 %) of the mentioned cempound were obtained from 137 mg (0.6
mMol) of 7-amino-1-(2-pyrrolidin-1-yl)elhyl}-1H-indole and 168 mg (0.66 mial)
of 2-(naphth-1-yl)ethansulfonyl chloride via the process described in Example 1,

as a solid.
The yields are indicative and no added efferl was made to improve them.

The melting point and spectroscopic dala for identifying some of lhe

compounds of the presenl invenlion are indicated in lhe following lable.
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apd-2 grams ¢f rnedlc:lnal prcduct whlch may be adminisierad in one or several
doses. The composilions are prepared under {orms that are compatible with the
administralion route used, preferably tablets, coaled lablels, capsules,
suppaositaries, solutions or suspensions. These composilions are prepared via
known melhods and comprise from 1 lo 60% by weight of the medicament
substance {compound of general formula 13, and 40 1o 99% by weight of the
suilable pharmaceudlical vehicle compatible with the active substance and the

physical formn of the composition used.

The formula of a lablet containing a product of the invention is provided

by way of example:

Example of formula per tablet:

Example 1 5mg
Laclose 80 mg
Crystalline cellulose 25 mg
Povidone K 90 5mpg
Pregelatinized starch 3 mg
Colloidal silicon dioxide 1T mg
Magnesium stearale 1mg

Total weight per tablst 100 mg
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59 The daily posol ogy in human medicine is conprd SedAN 2007
between 1 mlligram and 2 granms of nedicinal product

whi ch may be administered in one or several doses.
EThez4rapposi ti ons are preparegh-under forns that are
conpatible with the s admnistration route used,
preferably tablets, coated tablets, capsules,
suppositories, solutions or suspensions. These

CtaiMSsi tions are prepared via known nethods and

conprise froml to 60% by wei ght or the nedi canent
substance (conmpound of general fornula I), and 40 to

99% RV el tical vehicle
1bom§tﬁﬁgﬂﬁqfﬁ?@gﬁgﬁ%g@@%@gm@g% the to

physi cal form of the conposition used. The fornula of
a tabl et containing a ffogdfct of the invention is
provided by way or exapghe;~Ts Exanple of fornula per
tabl et: Exanple 1 5 mg™ Lacf ose 6@H#R! Crystalline
cellulose 25 ng Povi drge kK ng 20 Pregel atini zed
starch 3 ng Coll oi dal ide 1 nmg Magnesium
Stearate 1 ng Total weig : ¥ablet 100 ng 3 0 JAN
2007 ETO0024PCT -60 RA

wherein

R’ is a —-NR°R? radical or a saluraled or unsalurated, oplionally at least
mano-subsiiluled cycloaliphatic radical, which may opiionally cantain at
least one helercalom as a ing member and which may be condensed
with a salurated or unsaluraled, optionally at least mono-substifuted
mono- or bicyclic cycloaliphatic ring systemwhich may oplionally contain

at least one heteroatom as a ring member,

R?, R® R* R®and R®, identical or different, each represent hydrogen,
halogen, nilro, alkoxy, cyano, a saturated or unsaturated, linear or

branched, oplionally at teast mono-substiluted aliphatic radical, or an
oplionally at least mono-substituted phenyl radical or an optionally at

leasl mono-substiluled heteroaryl radical,

RY represenls hydragen cr a saturaled or unsaturaled, linearar

branched, oplionally at leasl mono-subslituted aliphalic radical,
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CLAIMS 1. A sulfonam de conpound of general formula
(la), =/_NR7 ,(CH). Rf R6 NI R2 R5 RS R3 39 JAN 2307
{la), wherein 10 Rl is a -NR8BR9 radical or a

saturated or unsaturated, optionally at |east
EToo2spTbsti t ut ed cycl oal i phagi-c radical, which may
optionally contain at |east one heleroatomas a ring
menber and whi ch may be condensed wth a saturated or
unsaturated, optionally at |east nono-substituted

monoR® mndtﬂ% yaenticatycditfersm epresant ingd sgeneond s gluratey or
optionally cgntain is at |east . one heterqgatom as, a,
F| ngUrsRitHed dincager branchied, aptionelly 3t deaslipanc-ghbsliuted
di f f gfi@dtic r@@fcAlr epresent hydrogen, hal ogen, nitro,

al koxy, cyano, a saturated or unsaturated, |inear or
branched, optionally at !east nobno-substituted

al i phati.¢ radi.ca an, 29 oplionally at | east . .
mono oElife PRENEE tandih AT B BEne O iderd bt IiSdme yme and i
| easbnawnthertoR® bi RF a8 heitared v uhsatugsted, Ifear or branched,
represents hydroaen or a saturated or unsaturated,

| i negpligtallys saengyptbgialedyCut4 plpRatic radical, the olher one

EroosbealfuE g Rat ARG Sirangiie Aellotgll &PRLs

r epr aeentsubatitiges zliphatic salical atithdatdéast five carbon atoms,

ar

R and R? {ogelher wilh 1he bridging nilregen alom form a salurated or
unsalurated, optionally al leasi mono-subslituted heterocyclic ring, which
may contain at leasl one additional heleroaiom as 2 ring member and/or
which may be coendensed with a saturated or unsaturated, oplionally al
leasl mono-substiluled monao- or bicyelic cycloaliphatic ring system,

which may oplionally contain at leasl one helercalom as a ring member,

A represenis an oplionally at least mono-substiluled mono- or polycyclic
aromatic ring system, which may be bonded via an optionally at least

mong-substiluted alkylene, alkenyiene or alkynylene graup andfor which
may conlain at least one helercafom as a nng membker in one or more of

its rings,
nis0, 1,2, 3o0r4;

optionally in form of one of ils slerecisomers, preferably enanlicmers cr
diaslereomers, ils racernate or in ferm of a mixture of at least two of its
stereoisomers, preferably enanliomers or diastereomers, in any mixing

ralic, or a salt thereof, preferably & corresponding, physiologically
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15

unsaturated, linear or branched, optionally at |east
nmono- substituted aliphatic radical, s with't

proviso that Re and RO are not hydrogen at th(r-.éegat-lﬂi':kf‘l 2001
time, and if one of them Re or R9, is a saturated or
erosadpspt ed, |inear or brancged, optionally at |east
nmono- substituted C -Ca aliphatic radical, the other

br anehEePe B bERer o 7 BB¥S A g s UBRLIRFenTe
aliphatic radical with at |east five carbon atons, or

Re and R9 together with the bridging nitrogen atom

2 or meCyBROHE! BepSHing g dgwl ehareelerized inothat Ry regresents a -
| eas - i ter ' ' j
cont NP FaitidFe! & HaRR oS ARRKkirafect bBondt tleadFiono-
menbsnbslitdledrd- otG-oienntsyred eycloatiphsticradidah whidhainay atpid nally

or unsaturated, optjonally at | east no- sybsti t.ut ed
mono%0 _l%&@@ﬁﬁﬁ%bﬁ%&%ﬁl%ﬂh@% ﬁ&ﬂg'ﬁaﬁéﬁﬁé’ or wiich may be
My SehdeNRld Mig? QeaRirate of m?ﬁtuﬁﬂé‘d,%igpﬁy gmr.-‘,-l%t Mona-

ring menber, O Arepresents an opti east
nmonoseigiviedunetenencyaic gyologtipbalicring systean, evhicmmay

tem. i ch bond i ti [l t | t
monoo il A at R Aes nawBaliars LAnamamGr b ey
gro iHe aigH oF (hehirg systém #615- bRiBimainbepasg! one _
het eroatomas a ring nmenber in one or nore of 25 its

rings, nis0,1,2,30r4; optionally in formof one of

its @Fﬁé%ﬁ?@ﬁgﬁﬁ?s@ﬁtgfﬁr- Bﬁgﬁﬁﬁiﬁ%wp&ﬁqi%l ch%g%erl] from the

di astereor S racemate or ITn 1tormoft a mxX

of aprdupasdnsistimgasf i ts stereoi soners, preferably
enantioners or d ia stereonmers, in any mxing ratio,
or a salt thereof, preferably a corresponding,

physi ol ogi&alky ---- - @d JAN 2607
. W—R10 s
L] N T
L1
R0
and

!
R0

wherein, if presenl, 1he dotted line is an optional chemical bond, and R'?
is hydrogen, a linear or branched C4-Cjz alkyl radical or a benzyl radical,

preferably hydrogen or a C4-C alkyl radical.
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ETOO24PCT -62 acceptable salt thereof, or a AN 7007
correspondi ng solvate thereof. 2. A corrpound accordané
to claim1, characterized in that RL represents a -
NRBRO radi cal or a saturated or unsaturated,

EdROZ4PC |y at | east nono 5 sgpstituted 5- or

6- menbered cycl oal i phatic radical which nay opticnally
contain at | east one heteroalomas a ring nenber

and/ or which may be condensed with a saturated or
3unsaﬂwcm11|wl.|nmad:umﬂmiglm chair tas 2, chaacterizedtin hmm@ R RY,

cl |
nhi oR g RS Yersfeal ¥ ufaant; Sedk ransaSentndrocare aiias o
as abfdd&eﬂeﬂﬁlﬁna]lw}ﬂ‘l@é& rhéhd- Eﬁbétllu%ﬂg@@é Pre{dlccﬁga linear

systemare -~ or 6-nenbered, preferabl
an - NRargched; @Mor@lly@td%ﬁl@@nmhﬂbﬂhukﬂdﬁa @halkegpb'aplcal or

wner 8neaPolbyalebid, ontioay et st e bfhlpn eyt Sty

chentgficalbond, and R10 is hydrogen, a linear or
branched Cl-Cs al kyl radical or a benzyl radical,
preferably hydrogen or a C1-C2 alkyl radical. 3 0 JAN

2067 P44 <

200 or RARARETRS 99, R RTIBSPOE BRI, L [dithdn
i denhym'agen forcl lrfezar @n brarezheh, optisesisnit laystrmged-subslituted,
l'ine optionally at | east

mnoaé'fu[g%? F{REBUH& C5 alkyl radical, a linear 5 or
branched, opti onaIIy at | east nono-substituted C2-C6

al kenyl rad|cal or i near or branched, optionally
at | pase pnafecatdy RSt Rf Llﬁded% GndR® akkly mgthesent hydrogen.

4, A compound according to one or mere of the claims 1 lo 3, characlerized

in thal R represenls hydrogen, a linear or branched, opticnally at least
meno-substiluted C4-Cs alkyl radical, a linear or branched, oplionally at
least mono-substituted Co-Cg alkenyl radical or a linear or branched,

optionally al leasl meno-subslituted C-C; alkyny! radical,

preferably R’ represenls hydrogen ar a linear or branched, optionally at

least mono-substituted C4-Cg alkyl radical,

more preferably R” represents hydrogen or a Cq-C; alkyl radical.

5. A compound according to cne or more of claimsT to 4, characterized in

that R? and R®, identical or different, each represenl hydrogen, a linear or
oranched, oplionally al leasl mono-substiluled C4-Cyp alkyl radical, a
linear or branched, oplionally al least mono-substiluled Ca_C4p alkenyl
radical or a linear or branched, optionally at least mono-substiluted C-

Cqn alkynyl radical,
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23

radi cal, preferably R2, R3, R4, R5 and R6, identica

or different, each represent to hydro gen or a Ii?ﬁar .
or branched, optionally at |east nono-substituted, JAN 27
C,_C6 alkyl radical, nore preferably R2, R3, R R5 and
cRapefady represent hydrogen. db 4. A conpound accordi ng

to one or nore of the clains 1 to 3, characterized in

that R7 represents hydrogen, a linear or branched,
optiBEaIIy at | east nono-substituted Cl1-CB al kyl

radical, a linear or branched, optionally at | east

nono- ubstlguted C2- C6 alkenyl radi cal or a linear or

br an&]@@d Rolegetmrwith the bridiaing rilfrges e fonnaysaigratgd or
al kyﬂﬁl}a{h?ﬂb&aﬁ :o%%llﬁ ag eears"fl élnoE%tlnﬁsqﬁ’lEtEﬁ %jtcﬁ‘ Bljléﬁ%h%?@d

or a linear ofr ranc ["east
nmonoheldsstydiv e, ﬁhﬁﬁmat,rkyahtma@rt haaist one edilicekéhaleryalom

R7 t Cl-C2 al | di . 25
SRS TRAT GO T Rish Y bF cRpREnetd Bt salufed or
4, chAEAG Fﬁéﬂ |drl3.1II tarﬂ?éas'ﬁﬁ mﬁ%htulgﬁ'?ﬁbﬁ&lurcﬁmyclrc

dlfferent each repr sent hydr og ['1 near
br ancrmdahm'mm:o‘m@ swem 'hrbrmt ran nplleuaibt ¢ctnlamdatdnastmle

al ky adi cal | i near, ar ti,onal.l
s heliaiof o f rind B Hos e BeBtRARG g 4raE il Fhtem are
| i negr gopr PrRsiabessd. opti onal Iy at | east

nono- substituted C2- Clo al kynyl radical, 3 0 JAN 2

DU ETO024PCT -64 or Re and RO together with the

bri dgi

B. auc%g't.' djr[cpglfl r@lin T c? |Fﬂ a&fatrg&%hfgd L hatllj{I nd5R

unsa ona Iy a nono-su

or 6rdaahtib@|rc&d:lrﬁerl&m ,Sfaetiyreprebeanl Agdrogenadt aearartbranched Cy-
at |least one additional heleroalom as a ring nenber

and/ bre #kyldRdivgl Be condensed with a saturated or

R® and R? {ogelher with the bridging nilragen atom form a radical chosen

from the group consisting of

_ G /—(j —NQQ

A

wherein R, if present, represents hydrogen, a linear or branched C4-Cq
alkyl radical or a benzyl radical, preferably hydrogen, or a C;-C; alkyl
radical.
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20

unsaturated, optionally at |east nono-substituted

mono- or bicyclic cycloaliphatic ring system whgqp JAN 07
may optionally con lain at | east one heteroatomas a

ring nmenber, whereby the rings of the ring systemare
ETO024FP®T or 7-nmenbered. 6. Aggonpound according to

claimb5, characterized in that Ra and RO, identical

r diaf - i o

Tor anthaigoung Sl TR AR QPG 1 T . Hifackiized i

t og_etHHrA miprbserhfa einrdpf%inaﬂy al leaegm_natslmgfimftml mnl\rlm- or

radical chosen fromthe group consijsting, of, -

- 11BaEYER SREatcying Sy RFeIH Bng(skisiars $- or 6-

pr es fH¥m r

1 PR AR fha R 1RARteg o o 5ionly <t RS Pner

hydr agbstiluled G—Els @Rylankgroup,aui oplicnaly ab leasi AMbressibstiluled

ETO024PLCT 5,65 7. A conpound.accordi tp one or re

ot ofarbs KRyt wREPRE Al odenaiy ol e mand insiied G-
an oalkyapahk \grélp hAa®r wIRRENIHE Fingl $)trRfly BBARIN &1 leas! one

pol ycycl-1c aromatic ring system wherein the ring(s)

i s/ apgtesoalgm s arfingyEesmernhi ch may be bonded via an
optionally at |east nono s substituted C -C6 al kyl one
group, an optionally at |east nono-substituted C2-Cs

al keppdfembhohoupresenna o ppliomaEly st ledstinedsd-subslituted mono- or
nono-substjtuted C2 C6 al kyn'\4l ena group and/ or

wher BPRCYHE FPmatis)ngesysteiAc wihrein theaagisyieare 5- or 6-
het erRAN a2 uﬁrhé}%irf'ﬁg@g)t? n'lucIrB R ﬁﬁﬁé’%@t‘é{r{ al legst one

represents an optiona east nmono=su
monohelgrealpol,ycyclic aromatic ring system wherein the
ring(s) is/are 5- or 6-

or a radical chosen from the group consisting of

X CH)z— CH=—CH— X
z 2
X

P :

¥

X

P s
—tcHz::m—(j]:)TY
T P
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menbered and wherein one or nore of the rings contain

al least one heteroatom 15 or a radical choskf $Amna007
the gro up consisting of x [CH}" CHCH x YOY iD-Y
X X CHCH Y Yx X1 -(CNp}m 1Y Y 20 3 6 SAN
E3Q074pET 0024PCT -66 wherein_gg Y. Z, independently
fromone another, each represent a radical selected

TR el oo S AR
chl o %an
chi oHEEi 5 Y. TaReHgel § o, sacyteprggant a
| i nepadiedl d@leﬁt@@ﬁdnﬂh@oﬁb dopxsisting lof h?@ﬁog@h g florine,
Cl-Co6 al kylthio, a triflugranet h% radi cal, cyano 5

r adi BEIMiEgg lineargehranch Eesr gr h@%&d (RrEs alkoxy,

| den eIn. §

o PR o
SI ngbm:lrcddandcml—Nﬁ?ﬁRif”bmimalen the two rings, a CH2, O,
S group or a NR14 radical,

wherein R™ and R™, identical or different, each represent hydrogen or

linear or branched C4-Cg alkyl,

W represents a single chemical bond between lhe two rings, a CHz, ©, S

group or a NR' radical,
wherein R is hydrogen or a linear or branched C,-Cg alkyl,
misd, 1,2, 3ordand

m1is1or?

a. A compound of general formula {la) according to one or more of claims 1

lo 7 selected from the group consisting of

[5] 5-chlore-3-methyl-N-(1-{2-(pyrrolidin-1-yl)ethyl)-1H-indol-7-yI}-

benzo[b]lhiophen-2-sulfonamide,

[6] N-{1{2-(pyrrolidin-1-yl)ethyl}-1H-indol-7-yl)naphlhalene-1-

sulfonamide,

[7]  &-chlore-N-{1-(2-{pymoldin-1-yi)elhyl)-1H-indol-7-yl}imidazo{2,1-

bllhtazole-5-sullonamide and

[B]  2-(naphth-1-yl}-N<{1-(2-(pymolidin-1-yl)elhyl}-1H-indol-7-

yhethansulfonamide



i
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wherein R14 is hydrogen or a |inear or branche :
alkyl, 15 mis 0, 1, 2, 3 or 4and mM is 1 orgi_ﬁsj_;ﬂﬂﬂ]ﬂ?
conmpound of general fornmula (la) according to one or

nore of claims 1 20 to 7 selected fromthe group
ETensarstt ng of 15] -67-

5-chloro-3-nethyl -N-(1-(2-(pyrrolidin-1-yl)ethyl)-?HIi
ndoi - 7-yl )- benzo [b] thioph en-2-sulfa namd e, 25

[6] NN(1-(2-(pyrrolidin-1-yl)ethyl)-1

H- i ndadtieiy bhraghditheg seitsd and gbhetani de, [7] 6 -ch

loro- N-(1 -(2-(pyrrold i n-1 -yi)e thyl)-1

H i ndoi - 7-yl )i m dazo[ 2, 1- b]thi azol e-5-sul fonani de and

0 [ Ak - eh 2 hn-4-yl)eihyl)-
% ?‘]n%!‘gfu?‘g-ﬁﬁ@% ?‘é‘?‘ﬁék’éﬂ:&? Q%Q(F’n?ac!g%%gy 2097
ETO0024PCT -67 and their_corresponding salts and
solvates. 9. A sul fonamwgde cogpound of general fornula

(Ib), "~ 0S-R7 N, @Sy R N2, R 5~ R3 (Ib)
Rb N"r -
/ R2
RS
R R3
(Ib),
whierein

R! represents a -NR®R? radical,

R?, R R R® and R®, idenlical or different, each represent hydregen,
halogen, nitro, alkoxy, cyano, a saturated or unsaturated, linear or

branched, oplionally at least mono-subsliluted aliphatic radical, or an
optionally at least mono-substituted phenyl radical or an oplicnally at

least mono-substiluted heleroaryl radical,

RY represenls hydrogen or a2 saturated or unsaturated, linear or

branched, optionally al least mono-substituted aliphatic radical,

R? and R?, idenlical or differenl, represent hydrogen or a saturated or
unsaturaled, linear or branched, optionally al least mono-substituted C..4

aliphatic radical,
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wherein R represents a -NR8R9 radical, 10 RZ"] GRMN 2007

R4, R5 and Rs, identical or different, each represent

hydrogen, hal ogen, nitro, al koxy, cyano, a saturated

or unsaturated, |inear or branched, optionally at
no-substituted aliphggic radical, or an

optionally at |east nono-substituted phenyl radi cal or

"o RapBrarpns 3 eblara sUFSaRot> Sbsttb L ABRS, B bdivoyoiic
Unsahﬁﬂrﬁélﬁdnnﬂg Epam, WhictP rfEye Bondid trﬁrtﬂi bmu.:mauy%mast

nmono- substituted aliphatic radical, 20 and

i denmosersubistitited aletrne. aanyiane owwmg!;@w BrouR  andior which

satu

oot | DA Gaptalp 4taSde Bl Rtermstoifidts £Ena B8 in gng ormore of
radi gakinggS 3 0 JAN 2007 ETO0024PCT -68 A represents

an optlonally at | east nono-substituted nono- or

pol ycyclic aro ma tic ring system which may be

bond K ionally at |east nono-substituted

al ky ﬁg%E ?E%ﬁg%ene or al kynyl ene group andl or which

may contain at |east one heteroatomas a ring nenber

in one.or

f its,.ri . is 0 , 3 or. 4:
ot 1 BRESTAIIR o pf Bre GES SRRbCmers Hreledy shppfigihers or
pr ef ara@mréoﬁié@tlts%e&ma@é or ﬂrpfo@khacﬂtaeﬁaﬁ@w:ﬁ atiléSsl two of its
racenat e or formof a mxture of at |east two of

its s@mwmmmgmefer@blewabvmee&mﬁﬂrﬂam@n@rﬁ, in any rixing

Chor B0 SR B pEietPl.a fdinkthortind, APsbiogicall

acceat:@étrltsm&adalt thBRICEOdr, a Bbr8s SRt BoNdicGesalivat e
thereof. 15 10 A conpound according to claim9,

characterized in that R2, R3, R4, RS
10. A compound according to claim 9, characlerized in that R?, R?, R*, R®

and R®, idenlical or different, each represent hydrogen, a linear or
branched, optionally at least mono-subsliluled C,.Cg alkyl radical, a linear
ar branched, opticnally al least mono-substituted C».Cs alkenyl radical or
a linear or branched, optionally at least meno-subslituled C» Cg alkynyl

radical,

preferably R?, R®, R, R® and R®, identical or different, each represent
hydrogen or a linear or branched, optionally at least mono-subslituted,
C1.Cg alkyl radical,

more preferably R?, R®, R*, R® and R® each represenl hydrogen.

11. A compound according to claim 9 or 10, characlerized in thal R’
represents hydrogen, a lingar or branched, oplionally at l=ast mono-
substituted C1-Cg alkyl radical, a linear or branched, optionally al least
mono-substituted Cp-C;s alkenyl radical or a linear or branched, optionally

at [easl mono-substiluted C-Cg alltynyl radical,
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and R6, identical or different, each represent

hydrogen, a linear or branched, optionally at 3ﬂa§ﬁN 007
nono- substituted C,-C6 al kyl r adi cal, a linear

branched, optionally at |east nono- subst i t ut ed C2. Cs

E@hd}ﬁp& radical or a | i nearg@r branched, optionall y

Ieast nono- substituted C2 C6 al kynyl 20 radica
preferably R2, R3, R4, R5 and R5, identical or
different, each represent hydrogen or a |linear or
bran Fé?&ﬂbﬁpﬁf Rgﬂ'bbdnl%thﬂd?@@én 8pPa ‘Hnééﬁbﬁﬂ I!:-rtaﬁbﬁgd opfﬁhn@ﬁy ai
alky radi cal more preferably R2. R3, R R5 and R5
eac hleashmeseraubisjitiied §h-Cs alkyl radisshpound according to
claim9 or 10, characterized in that R7 represents
hydrogen, a linear or branched, optionally at |east
monomde prdFetdtiy RE defSiesOhlsathydrbgendr aat, G alkiyheRlical!
branched, optionally at |east nono-substituted C2-C6
alkenyl radical or a linear or branched optionally

12 B SRR F e, et

hydr aog Rgpldeatltalrmairffmﬁnb rwmhhedrewm hpdralgen oata lineansir

glr)g]? 'fsag% ¢ Utlf‘g'ﬁ’ﬁgﬁ r%g#ct&teg Q}n8€§|kg| q@qlcal

radi cal . 12 A conpound according to any of claims 9

to 11, characterlzed in that RB and R9, identical or

di f fpﬁeétrnablyela%and & itenticabyrddiBersnl,cach reprasent bydrogen or a
br an h?:d "gﬁ ly at | east nono-substituted G -C4

al ky E4il ‘preferably RB and R9, identical or

di fferent, each represent hydrogen or a GC--C2 alkyl

radi cal , with the praviso_ that RB and R9 are not
hydr‘é’ﬁ'@ﬁi%ﬂf{tww tandeR” angnol hydrogen at lhe same time.

13. A compound according to one or more of claims 9 lo 12, characterized in

that A represents an opltionally at least mono-subsliuted mono- or
polycyclic aromaiic ring system, wherein ihe ring{s) isfare 5- ar 6-
membered, which may be bonded via an oplionally at least mono-
subsliluted Cy—Cg alkylens group, an optionally al least mono-substituted
C2_Cg alkenylene group or an aptionally at leasl mono-substiluted C,_Cg
alkynylene graup and/or wherein the ring{s} may contain at least one

hetercatem as a ring member,

preferably A represents an oplicnally at least mono-substituted mono- or
polyeyelic aromalic ring syslem, wherein lhe ring{s) is/are 5- ar 6-
membered and whersin one or more of the rings contain at least one

heteroalom,
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20

13 A conpound according to one or nore of clains

12, characterized in that A represents an opti on?a[ll.iAN 2007
at | east nono-substituted nmono- or polycyclic

aromatic ring system wherein the ring(s) istare 5- or

EGoopapder ed, which may be bopmed via an optionally at

| east nono 20 substituted ClL_C6 al kyl one group, an

oF e Spfohticdt AR aifs SR LS 6F 72

nono- substituted C2-C6 al kynyl ene gro up and/or

wherein the rigg(s) NRY,cont 8 at |@gasép-one X
het er oat om as @ e NeEnber . AN eferably A

represents as: ons Iy ¥ a$t nono- subst L Y
nmono- or pol yedetd c aronati C, g system wher®e T

ring(s) is/arez5- or 6- menbeted and wherein one or

nore of the rings cont®in at | east one heteroatom 30
T 3 0 JAN 2007 ET002 0- or a rad| al chosen from
t he group consisting Cx~m _ ¢

_ - x Y'Y
Xx 141 x r Y x (CH2) 5 wherein b .

i ndependent|y from one anot f8r¢Heach repriese

radi cal selected from group consi sting

hydr ogen, fluorine, c e, x

hi

wherein X, Y, Z, independently from one ancther, each represent a
radical selected from the group consisting of hydrogen, fluorine, chlorine,
bromine, [Inear or branched Cy-Cg alkyl, linear or branched C4-Cs alkoxy,
linear ar branched C4-Cg alkylthio, a trifluoromethyl radical, a cyano

radical and a -NR"R" radical,

wherein R' and R", identical or different, each represent hydrogen or

linear or branched C4-Cg alleyl,

W represenls a single chemical bond between 1he two rings, a CHz, O, S

group or a NR" radical,
wherein R is hydragen or a linear or branched C;-Cg alkyi,

mis0, 1,2 3ordand




brom ne, |inear or branched Cl1-C6 al kyl, linear_ or

branched Cl- 06 al koxy, |inear or branched C13d,JAN 2007

alkylthio, a tri fluoronethyl radical, a cyano

radical and a -NR 72R13 radical, 10 wherein R 12 and

Eﬁzﬁz ¢gentical or different 1each represent hydrogen
E]LI near or branched Cl- CG al kyl, Wrepresents a

SI ngle1 E' %al bond between the two rings, a CH2, O,

s 18gf a NR14 radical, wherein R14 is hydrogen

or a linear or branched Cl1-Cs al kyl, msO,1, 2, 3or4and

20 3 0 JAN 2007 ETO0024PCT -71 m is 1 or 2, 14. A

1donpAunanpeiast akoegding toweedr morecofoflaims? i 19 setectsd from

sel egt ed fro oup consisting of 5 [1]
I\I-[lﬁ'(F?g H&ﬁ?\?sgﬁ?%’get hyl ) -1

5 H i ndol e- 7 yl ] - napht al ene-1- sul fonam de, [2]
N-11-(2-di m et hyl am noe thy Hindo | e-7-ylj-5-ch
| or ol13- 1U-[ﬂd r@m@nﬂ@pﬂ]qamﬂiamﬂed@ekummﬂ%ﬂe -1f 3]
N-[1-(2-di, %ﬂaam noe thyl)-1 Hindo le-7-yl]-4
phenyl benzenesul onam de and 15 [4] N[1 -(2-d i m
et hyl am noethyl) 1 Hindo |e-7- yI] 6 ch toroim d

zoI e-5-sul

gg?r poanI]r\ F@W'%tﬂ/ﬂlé ‘1"5@'91 5’& ‘H?'B@é@s for

g obtaini ngraugbdaRmtlepnsid-saifsRariagener al fornul a
(I a) andtor (Ib), accordl ng to one or nore of clains

1 - 14, characterized in
[3] N-{1-{2-dimethylaminoethyl)-1H-indcle-7-yl]-4-

phenylbenzenesulfonamide and

15 [4]  N{1{2-dimetlhdaminoelhyl}-1H-indole-7-yl]-6-chloroimidazo[2.1-

b]thiazole-5-sullonamide
and their carresponding salts and solvates.

20 15, A process for oblaining a sulfonamide derivative of general formula (la}
and/or {Ib), accarding 1o one or more of claims 1 - 14, characlerized in
lhat al least one compound of general formula (1), or one of its suitably
protected derivatives,

o, .0

S T
5
AT X

(m
25 wherein A has the meaning according to ane or more of claims 1 - 14,
and X is an acceptable leaving group, preferably an halogen alom, more

preferably chlonine is reacted wilh al least one 7-amingindole of general

{formula {lll}, cr one of ils suilably prolecled derivalives;
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that al |east one conpound of general fornul a (
one of its suitably protected derivatives, Iadi Jﬁw 2a0t
A-~S~.x (Il) 25 wherein A has the meaning accordl ng

to one or nore of clainms 1 - 14, and X is an

Ef6654pePl e | eaving group, preferably an hal ogen atom

16.

nore preferably chlorine is reacted with at | east one
7- am noi ndol e of general forrrula (I11), or one of ifs
suitably protected derivativ 3 0 JAN 2007

ETO024PCT -72 R7 HN , | LHJW 7 N RSB R4 R (111),
wherein R -R7 and n have the rre;'a{ﬁ'l‘zhﬁ“accordl ng to one
or nore of clainms 1RE44 +o.obiain the corresponding
sul f onam de and opti onal 5 fyomgkhe latter, the
protective groups may besyemovgd if necessary. 16. A
process For obtaini ng-a suf f ondyi de derivative of
general fornmula (1 a) anddsor (RFb), according to one
or nore of clainms 1 - 14, wherein R-R6, RO and R9, n
and A have the nmeaning according to one or nore of
clains 1 10 14 and R7 is dll},i near or branched Cl- G5
al ky| cha ‘i j} h at _at. Ieasrtd on ound oF
gene‘r"’EFr‘?'B e ave the shehing aLCOTIILIC QR B e &
genegiaims 9r-m4 l% dbifh, thé‘iﬁ@sﬁnﬁﬁmﬁ%ulﬂ?ﬂam‘@ ant Eﬂﬁovﬁﬂlly.
have the neaning indicated In clains -

i s afiombedafier, Hicopsotedivergraups may bw%mowwlnecesaary
hal ogeni de or dial kyl sulfate.

A pracess for oblaining a sulfonamide derivative of genaral formula (la)
and/or (Ib), according to one or more of claims 1 - 14, wherein R-R?, R®
and R®, n and A have the meaning according to one or more of claims 1 -
14, and R’ is a linear or branched C4-Cg alkyl, characlerized in that at
leasl cne compound of general formulz {la} andfor at least one
compound of general formula (Ih), wherein R'-R%, R?, R®, n and A have
the meaning indicated in claims 1 - 14, and R’ is an hydrogen alom, is

reacted with an alkyl halogenide or dialkyl sulfate.

17. A process far preparing the salts, preferably the physiclogically

acceplable salls of the compounds of general formula {la) and/or {Ib),
according to one or more of claims 1 - 14, consisling of reacting at least
one compound of the general formula {la) and/or at least one compound
of the general formula (Ib) wilh a mineral acid or organic acid in a suitable

solvenlL.

18. A medicament comprising al leasl one ¢compound according fc one or

more of claims 1 1o 8 and optionally one or more pharmacologically

acceplable excipients,
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15 17. A process Far preparing the salts, preferably

the physiologically acceptable sails of the ¢ d
of general fornula (la) and/or (lb), accordi ngﬁ)j‘b@ Z"U?

or nore of clainms | - 14, consisting of reacting at

grefsipcpne conpound of the ggperal formula (I a)
and/ or at | east one conpound 20 of the general fornula

180 ¢ APl AEE R il ARDRR SR il egptation, for

| easthedpRpRYERALASH/OE FRARNEN df @ dIBSrdeF or Akease related 1ood

1 to 8 and optionally one or. nore pharnacol ogically
25 abdeks.deeraly |ﬁp" @Qmaﬂﬂﬂ of QDBEMRMDZGW MEfoiePapes.
t
r ece&[%s?éré;gﬂ at | on S’y ?Jﬁ@' pr @Bﬁjl l[>§]1ipil§"aar}$ /%lgcﬁcwga‘tment

tr eaEﬁ”ﬁhém@; balndlias_.@fndﬁ!xlﬁ,r caﬁh&&mtw&; eﬂgchdbﬁtesf[nmiinsulin
i nt ake prerer Yy or the re tion |te, or
t he ﬁﬁpﬁ@%ﬁmﬁ&%ﬂ% mglilgsh roe ﬁ!ﬁm &R lﬂ%eg‘%ﬁd?ﬂ'-'SEJ by
wei gﬁbes.i,g rf?m@ ap%ﬁﬁmku@’&in%lf&rt% Afneht S%ﬁﬁﬂimﬁésﬁﬁal tract

obesi anor exi a, cachexia or~t
di abdtmdémpprafemhly mlaUﬁiamkﬁmyndrmbe.tfes ougmltwe us),

f bly t d b besi t.y, f
Phe. BPBRPCRTRs fartbP sPomaRs BRI bt BRES inarleR of the
tr aCbenﬁéI&iﬁrﬁ@u@syﬂléﬁf ahiely [;iahid diboRiess, RIvpREsSiymdsreferably
me, for niti ve enhancement, for the proph | axi's

and/ brpot!ar iserdars, sogoitiye reemenudiseriers,canin entia
nerv gfcgc[ﬁ‘%%é wn%u Jﬁtg Eyratnp Hisﬁrc%ré hﬁr%?érﬁb We%ng'ﬁ%ﬁ% A bise ase,

pr ef I'sor ers cogniti ve

di sopPeekifsorss ﬂide@ségﬂanﬁmglnnhrcnmdmemuﬂmb aderosis,
nerative disorders, preferably Al zheiner's djsease,

Par kSRRIGAPRIEIa; @gyehosip AT Infaple hyperkinesinKalHRY aphlion

ot anEl LRy ARy SRR O St Com 15 def i ci t /

hyperactivity disorder),
preferably for 5-HTg receptor regulation, for the prophylaxis and/for
treatrment of a disorder or disease related lo food intake, preferably for
lhe regulation of appetile, for the maintenance, increase or reduction of
body weight, for the prophylaxis and/or trealmenl of obesity, bulimia,
anarexia, cachexia or type [l diabetes [non insulin dependent diabetes
mellitus), preferably type 1l diabeles caused by obesity, for ihe
prophylaxis andfor trealmenl cf gaslrointestinal tract disorders, preferably

imtable bowel syndrome.

20. The use of al leasl cne compound according to one or more of claims 1

to 8 for lhe manufacture of a medicameni lor 5-HT receptor regulalicn,

21. The use of al leasl ocne compound according lo one or more of claims 1
to 8 for the manufacture of a medicament lor lhe prophylaxis and/for

trealment of a disorder or disease related lo food intake.
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preferably for 5-HT6 receptor regulation, For th

phyl axis and/or treatnent of a disorder or di s&ﬂséhﬂ 2001
related to food intake, preferably for the regulation

of appetite, for the maintenance, increase or

B a©n of 20 body weight . zfor the prophylaxis
a

or treatnent of obesity, bulima, anorexia
lin depen

achexi a or .t e Il di abetes (non i.ns
2670 i dsptiat Mast pre Batrstin euayd b e TraE o claims 1
causgflg yr IPBSHAR Y aciURE of B%Etﬂiﬁﬁﬁﬁ)&t foriBe |9%on of appetite.
treatnent of gastrointestinal tract disorders,

preferably irritable bowel syndronme. 25 20. The use

f t
281 o 1o 1805 o7 SRR AT 6rREhE 1§ S fedlr tifieeragms
5- HTfp B éclpkonategoiuad o6 a.meditamenefaree afalalenbfdstincrease
one conpound according to one or nore of clains 1 30
t o 80F grduchan phRayMaight. of a nedi cament for the
prophyl axi s and/or treatnent of a disorder or disease
related to Food intake. 3 0 JAN 2007 ETO0024PCT -74

222. The useefd lest haamnmmrmkmmuﬁdg&uouedjm'gnmfmmﬁms 1
clainms 1 for. the acture of a

Ll B £ e s attugh B Sefictpeahla the BromyIds andioe

of a{rehml@%eg@ypound according to one or nore of
claimse 1 5to 8 for the manufacture of a nedi canent

for the mai nt enance, increase or reduction of body

o ohbe gféas Al et Bl coMoo iBAcs S I BRR T R i 1
of atd" fhrarh BRRANdAcIure f Broddivameht for itk Pfﬂpﬂr@rlaxis andfor
treatnment of obesity. 25. The use of at [east one

conphaadnecselifYat o one or nore of claims 1 to 8

for the manufacture of a nedi canent for the

prophyl axis and/or treatnent of bulima. 1s

26. The use of at least one compound according to one or more of claims 14

to 8 for the manufaclure of a medicament the prophylaxis and/or

treatment of anorexia.

27. The use of at [east one compound according {o cne or mere of claims 1
to 8 for the manufacture of a medicament for the prophylaxis andfor

lreatment of cachexia.

28. The use of at lzast one compound according to ane or more of claims 1
lo 8 for the manufacture of a medicamenl for the prephylaxis and/or
irealment of iype |l diabetes {non insulin dependent diabetes mellitus),

preferably lype |l diabetes caused by obesity.

29. The use of at leasi one compound according lo one or more of claims 1
to 8 for the manufaclure of a medicament for ibe prophylaxis and/or

treaiment of gastrointeslinal Iracl disorders.
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26. The use of at |east one conpound according to one
or nore of claims 1 to 8 for the manufaclure @fpaaN 007
nmedi cament t he prophyl axis and/or treatnent of
anorexia. 20 27. The use of at |east one conpound
iig to one or nore of .gdainme 1 to 8 for the
nufacture of a nedi canent for the prophyl axis and/ or

ma
re nt of chexia. 28. The use of .at | east on ]
3Bompbn i3t 8 %G One coMmPYPaRIRTUI AP SRt IMoREst s 1
for {g [dmRe mshaauAt ofa TRedicaTRAL fdrahe bRSHhylaxis and/or
prophyl axis and/or treatnent of type Il diabetes (non

i nsulreaimrg el dieitable babel syndrema.t us), preferably type
Il diabetes caused by obesity. 29. The use of at |east
one conpound according to one or nore of clains 1 30

310 8Theluskif albist ank woenprund amdirdingan onbar ibve of claims 1
prophyl axi s and/ or treatnent of gastrointestina

I
t r aclo @fesdhaenanufgctyrg afa soerdicanentio ter prophiyigyis spd/or

use éaﬂeﬂil%’l‘%hx compound according to one or nore
of cﬁal ns to %Iegor t he manuf acture of a nedi canent

for the prophylaxis and/or treatnent of irritable
owel_ syndr 5.31. The use of at . |east one co nd
33 o B o) 2blRash P SPERSnG) SenEtina % gng F Grorad clims 1
MANUfAE FaH the PharfufBBiré 6RERREdIEAmehbRrARE Bhﬁ/ﬂlﬂﬂ%ﬁ? and.-;nr

and/or treatnment of anxiety. 32. The use of "at |eas
one keaipmemaf depoessiony to one or nore of claims 1 10
to 8 for the manufacture of a nedi canment for the

prophyl axi s and/or treatnent of depression, 33. The

3gse Phe @feelcﬂmlem@né@@ﬁmmdm@ih?gobﬂeaﬁ@ramcﬂaiﬁfs 1t0 8
claims 1 to 8 for the mapufacture of a nedi canment for

the [oréhpmanstaduenel »madieanaphior thespromphylaxsis amd/or lreatment

di Soﬁlglﬁhﬁtarﬁf]snra—&% use of at |east one conpound
accordihg to one of nore of clains 1

34. The use of at least one compound according tc one or mare of claims 1
to 8 for the manufacture of & medicament for the prophylaxis and/or

Ireatment of cognitive memaory disorders.

3a5. The use of at least one compound according to one or more of claims 1
to 8 far the manufaclure of a medicamenl for the prophylaxis and/or

Ireatment of senile demenlia processes.

36. The use of at least one compound according to one or more of claims 1
1o 8 for the manufacture of a medicament for the prophylaxis and/or

ireatment of Alzheimer's Disease.

37.  The use of at least one compound according 1o one or more of claims
io 8 for the manufaclure of a medicament for lhe prophylaxis andfor

ireatment of Parkinson's Disease.
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to 8 for the manufacture of a nedi canent for the
prophyl axi s and/or treatnent of cognitive ne YIAN 3007
di sorders. 20 35. The use of at |east one conpo n’é‘
according to one or nore of clainms 1 to 8 for the
ETa04RCT ure of a nedi canent -f@r the prophyl axi s and/ or
treatnment of senile denmentia processes 25 36. The use

ggf afrp t ' ; e .

8] o oo e ol e BRR A ATGEY S dodaind 198l ifieorbiayms 1
t he pr 8 iprtheanasufactlre of atmeditament fir 1ké prephywngs and/or

Di sease, 37. e use qf _at | east one conpound
accoﬁﬁ?ﬁ'@eqtd’f}ﬂ@t@ﬂﬁ?ﬂﬁp'ﬁﬁasﬁ atms 1 30 to 8 For the
manuf acture of a medi canent for the prophylaxis and/or

treatment of Parkinson's Disease. 3 0 JAN 2607
38T002hease-of @t Fsst Phe compandacdoedipg to naecomponenaf claims 1

accoy dj r,.,more of clains to 8 for the

o mole Bt 108 poBR R of a fhe icaERL o 1o ponal e Aniior
t r eafrgBmiertiof deRidrilit I whidh 5eagRilive ddficit pheddamatds, at
| east one conpound according to one or nore of clains

1 to 8 for the manufacture of a nedi canent for the

. ; ; 0 whi ch
401 0B S0 BRN onL EAIERY Ao IRER) b o ol b
| easto & frer Ihe muanuidclace of dinngditamenkefop thaprapheliaxid ahdver

I 10 to 8.for.th nuf acture of a nedi canent for the
prop‘%‘??’@ﬁrﬁ C’iﬁ@%'lﬁ‘ﬁe%&ql@?ﬁﬁent of Multiple Sclerosis.

41. The use of al |east one conpound according to one
or nore of clains 1 to 8 far the manufacture of a
4iedi Thewae of at leastope ephmpcardsacanddiog to ent oe ataredf cbfims 1

iS..42. T f at.| t d,
Be e ek g anl et B sfecrSitnet BF R PPRUfEiandior
manuir@gimert ob pspchiid.canent for the prophyl axi s and/ or

42,  The use of al least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis andfor
trealment of infantile hyperkinesia {ADHD, attenlion deficit / hyperactivity

disorder).

43. The use of al least one compound accerding lo one or more of claims 1

to 8 for the manufacture of a medicament for the prophylaxis and/or

trealment of disorders of the central nervous system,

44.  The use of at least one compound according lo one or more af claims 1

to 8 for lhe manufacture of a medicameni for the prophylaxis and/or

trealment of schizophrenta.

45.  The use of at least one compound according to one or more of claims 1

1o 8 for lhe manufacture of a medicament for cognitive enhancement.
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treatnment of infantile hype rkinesia (ADHD, atten lion
deficit / hyperactivity 20 disorder)_43. Th S f

at | east one compound according to one or rmr?ﬂfﬂb? 2067
claims 1 to 8 for the manufacture of a nmedi canent for
Hragzep@phyl axi s and/or treafpent of disorders of the
central nervous system 25 44. The use of at |east one

07 B RR R B B8 B e BBt o
Pr opmdraxif Slae/Plo 14 BAGOPEBHAIY orss B ﬁﬁ?@bﬁﬁi‘rﬁac&g%iﬁélly
r

The use of at |east one conpound according to one

nor e36FeRipBlergxcipients. 8 for the manufacture of a

medi canment for cognitive enhancenent. 3 0 JAN 2007
ET0024PCT -77 46. A nedi canent conprising at |east one

4Zonpaunddeanmndiasgoridinglvecliaim 46665 Takaep®r fedilatich, for the
and OF“ onal, | e or nore pharmacol ogically
ac c e ptophyiaxs andios teatmentof a Wsﬁﬂﬁr@é%ﬁﬁﬂsﬁd@@t@ teyfaod
cl ai f 5 : LAR,
ot ophifite etcraf] of GET8LRanAE B BbeB, e Miniepance.
r el aineteass: doreduciion akbodypwefght dbof thef prophiraxisegnd/at treatment

o BRGNS GSR%E or s SRS e i
t r eagaparidertidigthass mellithy), pféRraidy AR diabeRs\ExiddBy

type Il diabetes (non insulin 10 deépendent di abetes

mel | Poesily, faribe arephylaxiy gadiar teaalipentel gasiwintebtinal tract

gast isbrderd; prefraBh IR R eyl S08lorhe. A8} ERgH0
| 11 i bnthdrcdpos faring pestehylDes a60@R sl RentesTASSEBRIG! the

for the prophylaxis and/ortreal nent of disorders of

t he CRUERIMNg Sirms aBxiely, Panis disgrdeps siepreasion. dseferably

depr Welpth ) ' ; | :

Oeb PR s dES LN L AR s SR Somene

pr ocpEesses) ewuoigrEnErativevdisdidens, deeferally #izieliviey's disease,

Az hﬁé%ﬁsu%’sdﬁissgggg,’ Hunlingten's disease andfor mulliple sclerosis,
schizophrenia, psychosis or infantile hyperkinesia (ADHD, attention

deficit / hyperactivily disorder),

preferably for cognitive enhancement, for the prophylaxis and/or
trealmenl of disorders of the central nervous system, anxiety, panic
discrders, depression, preferably bipolar disorders, cognitive memory
disorders, senile dementia processes, neuradegenerative disorders,
preferably Alzheimer's disease, Parkinson's disease, Huntinglon's
disease and/er mulliple sclerosis, schizophrenia, psychosis or infantile

hyperkinesia (ADHD, attenlion deficil / hyperactivily disorder).

48.  The use of at least one compound according to ene or more of claims @

to 14 for lhe manufacture of a medicament for 5-HT receplor regulation.
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Par ki nson' s di sease, Huntington's di sease and/ or

mul tiple sclerosis, schizophrenia, psychosis

infantile hyperkinesia (ADHD, attention deficgﬂ JAN 2607
hyperactivity disorder), 20 preferably for cognitive
Embagreenent, for the prophylaxi s and/or treatnent of

di sorders of the central nervous system anxiety,

4%?2 io frggﬂjg%o% fgag ﬁé&EstV T E@i@dd{ﬂm dé)lf r@h?% % gg'n&ﬁ'l'lélre of claims 9
denemd 4 Tpribeansnsfaciues ohd eg@:lhean mt-nt/rs:nrcuhs pn:ﬂﬁrﬁam:ﬁ andfar

preferably Al zheiney's di sease,,K Pa son di sease,
Hunt ﬁ'ﬁ@ﬁﬁ%“‘sﬂfzf’o‘;% 04 !ﬁe@ﬁerfﬁlaih"rfi) °§’E'| 'E’%@r s,

schi zophreni a, psychosis or infantile hyperklnesia
(ADHD, attention deficit / hyperactivity disorder).

508. The ussefatt least haaslnnmmlrdoammﬁdg&nmecﬁmgumfmhjms 9
or r f clains 30 to 14 for nu ag ture
et 1 for (g et of 8 ot e M reqiidiolapdese.
2607 ETO024PCT -78 49. The use of at |east one
conpound according to one or nore of clains 9 to 14

Sfor tThe uﬁmfaéﬁaﬁ%énafcﬂmnﬁémdom@mmﬂ@ opger more of claims 9

ol At at R B 3t Rirpehls Bt E5RaamBotlon e flaiienfhig dntrease
conpeumﬂ@en@ba@hm@rte or nore of claims 9 to 14
for the manufacture of a medi canent for the regul ation

of appetite. 51. The use of at |east one conpound

53C€CO brl%etd? rlfas‘?b mﬁf @'Mﬁdlﬁ %9 ohé dr ol V& claims 9

manuf act ure |ntenance

i ncr B:a!;é fur]lhemnamua‘ddn:lm oha onediceipenkioglthe pichhylehis and/or
of a ast i’ @¥npound according to one or nore of

cl ai Paep t he manuf acture of a nedi canent

for the prophyl axis and/or treatnent of obesity. 15

53. The use of at least one compound according 1o one or more of claims 9
lo 14 for ihe manulaclure of a medicament for the prophylaxis and/or

Irealment of bulimia.

54,  The use of at leasl cne compound according to cne or more of claims 8
1o 14 for the manufaclure of a medicament for the prophylaxis and/or

{reatment of anorexia.

55. The use of at least one compound accerding to one or more of claims 9
to 14 for lhe manufacture of a medicament for the prephylaxis and/or

treatment of cachexia.

56. The use of at least one compound according 1o one or more of ¢claims 9
lo 14 for ihe manufacture of a medicament for the prophylaxis andfor
Irealment of type |l diabeles (non-insulin-dependent diabetes mellilus),

prelerably type |l diabetes caused by obesity.



10

13

20

25

30

53. The use of at |east one conpound accordin
or nore of clains 9 to 14 forn?he manuf acturg %ﬁ gﬂﬁ 1
nmedi canment for the prophylaxis and/or treatnent of
bulima. zo 54. The use of at |east one conpound
EooMEiing to one or nore of -ggains 9 to 14 for the

manuf acl ure of a nedi canent for the prophyl axis and/or

557" eatrﬁgg} ﬁ)ﬁ'nﬁ G ouﬂ?:fsa&%?dﬂg lﬁtunle ol%ﬁf claims 9
conpoun accor ng to one or nore of “clal s to
14 f & 111|'|i@|’ miannﬁmﬂaunme af aernamdian'fmefnrtlﬁ@mrdimwlaxis and/or

prop trea achexi a. 56. The use
of aF’% %@l 5’@5&)# 0 one or nore of
claine 9 to 14 for the manuf acture of a nedi canent

for the prophylaxis and/or 30 treatnent of type II
58i abdhewserdrat ﬂea;ili Iong- mwpmmdmcmr@bgttesmﬁmn moxesyf, claims ¢

DA Bo83 rorshiBlamitettude 8E 4 inSiSieat tyr W Brantebdpandior

comwaﬂnmrﬁitmEmmeymme of claims 9 to 14
for the manufacture of a nedi cament for the

prophyl axis and/ or treatnment of gastrointestinal

50 aCchg %rd*%[t?l ng flo oﬁﬂ:?odh%eatgur&bgllﬁ%ﬁb d?g'ﬁoqeoofﬂaims 9

conpoun accor nore of “cl al e
for tdnef-l farthbananufeciote af aededieament farthé beophylaxis andfor
prop IaX|s and/or treatment of irritable bowel

syndf Ripl apyielise of at | east one conpound

accordl ng to one or nore of clains 9 ro to 14 for the
manuf acture of a nedi canent for the prophyl axis and/ or
B80r eaThenseasf adledstone o@m;mﬂml arserdifig 3¢ oneagtmaneenf claims 9

For Rhe¥ i8R ate iteCErS B albdBhBrRl ik Ribphyiads dndror
prophﬁh%ﬁﬁlﬁ@p%gslﬁjreat ment of depression.

61. The use of al least one compound according to one or more of claims 9
to 14 for the manufacture of a medicament for the prophylaxis andfor

Irealmenl of bipolar discrders.

€2. The use of at [easl one compound according to one ar more of claims 9
1o 14 for the manufacture of a medicament for the prophylaxis andfor

ireatment of cogniiive memory disorders.

63. The use of at least one compound according e ene or more of claims 9
to 14 for lhe manufacture of a medicameni for the prophylaxis andfor

trealment of senile dementia processes.

64. The use of al least one compound according to one or more of claims 9
to 14 for ihe manufacture of a medicament for the praphylaxis and/or

Irealmenl of Alzheimer's Disease.
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61. The use of at |east one conpound accordi ng .t n
or nore of clains 9 to 14 for the mnufacturgﬂogﬂﬁ fﬂl]?
nmedi canment for the prophylaxis and/or treatnent of

bi pol ar di sorders 20 62. The use of at |east one
EToopRIT according to one oragwre of clains 9 to 14
for the manufacture of a nedi canent for the

rop | . i ,
oy CoPHE LR ok SR Ao 98 048 TGy olaims o
ac cokodi 4 fprttbe onanwaciooe ef afmedieamenforttive pédpfadaxisand/or

manuf act ur f_a nmedic nt for the prophyl axis and/or
trea{rﬁﬂme'ﬁfﬂqgﬂkpénﬂéﬂﬁg???-processes. 64. The use of

at | east one conpound according to one or nore of
clains 9 30 to 14 for the manufacture of a nmedi canent
66or The use®iphigast nseaomprund accardisgtlo eheAir rheiedradaims 9

Di segs Al ET0024RCT -80. 65. The . use. of
Ceast BHOT B mERE s PR GG RB i) M PRV S an@or
9 tpednditioltHoiimami aCisée0f a nedi canent for the
prophyl axi s and/or treatnent of Parkinson's D sease.

5 66. The use of at |east one conpound according to

691€ the 'ﬂ%%r%? |§As%'ﬁ:ﬁ5 c%mquoﬂnmaéc%rrdihg % %ﬁ?‘gr?ﬁér‘ércﬁ c?%ims 9
a nedi canment for the prophylaxis ahdFor reatment 0
Hunt {ontd 7' 1ke Dharadaeturd df dmecdieameht for 1he patphedexis and/or
compound accqrding to one or nore of clains 9 10 to

14 fHeaiymRol |§8‘PL§@EW'% medi canent for the pro

phyl axis and/or treatnment of Multiple Sclerosis. 68.

The use of at |east one conpound according to one or

68or eTbé use aif izt e sl boe Ténipounidhacodiog 4 poeerohors of claims 9

medi capept. . for th rophyl axi s and/ 5 treat pent of
dorefi TR ErthE fraalub Bhe FredicdBenEior s birsiator
69. {rastrisit dPlieiertioash wikh SQEPARRNE RABK pekdinihaleane
or nore of clainms 9
BY9. The use of at least one compound acc:-:::-rding lo one or more of claims 9
to 14 for lhe manufacture of a medicament for lhe prophylaxis and/or

treatment of psychosis.

70, The use cf at least one compcund accerding ic one ar more of claims 9
10 14 for ihe manufacture of a medicament for the prophylaxis and/ar
treaiment of infanlile hyperkinesia (ADHD, atlenlion deficit / hyperaclivity
disorder).

71.  The use of at least one compound according lo one or more of claims 9
to 14 for the manufacture of a medicament for the prophylaxis and/or

trealment of disorders of the central nervous system.

72. The use of al least one compound according 1o cne or more of claims 9
to 14 for the manufaclure of a medicamenl for the prophylaxis andfor

Irealmenl of schizophrenia.




to 14 for the manufacture of a nedi canent for the
prophyl axi s and/or treatnent of psychosis. 20 7@. Tgﬁ 7007
use of at |east one conpound according to one or JLH

of clains 9 to 14 for the nmanufacture of a medi canent
ET0024P@T pro phyl axis and/orgitreatnent of infantile
hyper ki nesia (ADHD, attention deficit / hyperactivity

di sorder). 25 71. The use of at |east one conpound
according to one or nore of clains 9 to 14 for the
78an uﬂ'hemee)fmfé _I@s’rgdiaminmﬁurl;kmcddr@in e Rl arhereadrlgins &
trea 0 isorders of the, central nervous system

30 7%’@%@ t[]%é"%?"fa?tur%a f ppficamephlen gogniive #nhgneement.
one or nore of clainms 9 to 14 for the manufacture of

a nmedi canent for the prophylaxis and/or treatnent of

schi zophrenia. 3 0 JAN 2007 ET0024PCT -81 73. The use

of at |east one conpound according to one or nore of
claims 9 to 14 for the manufacture of a nedi canent

for cognitive enhancenent. 5




