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formula (la, Ib, Ic), <CH- 1 (la, Ib, Ic) o
optionally in formof one of their stereoisomners,
preferably enantioners or diastereoners, their
racemate, or in formof a mxture of at |east two of
their stereoisoners, preferably enantioners or

INDOL-di SIS {FONOMWE BERIVAT VRS , THETR NEREPARATION GAND RBETR Yol t5sHT-6 BIS|AS

MODULARGPRS er abl y t he correspondi ng, physiologically
acceptabl e salts, or corresponding solvates; to the
processes for their preparation, to their 15
application as medi caments in human and/or veterinary

s ther agpatiresentaAdenton ldfershd hBRCQIHONGAId6 deTivativiespbb general

pontalnln? them The new conmpounds of the present
iformaai(en Ivelg).be used in the pharnaceutical industry
as internediates and for preparing nedi canents. 20 The
superfamly of serotonin regqplors (5-HT) conprises 7
classes (5- HT -5-HT ), whieh co®er 14 hunman
subcl asses [D. Hoyer, et a ., Neur ofdar macol ogy, 1997

36, 419]. The 5-HT receptra_has been the | ast
serotonin receptor identifi e ,ar cloning in
rats [FJ. Monsma, et al., 25 ar macol ., 1993,
43, 320; M Ruat, et al.,RreS ocfiem 'Ri ophys. Res.

Conmun., 1993, 193, 268] as wel] as iaH)primans [ R
Kohen, et al., J.

(Ia, Ib, Ic)

10  optionally in form of one of their stereoisomers, preferably enantiomers or
diastereomers, their racemate, or in form of a mixture of at least two of their
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or
their salts, preferably the corresponding, physiologically acceptable salts, or
corresponding solvates; to the processes for their preparation, to their

15 application as medicaments in human and/or veterinary therapeutics, and to the

pharmaceutical compositions containing them.

The new compounds of the present invention may be used in the
pharmaceutical industry as intermediates and for preparing medicaments.
20
The superfamily of serotonin receptors (5-HT) comprises 7 classes (5-
HT4-5-HT7), which cover 14 human subclasses [D. Hoyer, et al.,
Neuropharmacology, 1997, 36, 419]. The 5-HTg receptor has been the last
serotonin receptor identified by molecular cloning in rats [F.J. Monsma, et al.,
25 Mol. Pharmacol., 1993, 43, 320; M. Ruat, et al., Biochem. Biophys. Res.
Commun., 1993, 193, 268] as well as in humans [R. Kohen, et al., J.
Neurochem., 1996, 66, 47]. The compounds with an affinity for the 5-HTs



Neurochem, 1996, 66, 47]. The conpounds with an
affinity for the 5-HIreceptor are useful in treating
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of the Gastrointestinal system as well as the
irritable bowel syndrome. The,conpounds with an
affinity for the 5-HT receptor are useful for treating
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or t rece or are useful for treating

i stardpHrenibymaeka highi affiginDiaDtheabthéhs tlesaptass iRl Roth, etal., J.

RSl itero 1964 268 1408 (2] ot Rt 1Ml add, 1995, 1,

Re§&aE, 9h o%ﬁfyet §I46Mof305harh'ﬂacol PTQQBZ&B@EBQO T%qugka;obt al, Am.
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Gerard et al., Brain Research, 1997 746, 207; M.R. Pranzatelli, Drugs of
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Patent application WO 01/32646 discloses sulfonamides derived from
bicycles, whereby each of the rings is 6-membered, aromatic or heteroaromatic
rings with 5-HTs receptor antagonist activity.

Patent application EP 0 733 628 discloses sulfonamides derived from
indole with 5-HT 4 receptor antagonist activity, useful for the treatment of

migraines.

Furthermore, it has been shown that the 5-HTs receptor also plays a role

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

Eating disorders, particularly obesity, are a serious and increasingly
frequent threat for the health of humans from all age groups, since they
increase the risk of developing other serious and even mortal diseases,

preferably diabetes and coronary artery diseases.
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role in the ingestion of food [ Neuropharmcol o 41
2001, 210-219]. Eating disordgrs, particularlygy’ ’
obesity, are a serious and increasingly frequent
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pr op ax
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animals, preferably in mammails, more preferably in humans.

It has been found that the indol-4-yl sulfonamide compounds of general

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

These compounds are therefore suitable for preparing a medicament for
preventing and/or treating disorders related related to food intake, preferably for
the regulation of appetite, for the maintenance, increase or reduction of body
weight, for the prophylaxis and/or treatment of obesity, bulimia, anorexia,
cachexia or type |l diabetes (non insulin dependent diabetes mellitus),
preferably type |l diabetes caused by obesity, for the prophylaxis and/or
treatment of gastrointestinal tract disorders, preferably irritable bowel syndrome,
for cognitive enhancement, for the prophylaxis and/or treatment of disorders of
the central nervous system, anxiety, panic disorders, depression, bipolar
disorders, cognitive memory disorders, senile dementia processes, preferably
Alzheimer’s disease, Parkinson’s disease, Huntington’s disease and Multiple



di sorders nedi ated by the serotonin receptor in humans

and/or in animals, preferably in mammals, nore
wee@betrm y in humans. t has been found that tPEI/EP2004/008512

i ndol -4-yl sul fonam de conpounds of general fornulas

(la, I'b, Ic) described bel ow ghow an affinity for the

5-HT receptor. These conpounds are therefore suitable

for preparing a nmedi canent for vent i
Sc@amla,gsczhl&mhﬂ%m@ peyChosis SNl temrglﬁsssan@iéf’ attention

t Bubag! @bylthe 5-HT
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di abet es caused by obesity, for t he prophyIaX|s and/ or
treatment of gastrointestinal tract disorders,
pr ef efAbbyone aspedsics thpeasesy yeBHen areFoRpgHNEs pEgeneral
gghaqczggn for the prophylaxis and/or treatnent of

of the central nervous system anxiety,

pani ¢ disorders, depregsiqn, bipolar disorders,
cognitive nenory dlsordégs sgnile denentla processes,
preferably Al zhei nmer s«;ﬂ%&ése Jzarkinson 's disease,
Hunti ngton' s di sease and I tiple- AScl er osi s,

schi zophreni a, psycho%is_o anti | e hyper ki nesi a
(ADHD, attention deficit Nre Rvity disorder),
receptor in mamal s, FMhcl o ng

and ot her disorders ned ywthe 5-HT serotonin
ﬁgg) hese conpounds
are also suitable for the BT epar ki of a medi canment
for cognitive enhancenent. Thus, one aspect of the
present invention are conpounds of general fornula

(la), (la)

(1a)
wherein

R' represents a —~NR®R?® radical or a saturated or unsaturated, optionally at least
mono-substituted cycloaliphatic radical, which may contain at least one
heteroatom as a ring member and/or which may be condensed with a saturated
or unsaturated, optionally at least mono-substituted, optionally at least one
heteroatom as a ring member containing mono- or bicyclic cycloaliphatic ring

system,

20

R?, R3, R5, R® and R, identical or different, each represent hydrogen, halogen,
nitro, alkoxy, cyano, a saturated or unsaturated, linear or branched, optionally at
least mono-substituted aliphatic radical, or an optionally at least mono-

substituted phenyl or heteroaryl radical,

25

R*is hydrogen or a saturated or unsaturated, linear or branched, optionally at

least mono-substituted aliphatic radical,
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wherein Rl represents a - NR RO radical or a saturated
or unsaturated, optionally at |east nono-substituted

weywbosidrphati ¢ radi cal, which nmay contain at PEHEP20041608512

het eroatom as a ring nenber and/or which may be
condensed wth a saturated orzunsaturated, optionally
at | east nono-substituted, ?I onally at | east one
het eroatom as a ring menmber cont ai ni ng nono- or

bi cyclic cycloaliphatic ring system R2, R3, R5, R6

E\?%Ing cqu?ﬁltcbf:&] difteretit! éé‘&f&greﬁﬁ Ryl RIYePSEM saturated or

I"ogen, nitro , cyano, asaturated
lghsattnmtawlmembpr|bramhedoopmmiwmdeasimmraubwaie
east nono-substituted aliphatic radical, or an
apphalicdeRicaat | east monosubstituted phenyl or
het eroaryl radical, R4 IS hydrogen or a saturated or
unsaturated, Ii near obranched

muthdhe Lpiue\nsm thatR%a ncb Ratalr@ npbaydfg &ng?ﬂwds%@e tlrrl1ée aasntd if one of

glgqelﬂ: f; gla Tlslﬂé%tﬁ[ﬁqg{i r%ﬂ%{é‘tﬁggtgﬂeﬁ?%ér ggﬁéﬁ&ﬂéﬁ Qptidnally at

Pt PRsHd-Yulsetitliedst - GQatiplsamsrBldtoad dhle atheytane is a saturated or
radical, with the provi

parbgaledainaarerbrBoHadOPIGHAN 5t GRS BpNPILRETed,pliphati
63?,%@\,@1@%% “?éii Aoorinstd r@ped | i near or branched,

eas mono- substituted Cl-C4 aliphatic
radical, the other one is a saturat ed or unsat ur at ed,

R Rosegatheontprighine i Bpadh Alam f§if,2 setyrated of ynsaturated.

Ctﬁftf&ﬂﬁl bOigBst ?\bna&lﬁéﬂttﬁ@d heggbhiic vinghwhidhdgiaggontain at
trogen atomforma saturated or unsaturated,

deastom agditiond| deteroatao 2s1eERg MAreRPRNUPHEAY he,condensed

wﬂga s\g@urapedna Y ur?soa%r%ltgd,aéptlonally at least mono-substituted mono- or
bicyclic cycloaliphatic ring system, which may optionally contain at least one

heteroatom as a ring member,

A represents an optionally at least mono-substituted mono- or polycyclic
aromatic ring system, which may be bonded via an optionally at least mono-
substituted alkylene, alkenylene or alkynylene group and/or which may contain

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

and
nis0,1,2,3o0r4;

optionally in form of one of its sterecisomers, preferably enantiomers or
diastereomers, its racemate or in form of a mixture of at least two of its
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or
a salt thereof, preferably a corresponding, physiologically acceptable salt

thereof, or a corresponding solvate thereof.
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nmono- or bicyclic cycloaliphatic ring system which

may optionally contain at Iea%t one heteroatomas a

ring nenber, A represents an ‘optionally at |east

nono- substituted nono- or polycyclic aromatic ring

system which may be bonded via an optionally at |east

monos %\glﬁh}%urat cf’"{)ft}‘ulejﬂ&erﬂ' il FehtioR e Qondpdundel sfgeneral

group”s 'ch nay contain at |east one heteroatom
nAul i( menber in one or nore of its rings, and n i

, 1, 2_, or 4; optionally in formof one of its

stereoi somers, preferably enantiomers or

di astereomers, its racefigtgPor in formof a mxture of

at least two of its ster}a&kspﬁérs, preferably

enanti omers or diasteréed $, inR&ny mxing ratio, or
a salt thereof, prefera a.corfespondi ng? ’
physi ol ogi cal | y acceptabl & f, or a
correspondi ng sol vate they P2004/ 008512 -6- Anot her

aspect of the present Reven

on are conpound
general fornmula (Ib) R4 R3 I& v s o

7' R2 Rq'lz)n_R']

(Ib)

wherein
R represents a -NR®R® radical,

R2 R% R®, R® and R’, identical or different, each represent hydrogen, halogen,
nitro, alkoxy, cyano, a saturated or unsaturated, linear or branched, optionally at
least mono-substituted aliphatic radical, or an optionally at least mono-
substituted phenyl or an optionally at least mono-substituted heteroaryl radical,

R*is hydrogen or a saturated or unsaturated, linear or branched, optionally at

least mono-substituted aliphatic radical,

R® and R, identical or different, each represent hydrogen or a saturated or
unsaturated, linear or branched, optionally at least mono-substituted C14

aliphatic radical,

A represents an optionally at least mono-substituted mono- or polycyclic
aromatic ring system, which may be bonded via an optionally at least mono-
substituted alkylene, alkenylene or alkynylene group and/or which may contain

at least one heteroatom as a ring member in one or more of its rings,
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(CH) RL (Ib) wherein Rl represents a - NR RO radical,
R2, R3, R5, R6 and R7, identical or different, each

w0 esesere hydrogen, hal ogen, nitro, al koxy, CREHBP2084/008512

saturated or unsaturated, |inear or branched,
optional ly at |east nono-substituted aliphatic
radi cal, or an optionally at [east nonosubstituted
phenyl or an optionally at |east nono-substituted

‘Befleroaryl radical, R4 is hydrogen or a saturated or

unsaturated, linear or branched, optionally at |east
nono- substituted aliphatic radical, R8 and R9,

ndeot ic2l3or4di fferent, each represent hydrogen or a
saturated or unsaturated, l|inear or branched,
optionally at |east nono-substituted 1-4 aliphatic

Egﬁbﬁﬁiy' infofr BF 8RBT s 3fereBisbAieas | prefdrabasiiantiomers or
no- substituted nono- or polycyclic aromatic rin

shiasterepmatis dte raggmsse I96 iam,efa mixterg ploaideast tio qgfé*&st

n ti V. 4 . .
TPRSEEil f  Bnh P SPE st HpAY BBt o
assait theRsbf npreferablyna corespording pifysidicgicalhygacaaptiable balt
2 3 or 4; optionally in formof one of its
$heIeabiok GnEESSHONg} %HY@teé%'i’?Pif-orrer s or
di astereoners, its racemate or in formof a m xture of
at least two of its stereoisoners, preferably
Medmnptheraspect di thstpresentangntion areycompaungisraftdemeralformula

alt thereof, preferably a correspondi ng,
E@Si ol ogically acceptable salt

Oy ,°
A/S\N/R"'
R3
R5
A\ R2
R6 N
(CHz),T'R1

R7
(Ic),

wherein

R’ represents a —NR®R® radical or a saturated or unsaturated, optionally at least
mono-substituted cycloaliphatic radical, which may contain at least one
heteroatom as a ring member and/or which may be condensed with a saturated
or unsaturated, optionally at least mono-substituted, optionally at least one
heteroatom as a ring member containing mono- or bicyclic cycloaliphatic ring

system,

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

substituted phenyl or an optionally at least mono-substituted heteroaryl radical,
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thereof, or a correspondi ng solvate thereof. Yet
anot her aspect of the present invention are conpounds

w@boogemeral formula (lc), R6' R7 (CH) Rl (Ic)pPCTARI004/008512

Rl represents a - NR RO radical or a saturated or
unsaturated, optionally at |egst nono-substituted

cycl oal i phatic radical, which my contain at |east one
gteroatom as a ring nepber and/or  wh

R FrRRIRSERISIYOROGET, 8 & rsawates'ronmbséwﬁﬁqﬁ éiﬁg%b%’re Branehed.
ﬁé? Lot TORG RS %Ubéﬁtﬁ%d AphhbfefadiYaat | east one

. tomas a ring ne ontal ni ng nono- or
bi cycllc cycloaliphatic ring system R2, R3, R5, R6

q . .
B gz el anaer et aat Ry S BSOS 6Le spiratpd or
%sé'tﬂ?étbélr it orl rasdied ophoRaigh@deastthbroaubstitated

'east nono-substituted ali phatic radical, or an

abphaticatadicaht | east nonosubstitut ed phenyl or an
optional |y at |east nono-substituted heteroaryl

radi cal , R4 represents hydrogen or a saturated or
@wpsaturated, linear or branched, optionally at |east
nmono- substituted aliphatic radical, R8 and R9,
identical or different, each represent hydrogen or a

?-'@téﬂoahe?o thé'ln\ﬁﬁ‘ﬁ ‘E)‘h?rgﬁlg nilrbERBtdMh férhRrBEa@sated or unsaturated,
opti onal | eas subStituted aliphatic

ropdionally a’oleast mono-substituted heterocyclic ring, which may contain at
least one additional heteroatom as a ring member and/or may be condensed
with a saturated or unsaturated, optionally at least mono-substituted mono- or
bicyclic cycloaliphatic ring system, which may optionally contain at least one

heteroatom as a ring member,

A represents an optionally at least mono-substituted mono- or polycyclic
aromatic ring system, which may be bonded via an optionally at least mono-
substituted alkylene, alkenylene or alkynylene group and/or which may contain

at least one heteroatom as a ring member in one or more of its rings,
and
nis0,1,2,3or4;

optionally in form of one of its stereoisomers, preferably enantiomers or
diastereomers, its racemate or in form of a mixture of at least two of its
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or
a salt thereof, preferably a corresponding, physiologically acceptable salt

thereof, or a corresponding solvate thereof.
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R8 and R9 together with bridging nitrogen atomform a
saturated or unsaturated, optionally at | east

WOoRwss9Bst i t ut ed heterocyclic ring, which mayPCDRPENN4008512

at | east one additional heteroatomas a ring nmenber
and/ or may be condensed with @ saturated or
unsaturated, optionally at |east npno-substituted

- b | | phati [ '
%oeo@r? inorbl remRices ] Saeseie SRItAeS b Hetiiated
nﬁﬁaﬁ@@féﬁl fal %péﬁsa?m Salﬁéhﬁ 5y 'aﬂ@yﬂw padidal WeisH is substituted

O-SUu ‘ut ed ono- “or pO ycyc I'c aromati c r|n
$yBrEnor mbre hubstuu@nisbemj"edn& Dﬁtfmsecgmthstm@lnl%/ﬁw nr@%@bly be

nosubst i t ut al Ky I en
GhGasN e oler et egntal e oTpia et Yl Aoy
Q‘ﬁloﬁné'élﬂoﬂﬁém&bmmb 8Ag teuoveimetfi. its rings, and n i
1, or 4; optionally in formof one of its

stere0|soners preferably enantioners or

st e i .
0 R SO IR, Pofpall SE Byl 8 g
Qﬁélrl‘rhlbtbﬁfrﬁm%um?g dyds?lﬁﬂ@madl,cal mvraciylsﬁubsﬁgjtedﬂjycqneomr more
&@gmp@@eégq? pg, |sgé§pgr§g}iév' Cor{uﬁét,%gggdr unr%atlgated optionally at
‘ﬁ8£§t%%%%‘%b%am J&4 fin ﬁhﬁéﬁ\‘%r Ebn@ffing mdHY- %r‘?flcych@

noi et1 es preseft a saturated Or unsaturated
adylctniaaphatlcr fdg syistem hmhlcln is substifuteg by enekenyore pubstituents,

oL PSR s BBk By L e R BBR, BB s
%&fn%ﬁaﬁbbh%@’ﬁ%%nsmﬂhg%ﬁh% ?Nltﬁﬁlr@fchmdle bramine, linear

group consisting o dr ox | uorine, chlorine,
rdnraneh@d@ﬁ@a dlkyl ohinaastas rancfhad101 -Csalkoxy lingas or ranched Cy-

¢ ;@ér!ﬁhglt'o%qkyl AR08 blanded €281 pBRRIASIIRERAEATbRR R,
preferably from the group consisting of linear or branched C4-Cs alkyl and

benzyl.

The heteroatoms of said cycloaliphatic radical and/or of said mono- or bicyclic
cycloaliphatic ring may, independently from one another, preferably be chosen
from the group consisting of nitrogen, sulphur and oxygen, more preferably

nitrogen is chosen as a heteroatom.

Said cycloaliphatic radical may contain 0, 1, 2 or 3 heteroatoms chosen
from the above mentioned group, preferably it contains 0, 1 or 2 heteroatoms

chosen from the above mentioned group.

If R® and R® together with the bridging nitrogen atom form a saturated or
unsaturated, optionally at least mono-substituted heterocyclic ring, which may
contain at least one further heteroatom as a ring member and/or which is
condensed with a saturated or unsaturated mono- or bicyclic cycloaliphatic ring

system, which may contain at least one heteroatom as a ring member and/or
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menber containing cycloaliphatic radical, which is
substituted by one or nore substituents and/or is

w@endenwesl Wi th a saturated or unsaturated, opeCTRPI004/008512

at | east one heteroatomas a ring nenber containing

nmono- or bicyclic cycloaliphatj.c ring system which is

substituted by one or nore substituents, each one of

t hese substituents rra r f b

TN 5 SO SHNE i P G O LU e e T o beSS Substituents
ki |

ErYagfn oel d’af)iy“!S’%ky bﬁkﬁelerF an§srtﬁher*9\F|§’éTgBﬁmed fﬂﬁﬁ“thé’broup consisting

near or branch koxy, | inear
of hixdraxy fubride, cbbmhleubmmhaylllnearmémanmedo@aﬁ'@lﬁ’éﬁll linear or

B s R B Bl
‘b@éﬂdﬂed dhes b@rrfﬁro@@émmsy Qlﬁd béhﬂyl Cmfé‘f@@bimw the rgadlis al

nd/ or of said nono- clic cyc oal i phatic ring
@QQSISth@bWrQFIWaWhﬁﬁ Gw@géﬂ%/ﬂ ABf bepr¥k er abl y be
chosen fromthe group consisting of nitrogen, sul phur
and oxygen, nore preferably nitrogen is chosen as a

het er ¢fahe metéiabylclwmig)ed)ritahnatdrre mmﬂbneaaddiﬁynalm&taﬁqat@ﬂs

@,né(ﬂ‘}ﬂf %a%%é a5 bR raehes S DicyeTs ARG, S/SHID shgteit one or

t ogeterLber %rﬁ'geﬁ‘%gﬁtmﬁwn@ﬁﬁﬁ rr@é%en&eﬁ@y ﬁfBﬁh &% another,

bri dgl ng nitrogen atom form a
sacleratly hearhases fram meegrowmqrtsménng;ofautrq:m tsulphur and oxygen,

nono- su d heterocyclic ch may contain
APOeRIE erah!té( PQ%P%{ %h]e%go%t%} ng member

and/ or which is condensed vvlth a saturated or

unsat urated nono- or bicyclic Cécl oal i hat| c ring

S.‘/Ste@a'@hetﬂfomwdmraahcamawe o1, oRE Srrslcitiosal Bateseatgms
e TOBR i B0 ish0ns oRlls Pty Rcpiéing0 oot ©

heteroatoms chosen from the above mentioned group.

If A is a mono- or polycyclic aromatic ring system which may be bonded
via an alkylene, alkenylene or alkynylene group and/or which may contain at
least one heteroatom as a ring member and/or which may be substituted by one
or more substituents, each one of these substituents may preferably be chosen
from the group consisting of hydroxy, halogen, linear or branched C4-Cg alkyl,
linear or branched C4-Cg alkoxy, -O-phenyl, linear or branched C4-Cg
perfluoroalkyl, linear or branched C4-Cg perfluoroalkoxy, an optionally at least
mono-substituted phenyl radical and 5- or 6-membered heteroaryl, more
preferably from the group consisting of halogen, linear or branched C+-Cg alkyl, -
O-phenyl, an optionally at least mono-substituted phenyl radical and 5- or 6-
membered heteroaryl, even more preferably from the group consisting of
fluorine, chlorine, -O-phenyl, linear or branched C4-Cs alkyl, an optionally at

least mono-substituted phenyl radical and 5- or 6-membered heteroaryl.



may preferably be chosen, unless otherw se defined,
fromthe group consisting of hydroxy, fluorine,

W@mosmiasves brom ne, |inear or branched CrC al kptT/EP2004/008512
l'inear or branched C -C al koxy, linear or branched C
-C perfluoroal kyl, linear or p anched CrC
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per f | uoroal koxy and benzyl, preferably fromt he gr oup
consi sting of linear or branched C -C

benzylIf ore ehemoke P thecirgs ef th?ﬁﬁo%rﬁré?‘ﬁ %h% agymatic ing
%g{gfe%%ﬁiau{%bg 9%&%&&‘6%&7‘5 Ithe 88 BefroROhtl L IiREthef

IC ring syst em contaln one or nore
heteoatsmesf atmeﬂeuﬁymmm renG-miemlegred deiterognf ragical —

Ons BATLAET B RLEL S, B G103 She LA LR Pcur an

xs,é ghably nitrogen is chosen as a heteroatom Said
rocyclic ring may contain 0, , 2 or 3 additional
heteroatoms chosen fromthe above nentioned group,

ItO L:f Zgﬁeﬁwxpﬁgﬁg egﬁ rﬁepooﬁl?W?écﬁéé’l% skl %UB&ﬁﬂtJerbne or

nﬁbb@,cmstﬁueﬂﬁ@ n&ddrconié obtheys tsabsiidoients may plnefebaiﬂyi be chosen
via an al kyl ene, alkenﬁggne or. al kynyl ene

m@mﬁhmmﬁ@@sn#m S Hesieo RORRE ot et B BRgiched C1-

2@%@?{4 éjérocgr eac one g%% l&ii@/sh eﬁhé%‘é&?ﬁr%g@%@é@ﬁﬁthlo
ptnﬁﬁ@woa:bémyhedmamnbwamalmcga bR %%ﬁgaélcahgvftﬂ’rem R and

roxy, hal o | i near or, branched

new«en@pamraeﬂﬁﬁ@@t D eSSk By DR i Yriangheg CrCe

?ched C -C perfluoroal kyl, linear or branched C -C
pertl uoroal koxy, an optionally at | east

nono- substituted phenyl radical and 5- or 6-nenbered

.2? t ﬁ;ﬂg%brqr\r/?c?y% ref éﬁg@é@[ﬁ@ %\%%n?%?\léporcé?m“ly?éﬁé@roup is

substituted by one or more substltuents each of these substituents may
preferably be chosen from the group consisting of hydroxy, halogen, linear or
branched C4-Cg alkyl, linear or branched C4-Cs alkoxy, linear or branched C4-Cs
perfluoroalkyl, linear or branched C4-Ce perfluoroalkoxy or an optionally at least

mono-substituted phenyl radical.

If said phenyl radical is itself substituted by one or more substituents,
each one of these substituents may preferably be chosen from the group
consisting of fluorine, chlorine, bromine, linear or branched C+-Ce alkyl, linear or
branched C1-Cg alkoxy, linear or branched C4-Ce alkylthio, trifluoromethyl
radical, cyano radical and a -NR'?R" radical, wherein R"? and R", identical or

different, represent hydrogen or a linear or branched C4-Cg alkyl.

If one or more of the substituents R?, R%, R®, R® and R represents an

alcoxy radical, said radical may have 1 to 6, preferably 1 to 3 carbon atoms.
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O phenyl, an optionally at |east nono-substituted
phenyl radical and 5- or 6- nenbered heteroaryl, even

worens/opoes er ably fromthe group consisting of PCT/BPI00€008512

chl orine, -O phenyl, linear or branched C -C al kyl, an
optionally at | east rmno-subsili?_t uted phenyl radi cal
and 5- or 6-nenbered heteroaryl.|If one or nore of the

QR e N L T
ghgtetrn]_%r&%nggh%d)ﬁﬁgﬁp&fe @oFH MnBHE Nt NtHeCRPtsFanMllated” or
-Tre e yl ra

ere eroar Ical - may preferably be
¢husedhnfayoatss be ugpeddpr thimbipstofigpnaingli t r ogen, sul phur
and oxygen. f the previously nentioned phenyl radical
is itself substituted by one or nore substituents,
%n%ﬂ?d@@eﬁ{?&%ssdf%ew ﬁﬂﬁ'ﬁulﬁf{wf) Fa;rléfp@éf.éh'bﬁ, tderein R’
0 uo

chosen fromt Qeggr oup consi sti n(g rrne, .
chprasents a bBNBRAeadicalms & sasuraied AE Hasatyrateg opfiepally at least

| i near or..b h s ; ] i

PRGF EBRetale Fr G S gloet Phatic fldic A6 may fptionally

?cﬂbﬁn &%dﬁ@h@&ietemhﬁfrgias &g aramBdr3and daichi may ?r .
ifferent, represent hydrogen or, a linear or hranche .

eOdENRgH With 4 RelEHediBHERITRIech eﬂﬁwaj@@ﬁ%?fg,m°”°’SUbS’“"Ut9d

Y, Eri n@ffeast one

Sr6BYa eyl GleEMEhERT RS pRch T Gtoraty Konkan oS

Mieté myaadinyasbe ring ssember, avharaby thetipgs ofitiesingngysiém are 5- or 6-

hr’¥1dr xy, .hal ogen, linear or branched C -C al kyl,

| NG red: branched al koxy, linear or branched CC

perfluoroal kyl, linear or branched C -C

per fl uor oal koxy or an opti onéalgi y at |east

nmoce prefetablyuRE tepreayts a AR ¢ radicat ar @ ragisalehased feam the

is itself. ubs%ituted by one or nore substituents,
group consisting o

O . -0
’ N ’
\
R10

~ ’(j and ﬂ

R10

wherein, if present, the dotted line represents an optional chemical bond, and
R represents hydrogen, a linear or branched C+-C alkyl radical or a benzyl
radical, preferably hydrogen or a C+-Cz alkyl radical and R*R®, A and n are

defined as above.
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each one of these substituents may preferably be
chosen fromthe group consisting of fluorine,

w@kiosnizees brom ne, |inear or branched CrC al KRECT/EP2004/008512

i near or branched CrC al koxy, |inear or branched CC
al kylthio, trifluoronethyl ragdjcal, cyano radical and
a -NR R13 radical, wherein Rl2 and R13, identical or

di fferent, represent hydrogen qr a linear or_ brapched .
SufoRpRAe derivafl/es,of asheraormia dahare alrarRTeTaEse. rwgqefe'n R’
RS, RReR@QHY Bg’ [RIMHBSESH Brfévenfll R epAtichRhydRRyefl, a linear or
radical nmay have 1 to 6, preferably 1 to 3" carbon
drameheth optionllyl dtddastrmone-sabstitutede® s Camtky Fadicalhg linear or

LA PEOREY BHE-S RO tHESuleofCr SRR SR EEAdiGH or a inear
'Jr bs&schat v pabesliyst l8asttnbrs-stibstitutedn€,.Cf atkgndi ragical,
Sul f onam de derivatives of general fornula (la) are

preferred, wherein Rl represents a -NR R9 radical or a

r t o abe 7i : ty: ‘
B Pl Y e RGBT R RahRRY, cach represent
radragen omdilindamaybranthed abptjoradiytadieasiimoreasubsiiteted C1-Ce
h?tﬁrg\tom as a ring nmenber and which may be condensed
Vil radigadl ur at ed or unsaturated, optionally at |east
nono- substituted nono- or bicyclic cycloaliphatic

ring, which my op%i osnalslé cont a) n at | east one
reveerraateopnefarablyr Rh RnRB? andiRressh repeesenh jydisgent@y a C1-Ca

U SRR TR R g 51 AT o DR r S BRREER 1Y om

the group consisting of N N R10

Sulfonamide derivatives of general formula (la) are also preferred, wherein R*
represents hydrogen, a linear or branched, optionally at least mono-substituted
C1-Cs alkyl radical, a linear or branched, optionally at least mono-substituted C»-
Cs alkenyl radical, a linear or branched, optionally at least mono-substituted Co-

Cs alkynyl radical

more preferably R* represents hydrogen or a linear or branched , optionally at
least mono-substituted C4-Cg alkyl radical,

even more preferably R* represents hydrogen or a C4-Cz alkyl radical and R'-

R3 R5-R® A and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (la) are also preferred,
wherein R® and R®, identical or different, each represent hydrogen, a linear or
branched, optionally at least mono-substituted C4-C1o alkyl radical, a linear or
branched, optionally at least mono-substituted C,—_C1 alkenyl radical, a linear

or branched, optionally at least mono-substituted C»-C4o alkynyl! radical,
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and N N V/ R10 wherein, if present, the dotted line
represents an optional chem cal bond, and R10

wo esesem s hydrogen, a |inear or branched al kpdT/EP2004/008512

radi cal or a benzyl radical, preferably hydrogen or a
C -C alkyl radical and R - R9 14 and n are defined as
above. Sul f onam de deri vati ves of general fornula (Ia)

| f
en WBtheprarivs diat i Anths ap a1t EeRECRUBRGaS abthe same
k.h{éeehdqr?ﬁ g{‘g%‘?’r‘fj RO (]ll Eﬁ,latlélpg éﬂnté ﬁ%’%‘turated or unsaturated,

nono- subs di cal i near or
Ihnezmcdnelmranok»ed amiiohyllyaat Ieeatsmonof&ub§tjb§¢¢ th%dalmhaélﬁyadlcd

30l rio0 el = sl inaragled Mibar ol bieBaR,
Batiomly ASeafitinand sBBstituttr) biipatioradidel ivtheattleastdivie carbon
represent hydrogen or a linear or branched ,

@menel |y at | east nono-substituted C -C al kyl

radi cal, even nore preferably R2, R3, R5, R6 and R7

each represent hydrogen or a C -C al kyl radical and

RE, arfR® Riyethy, with bndglmgameogmf atoml fare alsaturated or unsaturated,

S et 4S8 GeneE A LB ) o g i
'rh%g t%fn b ieashsie a@@iﬁ?ﬁéﬁ*étéro@iodw%@sé ring member and/or which

stituted C -C radical, a |linear or
bmay bb edndepsecdwith Iaysaturatedzgr unsaigraiedseptianadly atleastmono-

%lélggi%ﬁ%ﬁ] %\%Ig@glg{ P{Clypgnearloaqhghg ggﬁgf@pgﬁ%ﬁ %%itjwaw contain at

ﬁéﬁét'ﬂr@h’mé&e%tér@lﬁs‘ﬂé SRGSEYBELAREreby thd HAGALT e ring system
branched , optionally at,
are 5- 6- or 7-membered and R'-R’, A and n are defined as above.

Particularly preferred are sulfonamide derivatives of general formula (1a),
wherein R® and R®, identical or different, each represent hydrogen or a linear or
branched C4-C+q alkyl radical, ‘

with the proviso that R® and R® do not represent hydrogen at the same
time, and if one of them, R® and R®, represents a saturated or unsaturated,
linear or branched, optionally at least mono-substituted C4-C, aliphatic radical,
the other one represents a saturated or unsaturated, linear or branched,
optionally at least mono-substituted, aliphatic radical with at least five carbon
atoms, or
R® and R® together with bridging nitrogen atom form a radical chosen from the

group consisting of
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| east nono-substituted C -C al kyl radical, even nore
preferably R4 represents hydrogen or a C -C al kyl

wo ao5088979%nd R1- R3, R -R9, A and n are defi nePCHEP2004/008512

above. Furthernore, sulfonam de derivatives of genera
fornula (la) are also preferrgd, wherein R8 and R9,
identical or different, each represent hydrogen, a

i near or branched, optionally at |east
nono-substituted al kyl radical, a linear or branched,
optionally at |east nono-substituted C C al kenyl
radi ¢al ,\a |inear or braWched, optionally at Vea
monmdd subN TR ed C2- croMal ky 81 radi cal , wi thNt he

pr ovi hat R8 ahd RO do t represent hydro at
the same tinme, and if one of them R8 and RO,
represents a saturated or unsaturated, |inear or
branched, optionally at |east nono-substituted Cl-C4
ali phatic radical, the other e represents a
saturated or unsaturatedeLnggg or branched, .

opti gnaly at |east nong:sub N' utedanalipha c N
radical with at |east fi carbon atons, or R8_anll RO
togethér with bri'dgi ng nittogen atomform a saturated
or unsaturated, optionally at |east nono-substituted
5- or 6-nenbered heterocyclic ring which may contain
athéremsR 'oifpresehitt represerts hydmgenadinear of htanebetds-Cs alkyl

[ whi, ch b i th :
Tadiel ot banz SEran ProrebY EydooRer aLassr ot Alkubiamtiay.and R'-
G%° I GX¢E hidte W¥fihe@lasRdlivieC ring, which may optionally

contain at ?east one heteroatomas a ring menber,
whereby the rings of the ring systemare 5- 6- or

7-nmenbered and R -R7.. A and n_.ar f]
e RIcse § Topamids HamRes b AsfefH cuilain e ergpred.
apmere Afreprasents dbptivhaleitned¥t nmotb-Bibstitetid mahoosr
different, each represent hydrogen or a |inear or
polycyclic aromatic ring system, whérein the ring(s) is/are 5- or 6-membered,
which may be bonded via an optionally at least mono-substituted C1_Ce
alkylene group, an optionally at least mono-substituted C,_Ce alkenylene group
or an optionally at least mono-substituted Co_Cs alkynylene group and/or

wherein the ring(s) may contain at least one heteroatom as a ring member,
preferably A represents an optionally at least mono-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) is/are 5- or 6-membered

and wherein one or more of the rings contain at least one heteroatom,

or a radical chosen from the group consisting of
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branched C -C10 al kyl radical, with the proviso that
R8 and R9 do not represent hydrogen at the sane tine,

wa@nasioizoee of them R8 and RI, represents a SBCT/ER10841008512

or unsaturated, |inear or branched, optionally at

| east nono-substituted Cl-C4 gLiphatic radical, the

ot her one represents a saturated or unsaturated,

i near or branched, optionally at |east

nmono- substituted, aliphatic raQi cal with at |east five
carbon atons, oKX R8 angHR9—t 0ge QLY WFRCHrT dgi

ni trogen atom f ghm¥yradi cal & fromthe ged
consi sting of -YR -N - N - nd N wherein R
present, represent® hydrogen, @ M near or branched
al kyl radical of a benzyl radical, preferably

hydr ogen, or a C -C al ky adical, and Rl- R9, A and n
are defined as above. Fgrtharnore, sulfongaqg de
derivatives of general 1yl a (la) arf ef @r r ed,
wherein A represents an T S al

nono- substituted nono- or_pol/ycycliic aromatic

system wherein the ring Is/are 5- or 6-n€
whi ch nmay be bonded vialan gptionally at | east
mono- substituted C _ C af¥yl ene group, an optiohNally
at | east nono-substituted C C al kenyl ene group or an
optionally at |east nono-substituted C C al kynyl ene
group and/or wherein the ring(s) may contain at | east
one heteroatomas a ring nenber, preferabl A
represents an optionally at | east i tuted
nono- or polycyclic aronaﬁgﬁb%jng—syst m ein the
ring(s) is/are 5- or 6-ne ered

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

W represents a single chemical bond between the two rings, a CH,, O, S group
or a NR" radical,
wherein R™ is hydrogen or a linear or branched C4-Cs alkyl,

mis 0, 1,2, 3 or4 and
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and wherein one or nore of the rings contain at |east
one heteroatom or a radical chosen fromthe group

weonsiosdrhg of- .CH CH -(CH ) - wherein X Y, PEI/EP2004/008512

i ndependent|y from one another, each represent a
radi cal sel ected fromthe group,.consisting of
hydr ogen, fluorine, chlorine, bromne, |inear or

PRSP 2y Eidall 2 SRR PhaTL REdned ety

radi cal, a cyano radical and a - NR R13 radical,

wher ei Auffddrmaoré, RifondriigBldesmbtivds & § ﬁr&i&b&mgﬁ@?z arg,

represent hydrogen or |inear or branched .
r Bifedc whereyn eregeats aalophionallymitieasirmome-stistituted mono-

rj ; [ 4.radi ca wh _ei i S
Py romar BB, IR R B amoere
owhithemeynbiesbdnded \da apragftienally sit RasemdnBlsubafiflitéd &),eC,
dekiélged as above.  Furthernore, sul fonam de derivatives

O?F REUPUR RhEPtonally)at deast srenepralituigH b 2iGs alkenylene group
' : n

s SRL sk B 98, LB B

r Whg(ein thesriag(s) Brayocordaineatiieasthineviietervatem d3ea bagdesmber,

via an optionally at |east nono-substituted al kylene
group, an optionally at |east nono-substituted C C

ahoea prefermbly AUBpRIschls Qﬁbb%ﬁél|yyat%a§(.jﬁﬁ§ﬁo-substitute%mono- or
nmono- substi tut ed al kynyl ene group, and/or wherein the

r PARYEXDicRE9MEla riaDrsyater euberetmthehingss pistarm S or H-menthered
ERP Wherein one or more of the rings contain at least one heteroatom,

or a radical chosen from the group consisting of

X — X
X CH ) CH—CH—
Y«E i Y Y
z z
X

¥ w

Y

wherein X, Y, Z, independently from one another, each represent a radical
selected from the group consisting of hydrogen, fluorine, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched C4-Cg alkoxy, linear or

branched C4-Cs 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 alkyl,
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nore preferably A represents an optionally at | east
nono- substituted nono- or polycyclic aromatic ring

waymsem7sherein the ring(s) is/are 5- or 6- "TEPOEERH04/008512

and wherein one or nore of the rings contain at |east
one heteroatom or a radical gfgosen fromthe group
consi sting of CH=CHCH CH wherein X, Y, Z,

[ \ each represen

NRRARSEH, Bind B PnBRod B ewEER e B gREF. o B O, S group
r@mﬁb@€ﬁramCMQr|ne, chlorine, brom ne, linear or

branched C -C al kyl, linear or branched C -C al koxy,

l'inear or branched C -C alkylthio, a trifluoronethyl

relibre R'6; ' jcal,
wher ei n ngqggﬁﬁggggrgggﬁgpgz ancﬁ%@?? ‘gﬂ?w each
represent hydrogen or |inear or branched al kyl, W

r&py esents a single chem cal bond between the two
rings, a CH2, , S group or a NR14 radical, wherein Rl4
IS hydrogen or a linear or branched C -C al kyl, and i

. and R -R9 and n are defined as above.
#Ul’l% He?'nir?éorgul f onam de derivatives of general

formula (la) are preferred, wherein A represents a
heterparyl radi cal selected fromthe group consisting
doR nR3janpthareptiefindd asidbove.dazo[ 2, 1- b] t hi azol |
mhlch may be substituted by 1, 2 or 3 substituents

selected fromthe group consisting of chlorine,

RirthermoRd) &lfbnamide derivatives of general formula (Ia) are preferred,
wherein A represents a heteroaryl radical selected from the group consisting of
benzo[blthiophenyl and imidazo[2,1-b]thiazolyl which may be substituted by 1, 2
or 3 substituents selected from the group consisting of chlorine, methyl, phenyl
and -O-phenyl and/or which may be bonded via a C-» alkylene group,

or a radical chosen from the group consisting of

X CHY— CH—CH— X
Y‘®/ Y‘®/ -@é_Y
z F4

»! W

Y
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and - O phenyl and/or which may be bonded via a

al kyl ene group, or a radical chosen fromthe group
weonsiosdrhg of CH=CH ,CH CH (CH ) wherein X, POI/EE2004/008512

i ndependently from one anot her, each represent a

radi cal selected fromthe groyp consisting of

hydr ogen, fluorine, chlorine, bromne, |inear or

branched C -C al kyl, linear or branched C -C al koxy,

| i near or branched C -C alkylthio, a triflyoronethyl

radi cal, a cyano radical and a - NB.R13 x )gi cal ,

wherein R12 and R13, identical orAi eZ*n each

represent hydrogen or |Thé@ferhranchled C|-¢ al kyl, W

represents a single chem cal bond he two

rings, a CH2, , S group or a NR14 radical, wherein Rl4

is hydrogen or a linear or branched C&rC al kyl, i , 1,

2, 30or 4and mis 1 or 2, preferably 2, and R -R9 and

n fJ § S i .
B 9act oL dn bRy Ao BAE A Plfera et PiFestnt o racica
wBRCRIIfromi the roup 2onSistirg 4f hyrtregen alorine, chlotiner b@&mine,
nor e preferablﬁ;eniSZand Rl to RO a re defined

Ygeanraneiied faraslyl, MW&H&W%@%&S‘@Q@' » pear or
B5AREE CUTHIGUNED NGty et S aHo3etca B o

NFPR eadiday,dr ogen, a |inear or branched CrC al kyl
radical, a linear or branched,

wherein R and R"3, identical or different, each represent hydrogen or linear or
branched C4-Cg alkyl,

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

wherein R is hydrogen or a linear or branched C4-Cg alkyl,
mis0,1,2,3 or4 and
m1 is 1 or 2, preferably 2, and R'-R® and n are defined as above.

Furthermore sulfonamide derivatives of general formula (la) are preferred,
wherein nis 0, 1, 2, 3 or 4; preferably n is 1 or 2; more preferably n is 2 and R
to R and A are defined as above.

Furthermore, sulfonamide derivatives of general formula (Ib) are also
preferred, wherein R?, R®, R®, R®and R’, identical or different, each represent
hydrogen, a linear or branched C+-Cs alkyl radical, a linear or branched,
optionally at least mono-substituted C+-Cs alkyl radical, a linear or branched,

optionally at least mono-substituted C,-Cs alkenyl radical, or a linear or
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optionally at |east nmono-substituted C -C al kyl
radical, a linear or branched, optionally at | east

wOoRwss9sst i t ut ed al kenyl radical, or a |inearPCI/EP2004/008512

or branched, optionally at |east nono-substituted
al kynyl radical, nore preferabhy R2 R3, R5, R6 and R7,
identical or different, each represent hydrogen or a

I|ne 0 bra he opti onal | t, l.east .

Ao achoptpaBHsdeestInpy® Phsttulia C5Bs eyt gy
R2 R3, R5, R6 and R7 each represent hydrogen or a 1-2
al kyI radi cal ni% A and n are defined
anomreferala\rwr eRdand\Pat rdaa@calforgi;ﬁerear gashnrgpEesent

Bl R i R AR o

f@dubglt ituted CrC al kyl radi caI a li near or
branched optionally at | east mono- substituted C - C
al kenyl radical a linear or branched, optionally at

prg'%;rf'égﬁf}g R0 t A gi5efls Gy K2 ddny reééi‘ﬁ'h%ro éfPba C1.» alkyl

4 represents hydrogen or "a |near or
tradicahai RipRr AREIRY Aaand pase debined sataboveut ed Cr C
al kyl radical, even nore preferably R4 represents
hydrogen or a C -C al kyl radical and Rl- R3, R-R9, A

aelﬂfdhaﬂﬁrae bl BBk g?merer foﬁhrrrrar(ﬁr iealse phdfenad) Weerein R*

derivatives of general formul a(§j are al so
meef@emwhydmgeer a limganerdbrroched cptiopally at legist menerubstituted

ot Corl e BYBe8REAhgfel: AiRbattat L Ef-substivted c-

f@&'aﬂkéhYl réGﬁ:aR a IMearAr dighdhedl, eptiehallyest lesstahone-substituted Co-
Particularly Ioreferred are sul fonam de derivatives of

g@melkwylfradna a (1b) wherein R8 and R9, identical or
different, each represent hydrogen or a C&C

more preferably that R* represents hydrogen or a linear or branched, optionaily

at least mono-substituted C4-Cg alkyl radical,

even more preferably R* represents hydrogen or a C4-C; alkyl radical and R'-

R%, R%R® A and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (Ib) are also
preferred, wherein R® and R®, identical or different, each represent hydrogen or
a linear or branched, optionally at least mono-substituted C+-C; alkyl radical,

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

Particularly preferred are sulfonamide derivatives of general formula (Ib)
wherein R® and R, identical or different, each represent hydrogen or a C+-C;
alkyl radical, with the proviso that R® and R® are not hydrogen at the same time,

and R1-R7, A and n are defined as above.



al kyl radical, with the proviso that R8 and R9 are not
hydrogen at the sane tinme, and R -R7, A and n are
waledosned7as above. Furt hernore, sul fonam de derPUHEP2084008512
of general fornula (I1b) are preferred, wherein A
represents an optionally at |gast nmono-substituted

nmono- or polycyclic aromatic ring system wherein the

FBMHERE W ey
glmég@i’n AR SisbAREAN Bpidndll§ad led8 Rtorfd Babdtituedtnéné- or

nyl ene group or an opfionally at |east
mohysyslibatarmatiedngsystamk ywhareindhg ringgs )asi@re 6- @hEraembered,

the rin taj
high reues bOBYe SEh Jrnaf A eRiindd-SLARKARATE. 2o
5 |eﬂl§ﬂéné‘fgtfm:pﬁ, lzh\h;n;d;itto}ﬂaﬂ? ﬁmm_et n@homjb,sdunda(g €.aCgrafitenylene group
R Al TP GRS TBO e L IR 17 gigup andior
' te h Gal
AT R P ina Eonkih 3t R2isEhe HatctopRih B .q g Aomber.
wherein X, Y, Z, independently from one another, each

represent, a radi cal sel.ected omthe gr | St
GetTa b P B eE arcoP ey ah st EhoR b R Mhaid- ¥
€ afom&tidkikysyslemeiereh ieafidisyisre G- drleoxgmbered
10 Ib‘l;d;}}e r 0|ra br ancheg é -Calkylthio, a t’rji f 1 uor onet hyl
rantl whereia opgaianergddidhe ringa cantaiRaRienst age hgteroatom,
wherein R12 and R13 identical or different, each
represent hydrogen or linear or branched C -C al kyl, W

r 64 Rschedichaseh figng trehgiupadontistidgloft ween the two
rings, a CH2, , S group

X — e X
X (CH)7— CH=CH
‘ l Y
v Y
z

z
X

S

X

= \/\\
—CH— || T

NN

wherein X, Y, Z, independently from one another, each represent a radical

15

selected from the group consisting of hydrogen, fluorine, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched C4-Cg alkoxy, linear or

20  branched C4-Cs alkylthio, a trifluoromethyl radical, a cyano radical and a -
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or a NR14 radical, wherein R14 is hydrogen or a linear
or branched alkyl, , 1, 2, 3 or 4 and mis 1 or 2,

wee@betrmy 2, and R -RO and n are defined as BODEPR2004/008512

Furt hernore, sulfonam de derivatives of general
formula (1b) are preferred, whgrein A represents an
optionally at |east nono-substituted nonoor polycyclic
r f14C [.ing system wherein the ring(s) is/are 5- or
g\-“%e[%oe@fﬁ?gmhi ch may be bonded via an optionally at
| east nono-substituted C _ C al kyl ene group, an
optional |y at |least nmono-substituted C C al kenylene
gvhergiroR “aandpt 1, deentiopl ar differant, eastorepuesentthydeepen @ linear or
| K e gr , and/ or wherein the ring(s) my
g%ﬁﬁg%(%aegt"c%eﬂw’ one heteroatomas a ring nenber, nore
preferably A represents an optionally at |east
nmono- substituted npno- or polycyclic aromatic ri
sWSeergsaffien Single kaemica) bend betieean e o HDGS r?ogpng, S group
ad}daﬁﬁe‘?‘éd?célne or nore of the rings contain at | east
one het

eroatom or a radical chosen fromthe group
consi sting of CH=CH ,CH CH wherein X, Y, Z,

ind tly f .anot h h t
Y R T A s e e R

hydr ogen, fluorine, chlorine, bromne, |inear or
branched C -C al kyl, linear or branched C -C al koxy,
| mrieds 102, Hoad C-Calkylthio, a trifluoronethyl

radi cal, a cyano radical and a - NR R13 radical,
wherein R12 and R13, identical or different, each

renresent2, hydieagsiy 20and iR1eRY and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (Ib) are
preferred, wherein A represents an optionally at least mono-substituted mono-
or polycyclic aromatic ring system, wherein the ring(s) is/are 5- or 6-membered,
which may be bonded via an optionally at least mono-substituted C1_Cg
alkylene group, an optionally at least mono-substituted C,_Cg alkenylene group
or an optionally at least mono-substituted C,_Csg alkynylene group, and/or

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

more preferably A represents an optionally at least mono-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) is/are 5- or 6-membered
and wherein one or more of the rings contain at least one heteroatom,

or a radical chosen from the group consisting of



branched C -C al kyl, Wrepresents a single chem cal
bond between the two rings, a CH, , S group or a NR14

wOo aebs081978 wherein R14 is hydrogen or a |inear PCT/EP2004/008512
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branched C -C alkyl, and i , 1, 2, 3 or 4. and R -R9
and n are defined as above. Furdfaernore, sul fonam de
derivatives of general fornmula (Ib) are preferred,
wherein A represents a heteroaryl radical selected
fromthe g(r oup consi sti ng of benzo[ b] t hi ophenyl ang
i m dazo[ 28] t b i

2 or 3 sulp
of chlorite, » ! NG
may be bonded vi a a al kylzene group, or a radica
chosen fron1the ggoup consisting of (CH - CH CH "(CH
) wherein X, Y, Z -dependently from one anot her,

each represent a

consi sting of hyd
i near or branched ©
al koxy, linear or Dbr
trifluoromethyl r@
R13 radi cal, wheré&
different, each regp
branched C -C al kyl,

a cyano radica
12 and R13, identi
esent hydrogen or |inkar or

wherein X, Y, Z, independently from one another, each represent a radical
selected from the group consisting of hydrogen, fluorine, chlorine, bromine,
linear or branched C+-Cg alkyl, linear or branched C4-Cs alkoxy, linear or
branched C+-Cs 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 alkyl,

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

or a NR" radical,

wherein R is hydrogen or a linear or branched C4-Cg alkyl,
and

mis 0,1, 2,3 or4.

and R'-R® and n are defined as above.
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Wrepresents a single chem cal bond between the two
rings, a, S groupor a NR14 radical, wherein R14 is

whyasogem or a |inear or branched C -C al kyl, PGI/BP2004/008512

2, 30or 4and mis 1 or 2, preferably 2, and R -R9 and
n are defined as above. Furthg‘irmre sul f onami de
derivatives of general formula (1b) are preferred,

, f
et s haiidé der ek el Benet Rrtnue 4Ps Sgepratered,
%é‘@fﬁvﬁ I épé‘séﬁ‘?ssb I’fért@rﬁﬁgyl e5dieR g8 fdim ﬂﬁi‘gfo@p conS|st|ng of

formula (I are selected fromthe group conststing of
[b_epzo[b]thlophenyl and imidazol2,1-blthiazolyl which may be substituted by 1, 2

ﬁeﬁl&{ﬂtlﬂgﬁ %I]e?ﬁd"fg ﬁ egrétlﬂ_ﬁ If.‘,(gl’ﬂsjl %ofyﬁl'g?r?ne mgtrhyl phenyl
Md 1O Phdhﬁ@nﬂ%r&ﬂ?}uﬁﬁ@ﬁé}ybé bohded 91 & Cl-2dlkyleae rehne

- 2-sul f onam de
N-[ 1- (2-di net hyl am noet hyl ) - 1Hi ndol e- 4-yl ] - napht al ene

QrAtlaf efodh roflthe arpup consistinaist o 41 4.

phenyl benzenesul f onam de, [5]
N-[ 1- (2- di met hykam noe(ch}f_) 1HX| doI ce=phi}- 2- (naplt al

ene-1-yl)- etha onami de,
N-[1-(2-dinet oethyl) "' Ie4y|] 4-
phenoxybenzenes am de,

N-[ 1- (2-di met hykFam noethyl) 1H-| ndol e-4-yl]-3, 5-
di chl or obenzenesul fonan*de and[ 8]

6-chloro-N-[1-(2- dlmeth noethyl - 1Hindol - 4-y|]-im
i dazo[ 2, 1- b]thi azol e- 5 onam de
CH~CH;—

\/
—(CHp)p1— | \I
AN F

wherein X, Y, Z, independently from one another, each represent a radical
selected from the group consisting of hydrogen, fluorine, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched C4-Cg alkoxy, linear or
branched C4-Cg alkylthio, a trifluoromethyl radical, a cyano radical and a -
NR'™R™ radical,

wherein R'? and R'3, identical or different, each represent hydrogen or linear or
branched C4-Cs alkyl,

W represents a single chemical bond between the two rings, a CH,, O, S group
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and their corresponding salts and sol vates.
Sul fonam de derivatives of general fornmula (lIc) are

w@e@bmeroesl, wherein RL represents a -NR RO r adPCHEPN4/608512

saturated or unsaturated optionally at |east
nmono-substituted 5- or 6-nenbgged cycloaliphatic

radi cal, which may optionally contain at |east one

het er gat om as a ring menber and which nmay be condensed
%ﬁﬁﬂ“aﬁ‘@ﬂuﬁﬁted or unsaturated, optionally at |east
nono- substi tuted nono- or blcycllc cycl oal i phatic
ring, which nmay optionally contain at |east one
vettezeinaR Yris Aydrogenmy artimeasrqr hiarehesy Ct-6e Alkyhgs of t he
ring systemare 5- or 6- nenbered, nore preferably Rl
represents a -NR RO radical or a radical chosen from

trhes OF PUB &P igptli ng of NRIO N R10 and N R10
wherein, if present, the dotted |ine represents an

opt| onal chenical bond, and R10 represents hydrogen, a

LTS b, BROBERET2 22y Rl e irh 205 cBASEK abiRd ool

n or a - radi c
AFL&mérmoms sulfefamiele MNabmoﬁgéri&rabn‘mrrujelaj(éb ) st pm@’red

Fenclain n 0. R i 4P PEGABY R B TPl BIRSIBACh b 2 and R
HERECSRIA I UeAREN asatlovaear or

The most preferred compounds of general formula (Ib) are selected from

the group consisting of

[11  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-5-chloro-3-

methylbenzo[b]thiophene-2-sulfonamide,
[2]  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-naphtalene-2-sulfonamide,
[3]  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-naphtalene-1-sulfonamide,

[4]  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-4-

phenylbenzenesulfonamide,

[5]  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-2-(naphtalene-1-yl)-

ethanesulfonamide,

[6] N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-4-

phenoxybenzenesulfonamide,

[71  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-3,5-
dichlorobenzenesulfonamide and



branched, optionally at |east nono-substituted CrC
al kyl radical, a linear or branched, optionally at
WO e@sn13900- substi t ut ed al kenyl radical, or a PCTER2004008512

branched, optionally at |east nono-substituted al kynyl

radical, nore preferably R2, B3, R5, R6 and R7,

identical or different, each represent hydrogen or a

| inear or branched , optionally at |east

nono- substituted al kyl radical, even nore preferably
R$-cHfbro-RE1a2Ccdiméetieashir: L i _

@lk r adi callﬁqaﬁd R1, %ﬂé déﬂliFg)SQBH |gﬁ%ldf]-92r e doJIderO:PZn?

as ab@MB@ZSE}56NJQFGGWH%r|vatlves of general fornula

(lc) are also preferred, wherein R4 represents

hydrogen, a linear or branched, optionally at |east

ramaaheinlestrespordinglseits anddiohadtes.a | i near or branched,

optionally at |east nono-substituted C2- C al kenyl

radical, a linear or branched, optionally at |east

RnSHES HbH\t/@tﬂ/eQ?of g%n@mxsmmmé%m) &R 8%&%@%@@9 =)

R4 represents hydrogen or a linear or
spplesaats § -NR® Rewhcaimn@rsamated ot edsdhhqtéd optiooally, at least

T SPasiler & Sohdnd R SRR Shal el o Which vy Cptionally

ameé:welee&u bhé Het@roators @bfaamgnﬁé@nw@rran@mm&na{/ be
general formula (lc) are also preferred, wherein R8

&Qﬂdmsed withta safirajed @r pnsaterated coptipnaliyaé deaat mono-substituted

PGty 5RO AR, P ARl Bl st one

hreterobtohm ag ring atdrbat, vdreaétby heningaudfsthe trimigesystem are 5- or 6-
alkegg adical, a linear or branched, optionally at
I"RerE o-substituted C2-C10 al kynyl radical, or

more preferably R’ represents a -NR®R® radical or a radical chosen from the
group consisting of

SOLIEYS
H N )
\
R‘!O
: and ¢
% N 1 4@ ‘C’\I
_C/(j EEO \R10

wherein, if present, the dotted line represents an optional chemical bond, and
R represents hydrogen, a linear or branched C4-Cg alkyl radical or a benzyl
radical, preferably hydrogen or a C4-C; alkyl radical and R%R®, A and n are
defined as above.
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R8 and R9 together with bridging nitrogen atomform a
saturated or unsaturated, optionally at | east

WOoRwss9Bst i t ut ed 5- or 6- menbered het erocycl i BCT/EPZP04/008512

whi chmay contain at | east one additional heteroatom as
a ring nenber and/or which nmay,;be condensed with a
saturated or unsaturated, optl onally at | east

T BREHIGe HREVaNERIY asierdliaraia oS are 8o MEraFShiTein R?
F, RsrRﬁﬁnHWOﬁent‘éﬁﬁére&ﬁeﬁéﬂﬁ éédh%g?ésén‘ﬁﬁyﬂfd&nséﬂh%m or

are 5- 6- or 7-menbered and - n"are defi ned

dsanghede optanaliycal Iaastwpn@fsgbsﬁtutm e+-Slaligyi sadligal, a linear or

55kt K5 RaF PSR B g oo
arlbraeetfed) bptioralyhside&stl mEh&sabstitlitadeBh.Calalkydyl Flicund

RO together with bridging nitrogen atomforma radl cal
chosen fromthe group consisting of - - -NN -

r 3 ) &S r
E}H?r rid\‘ gfé%{r;@b?anm%ﬁg I;I PR?& |ctlfélor a %ﬁéh; r%%?e%ent
rrydiragEn, opa éhearad lyrahykiedngeptlomyzat daéa\eylmmrmsumututedocrce
Eﬁj}f R9,. and n are defined as above. Furthernore,

¥ fifflde derivatives of general formula (lc) are
preferred, wherein A represents an optionally at | east
nono- subst it ut ed no- on C|IC aromatic ring
ayengnprawieferahiv Rs R, R( 8? anél {raach-represgnirbydengen, or a Ci.o

A PR AT RURE R R B Ry e Petne 4 o8R0 ona 1

at | east nono-substituted - al kenylene group or an

tionally at | east nono-substituted - al kynyl ene A
gﬁg{gﬁagﬁ@ge gerivatives of general formula (Ic) are also pr eferred, wherein R

represents hydrogen, a linear or branched, optionally at least mono-substituted
C+-Cs alkyl radical, a linear or branched, optionally at least mono-substituted Co-
Cs alkenyl radical, a linear or branched, optionally at least mono-substituted C,-
Cs alkynyl radical

more preferably R* represents hydrogen or a linear or branched , optionally at
least mono-substituted C4-Cg alkyl radical,

even more preferably R* represents hydrogen or a C4-C; alky! radical and R'-
R3, R5-R® A and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (Ic) are also preferred,
wherein R® and R®, identical or different, each represent hydrogen, a linear or
branched, optionally at Ieast mono-substituted C4-C1g alkyl radical, a linear or
branched, optionally at least mono-substituted C.C+q alkenyl radical, a linear
or branched, optionally at least mono-substituted C,-C+o alkynyl radical, or

R® and R® together with bridging nitrogen atom form a saturated or unsaturated,

optionally at least mono-substituted 5- or 6-membered heterocyclic ring which
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wherein the ring(s) may contain at | east one
heteroatom as a ring nenber, preferably A represents an

w@piosomarg y at | east nono-substituted nono- orPCT/EP2004/008512

pol ycyclic aromatic ring system wherein the ring(s)
is/are 5- or 6-nenbered and V\_/?g_rei n one or nore of the
rings contain at |east one heteroatom or a radical

chosen from t he grou onsj stin

EheYSpaIn At legRus Alsifional RetorHah e Hie FhemBes gior which

%9)& B&'conB@Rsed %h%%}gréfeé 3 hﬁé‘étu?@tb@ %ﬁﬁbﬁéll?'ﬁt'i&%t mono-
roup consi sting of rogen, fluorine ne,

subsiituésd romeaor brcybhtanxmieailrxnaﬂn aiinkgy Whidh magroptionally contain at

X l i near ranched CrC a | thio

Tt hatoinatini Ay a s i ag 8L yiehR e, he RLiRE hlfystem

Ri8 5 &dioe A membired anB-RNA BAd n ardaldfinedlasidbove.

di fferent, each represent hydrogen or |inear or

branched CrC al kyl, Wrepresents a single chem cal

bond ﬁd“ﬁﬂg(}\%g?effe%%di@%ﬁ%ﬁac[ﬁg% denvﬁtlgé?BPgén&aﬁ\'formula (Ic),

>14r adi en or a
bwizeremed® Ehd R aideyritical or cufferh,nt zaaschaepnewnm hgdicgyeh arra linear or

refera R -R9 and n are defined as above.
ﬁ?ﬁ‘ﬁ E1O§ﬁ?y1‘5?fg 48" deri vat i ves of gener al

formula (1c) are preferred, wherein A represents an
optl onal Iy at | east nono-substituted nonoor polycyclic
aR band RE togethes withdmidgittgenitrogen mtomifor 9)radisehclogen sem the

nmenber ed
group consisting of

—N  N—R" —N 0 —N )
/ ’ / ’

wherein R", if present, represents hydrogen, a linear or branched C4-Cs alkyl
radical or a benzyl radical, preferably hydrogen, or a C4-C; alkyl radical, and R'-

R® A and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (Ic) are preferred,
wherein A represents an optionally at least mono-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) is/are 5- or 6-membered,
which may be bonded via an optionally at least mono-substituted C1_Cg
alkylene group, an optionally at least mono-substituted C,_Cg alkenylene group
or an optionally at least mono-substituted C,_Cg alkynylene group and/or

wherein the ring(s) may contain at least one heteroatom as a ring member,
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whi ch may be bonded via an optionally at | east
nmono- substituted al kyl ene group, an optionally at

WO e@sSN13¥0810- substi tuted - al kenyl ene group or BEI/EP2004/008512

optionally at |east nono-substituted C C al kynyl ene
group, and/or wherein the ringgs) may contain at |east
one heteroatomas a ring nenber, nore preferably A
represents an optionally at |east nono-substituted
nmono- or polycyclic aromatic ring system wherein the

:Pg?%@%’%lyiﬁi/éﬁréséﬁts @ cﬁ)‘tféﬁﬂﬁ&%ﬁl@a@ﬂﬁm\“fﬁ UBIstitLREE& nfno- or

e rings contain at | east one eteroatom or
Ppolyycliabrarhatiering systerh avhpreinghe asm@(s)tls/mge 6f of BHnembered

. wherein X nde enden
Ak st 8hE o mire S e hBS EPAGTT B ietist &% iBfoatem
group consi sting of hydrogen, fluorine, chlorlne,
brom ne, linear or branched CrC al kyl, |inear or

i #ni@sical chogen frepxipe QFPHEQPn%'ﬁBTﬁS‘hﬁghed al kyl t hi o
trifluoronmethyl radical, a cyano radical and a -
R13 radi cal, mh§re|n R12 and R%3, |dent|cal or

different, each epr esETydr o 8ar or
branched Wrepj¢ s a singl 'cal bond betfine
the two rings, 2, , S groupAgr~a NR14 radlc

wherein R14 is RYydrogen or a | enear or branched C - C
alkyl, and , 1, 2, 3 orx4. and R-R9 and n are defined

as above.
@W
CH~CH—
@ x
Y

Y

\/
—(CH)m1—— I \I
AN F

wherein X, Y, Z, independently from one another, each represent a radical
selected from the group consisting of hydrogen, fluorine, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched C4-Cg alkoxy, linear or
branched C1-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-Cg alkyl,

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



Furt hernore, sulfonam de derivatives of general
formula (Ic) are preferred, wherein A represents a
whedosorrs/| radi cal selected fromthe group coPGI/BP10n4g008512

of benzo[ b]t hi ophenyl and i m dazo[ 2, 1-b]t hi azol yl
whi ch may be substituted by 1,3@ or 3 substituents
seI ected fromthe group consisting of chlorine,

BWR 1@&9% and - O phenyl and/or which nay be
bon ed via a aI kyl ene group, or a radical chosen from
the group consrstlng of-(CH) - -Y wherein X, Y, Z

3} tl% rom one anot her, each represent a

5%”1 el BYERIEPShA IH@%%@@Wl @t-Cagliot,
hydr ogen, fluorine, chlorine, bromne, linear or
branched C -C al kyl, linear or branched C -C al koxy,

5 | Mhisd), o2, Brafrfeard C -C al kylthio, a trifluoronet hyl
radical, a cyano radical and a - NR R13 radical,
wherein R12 and R13, identical or different, each
r epir issieot 2 yefereBly Drankd RERP Al PaRNGEREGs Sha&y! . W
represents a si ngI e chem cal bond between t%e two
rings, , (};roup or a N >14 radical, wherein
R14 is HVG@W& 8yl amldeaierwatrmsaofcgmterﬁl fo&nalek&d:) ares

2 2 nd
o Sppteted MabiAdedlsbat S5 oPintl Ik e anatulss moro-
der p@l;yﬁyolnrelsasrofn&e migigyas sfé?ﬁ Wh%rregrﬂ ﬁeﬁﬁﬁsﬁfsﬁr@@-% 6-membered,
B IPyPay oeirieH via o apfignily atieRst matiossubstiuled Dneds
gﬁlgﬂggn‘?gaggtsar? B%cgrﬁdglyaﬂ? ﬁ’fé(;sﬁt n@é@-%ﬁ%#ﬁ&tse%%z_ A éeIEen)ﬂene group
or an optionally at least mono-substituted C,_Cg alkynylene group, and/or

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

more preferably A represents an optionally at least mono-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) is/are 5- or 6-membered
and wherein one or more of the rings contain at least one heteroatom,

or a radical chosen from the group consisting of

X
X (CH)— CH=CH— X
z z

» w
3%

Y

wherein X, Y, Z, independently from one another, each represent a radical
selected from the group consisting of hydrogen, fluorine, chlorine, bromine,
linear or branched C4-Cq alkyl, linear or branched C4-Cg alkoxy, linear or



-R2 R6' wherein Rl represents a - NR RO radical, R2,
R3, R5, R6 and R7 each represent hydrogen, R4

wo epsesem s hydrogen, R8 and R9, identical or PCT/EP2004/008512
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different, each represent nethyl, ethyl, n-propyl,
i sopropyl, nore preferably nmetgyl, and A represents an
aryl or heteroaryl radical selected fromthe group

' f A thyl. .ben. b] t hi oph d
e R L T N PP
oNRS“Rifbatlidalient s sel ected from the group consisting

of chlorine, nethyl, phenyl and -O phenyl and/or which
may be bonded via a al kyl ene group, andn is 2;

ORIH IR 4 °r : reoj S ,
Ry LR Rt BeRNoAN fereht BblleSBMEharogsn.ar inear or
obranﬁhﬁdrém@éa&yh"i xture of at least two of its

stereoi somers, preferably enantiomers or

di astereoners, in any mxing ratio, or a salt thereof,
pVefeprabbntsa singleasonidanss ' b @b hRC a

sal t@:t‘ hgr eof , o? a corresponrggwgegbﬁsg?@bt%gr@éngrgﬁé% group
nBs8 VR efrddicad conpounds of general formula (Ic) are

sel ected fromthe group consisting of

wherein R™ is hydrogen or a linear or branched C1-Cg alkyl,
and

mis0,1,2,3o0r4.

and R'-R? and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (Ic) are preferred,
wherein A represents a heteroaryl radical selected from the group consisting of
benzo[b]thiophenyl and imidazo[2,1-b]thiazolyl which may be substituted by 1, 2
or 3 substituents selected from the group consisting of chlorine, methyl, phenyl
and -O-phenyl and/or which may be bonded via a Cy-, alkylene group,

or a radical chosen from the group consisting of
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[1]
N-[ 1- (2-di et hyl am noet hyl ) - 1H i ndol e-4-yl ] -5-chl oro-3

WO 20080BprHenzo[ b] t hi ophene- 2-sul f onam de, [2] PCT/EP2004/008512

N-[ 1- (2-di net hyl am noet hyl ) - 1Hi ndol e- 4-yl ] - napht al ene
-2-sul fonam de, [3] 32-

N-[ 1- (2-di et hyl am noet hyl ) - 1H i ndol e- 4-yl ] - napht al ene
-1-sul fonam de, [4]

N-[1-(2-di met hyl am noet hyl)-1Hi ndol e-4-yl]-4-

= X
phenyl benzenesulf apanj 68 5] CH—CH—

N-[ 1- (2-di nmet hyfia oet hyl ) - 1HH ol e-4-yl]-2-{Ha Y
ene-1-yl)- etHalig fonam de, KB

N-[ 1- (2-di et hyl/aft noet hyl ) - 1Hi hdol e- 4-yl | - 4-
phenoxybenzenesul f onam de, [7]

N-[ 1- (2-di net hyl am noet
di chl or obenzenesul f ona and [ 8]

correspondi ng salts and 2
® the salts,

i nvention |ikew se refe pr ef

physi ol ogi cal | y accept aly salts of the conpo
general formula (la) and/6r (Ib) and/or of genefal
formula (lIc), preferably the addition salts of mnera
acids, nore preferably of hydrochloric acid,
hydrobrom ¢ acid acid, phosphoric acid, sul phuric
acid, nitric acid, and the salts of organi & aci ds,
nore preferably of citric acid, np¥Feérs.dcvd acid,
fumaric acid, tartaric aetGH9F,, '
pt ol uenesul phoni ¢ aci d, net hanesuky 2y
canphor sul phonic acid, etc. Below, the eXpression
sul fonam de derivatives refers to the genera

wherein X, Y, Z, independently from one another, each represent a radical
selected from the group consisting of hydrogen, fluorine, chlorine, bromine,
linear or branched C4-Cg alkyl, linear or branched C4-Cg alkoxy, linear or
branched C4-Cs 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 C1-Cg alkyl,

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

wherein R is hydrogen or a linear or branched C+-Cg alkyl,
mis0, 1,2, 3 or4 and

m1 is 1 or 2, preferably 2, and R'-R® and n are defined as above.
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formula (1), to one or nore conpounds of general

formula (la) and/or to one or nore conpounds of
w@emwsndo7§ ormul a (1b) and/or to one or nore cOPEDEPIS4/008512

of general fornula (Ic), respectively, and optionally

in formof one of their stereghsoners, preferably

enantioners or diastereoners, their racemate, or in

formof a mxture.pf at least two of their

S sl tons i diyaiaR arbFGr@) BraRia (ic) are preferred,

divR&reft! R8B! $, 2,] DoAY pidferaBY A Al1 Br 20Mmofe préferddheh§9D.and R’

pr efger ably a correspondi ng physi ol ogically acceptable

stalR” antkAcye dedined ascabk@spondi ng sol vat e t her eof .

Anot her aspect of the present invention consists of a

process for obtaining the new derivatives of general

f¥stradathéd aspenhef tHenpidseRBinventioilarks dmvipotitids of general formula

p@vi ously indicated neaning, according to which at

| &dst one conpound of general formula (11), (H)

wherein A has the previously nentioned neaning, and X

is an acceptabl e | eavi Poup, preferably an hal ogen

atom nore preferably chbBQrisfd; is reactedwi th at

| east one substituted 4-aminhoi ndkd e of general fornula

(rrr) R4 -rR2 R6' (Il Ry Whgrein/R -R7 and n have the
oN\one of their suitable

previously indicated nea
protected derivatives, ap cegéary, t he
protective groups areRsenOWed iP\order to obtain the

correspondi ng sul fonam de deri vatenpgrof fornul a

(Ic),

wherein

R' represents a -NR®R?® radical,

R?, R3, R® R® and R’ each represent hydrogen,
R*represents hydrogen,

R® and R®, identical or different, each represent methyl, ethyl, n-propyl, iso-
propyl, more preferably methyl,

and

A represents an aryl or heteroaryl radical selected from the group consisting of
phenyl, naphthyl, benzo[bjthiophenyl and imidazo[2,1-b]thiazolyl which may be
substituted by 1, 2 or 3 substituents selected from the group consisting of
chlorine, methyl, phenyl and -O-phenyl and/or which may be bonded via a C¢-;
alkylene group,

and
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(1), which may be purified and/or isolated via

conventional nethods known in the prior art. The
w0 2@sn13m bet ween t he conmpounds of general forpai/EP{0D4/)08512

and (111) is usually carried out in the presence of an
organi ¢ reaction medi um preﬂ%ﬁably in the presence of
di al kyl ether, nore preferably diethyl ether or a
cyclic ether, nore preferably tetrahydrofuran or

P Bx@ane, an hal ogenat ed organi ¢ hydrocarbon, nore
preferably nethylene chloride or chloroform an
al cohol, nore preferably nethanol or ethanol, a
dipiiminally ipfooin of o okt stemm'mme&sf erefbrablyepanlivmerd er,

BN S, T el S R b of 8 allfe & BF leet bS8 s

Oftefdtfscthéiss 9i3ef@f'atﬂ)h@nﬁi@tﬂ:‘r\h@r@ﬁﬂL cﬁé?é’f@fédﬂﬁérsorn @fﬁy hibasd ratio, or
t wo conpounds of one class may al so _be used

regelf fhaepk pielerahive) qorwppnélagoghysmlogwallb ﬁé@@ﬂ@bleoﬁ?alt
8th§ a@}gcgﬁé ﬁé’ﬁﬁéﬁﬁﬁ%ﬁgr@& i nor gani ¢ base, nore

pre era oxi des and al kal i ne
net al carbonates or in the presence of an organic
base, re preferab y triet

| am ne,
N- et hyl Rf NOshP 9”%09@%“"%9?8?%@' forouia k) arg selgpied from
rlﬁ@ rbg‘?gbﬁggﬁﬁgbpr es range from0O Cto room

era approximately 25 C, and the
reactlon tinme is preferably from5 mnutes to 24

(0 i S St el S i Ut r®iador i

to Coﬂﬁéﬂiylmﬂﬂo[b]mméﬁﬂ%mhhémtdée prior art
Preferably, the sul fonam de derivatives of general

formula (1) may be isol ated by evaporatlng t he

r[%?ct 'IQT1 @%IM&hMln‘?}%’[H%t |ﬁl<§]c99 4-yl] ﬂgﬁﬁtsasfé?ﬁé' 2-sulfonamide,

[3]  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-naphtalene-1-sulfonamide,

[4]  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-4-

phenylbenzenesulfonamide,

[5] N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-2-(naphtalene-1-yl)-

ethanesulfonamide,

[6] N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-4-
phenoxybenzenesulfonamide,

[71  N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-3,5-
dichlorobenzenesulfonamide and

[8] 6-chloro-N-[1-(2-dimethylaminoethyl)-1H-indol-4-yl}-imidazo[2,1-
blthiazole-5-sulfonamide
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adjusting the p so that a solid which may be isol ated
by filtration is obtained; or the sul fonam de

waeletoswedrs/es may be extracted with a water i mPGUEPR1084/008512

solvent, preferably chloroform and be purified by
chronat ography or recrystallization of a suitable

sol vent. The conpounds of general formula (1l) are
commercially available, or they may be prepared
according to standard nmet hods known in the prior art,

Shd B rfe n@ﬁ{d&g@lﬁ; Siddlasteko those described in
the Ilterature [E | bert, Synthesis, 1969, , 3].

The conpounds of general fornmula (I11) may al so be

or or 2 PR nki8a REVRE IR i rl Merplitt e
dpmw’ dlogidally acéé}ii@bie@ﬁtlsbjfahe mpdunﬂ’gbebené!%\hﬁ)rmula (la) and/or
lics, Joseph: Freed, Meier. European Journal

of
,\,gg) ang{ar Ow@’ﬂﬁ@ Wm(.llaggg)) prqu(agly theyaddition sas of mlneral acids,
SRS ptRy SRR SEI) PR UORIPOr o ok
asylpburioacidhaitie eslelnand thvee s ltsoof COIgBBIC_SﬂCBdS rmaremret&rably of citric
PRI A 08, R AT CE R B Slen
hfa)werté%m oRic asia! meltmééarp%ni@aéw n&rﬁﬁﬁo@ﬁldf@n@amd etc.
al kyl ical, preferably a Iinear or branched ,

opti onal |y at | east nono-substituted al kyl radical, by

2011 S8, e By TR B G o5 e gonera
poemiuzld ), Yo iondi araheré dormpoutils eigbridgdal forratlanysl 18H6r to one or
atom wth an al kyl hal ogenide or a dial kyl sulfate.

TRErACRNPRUNGH Of gaBerabPrmylia db) ABE/Os i@ Ope & snelk Gprappunds of
t EndtaPRriiufa @{; ,g?%éneéﬂy aH@ﬁSh @B (ﬁng{)ﬁﬁ of ghle%fltﬁbur

€ presence I'né’het a es an
steremsomers preferably enantiomers or dlastereomers, their racemate, or in

form of a mixture of at least two of their stereoisomers, preferably enantiomers
or diastereomers, in any mixing ratio, or a salt thereof, preferably a
corresponding physiologically acceptable salt thereof, or a corresponding
solvate thereof. '

Another aspect of the present invention consists of a process for
obtaining the new derivatives of general formula (1), wherein R™-R®, n and A
have the previously indicated meaning, according to which at least one
compound of general formula (l1),

SN
A~ X

()

wherein A has the previously mentioned meaning, and X is an acceptable

leaving group, preferably an halogen atom, more preferably chlorine; is reacted



al kal i ne netal carbonates, netal hydrides, netal
al koxi des, even norepreferably sodi um net hoxi de or

WEassiomm t ert - but oxi de, organonetal | i ¢ conpoRCTBP2004/008512
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even nore preferably butyllithiumo tert-butyllithium
in the presence of an organic _ggaction nmedium nore
preferably dial kyl ether, even nore preferably diethyl

et her, .or..a cycli t her, even r ref er abl

© Wi an s Bap sisfod Samofiol af o8B bl mul il hor o
preferably toluene, an al cohog, even nore preferably
met hanol or ethanol, a di pa\-ar apjotic solvent, even
nore preferably acetonjtrilje, pyfidine or

di met hyl f or mam de, or any 9 uitabl e reaction
medi um Naturally, m xtur gast two of the

cl asses of the nentiongd oyouRds or at | east two
compounds of one class may [al so ‘k{gH)u_itfd. The nost
suitabl e reaction tenperat ffes rangé Trom0 C to the
boiling tenperature of the reaction nmedium and the
reaction tinmes are preferably EJ om1l to 24 hours.
Preferably, the resulting sul {Yhani de derivative of
gwhereth R'®RMahdnHave iy grevibsay Mdicatay rﬁéérﬁiﬁg}bnoéhe of their
concentrating the filtrate under reduced pressure,
atiditaile Reatectediierivatives ansls imecessinisthiengrotaative gsoups are

t [ ' be isolated by filtratiaon is

obt a?\geé:gﬁ dgget{\ﬁe@ﬁ‘ aqgr%eg%ggglingasﬁfgggn}%%,ngvatwe of formula
efl}, maicte chayi tidparified andiorsctatehvia s6nweRibnaPmefIRHnown in
c@'I@:)r of orm and be purified by chromatography or

rEeR Y A-i zation of a suitable solvent. The salts,
preferably pharmaceutical® acceptable salts of the
conmpounds of general formula (1), may be prepared by

neans biie czavtientietwaen s boipolinagsvof gendrabrapiut (Irdnd (111) is

r ef er abl eaction with a mneral acid, nore
Iousua‘?ly carr¥edb %utIr m%e presence of an organic reaction medium, preferably in

'the presence of dialkyl ether, more preferably diethyl ether or a cyclic ether,
more preferably tetrahydrofuran or dioxane, an halogenated organic
hydrocarbon, more preferably methylene chloride or chloroform, an alcohol,
more preferably methanol or ethanol, a dipolar aprotic solvent, more preferably
acetonitrile, pyridine or dimethylformamide, or any other suitable reaction
medium. Naturally, mixtures of at least two of the classes of the mentioned
compounds or at least two compounds of one class may also be used.

The reaction is preferably carried out in the presence of a suitable base,
for example, an inorganic base, more preferably alkaline metal hydroxides and
alkaline metal carbonates, or in the presence of an organic base, more
preferably triethylamine, N-ethyldiisopropylamine or pyridine.

The most suitable reaction temperatures range from 0 °C to room
temperature, that is, approximately 25 °C, and the reaction time is preferably
from 5 minutes to 24 hours.
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preferably by reaction with hydrochloric acid,
hydr obrom ¢ aci d, phosphoric acid acid, sulphuric acid

W@e008i01397& aci d, or by reaction with organi c aRCTIBP2004/008512

nore preferably by reaction with citric acid, maleic
acid, fumaric acid acid, tartgic acid, or their
derivatives, p-toluenesul phonic acid, nethanesul phonic

id, h I d cp i tabl
2o verbe TRy SIS FlS mabe R IR Grvye
SLAvEd aR8loRSlaREH@RBIdiRG t& cOfvariBhaNRetiists iakviv N 1he prior
the resulting salts by uSing the usual techniques for

#@Ne precipitation or crystallization of
t hecorrespondi ng salts. The preferred physiol ogically
acceptabl e salts of the sulfonam de derivatives of

gener Prefeediity) the(slu)fonamnd&eemmwbs of geAbias ferinuta 1B nady be
acids, nore preferably of hydrochloric acid,

Fﬁﬂiﬁt@grttyrﬁ\@pé’@wg W@ﬁﬁ%‘m @eQHrH a%ﬂgﬁiﬁt?%a% ifingegssary,
aC*L&‘gh{;'tﬁe fe %ﬁ(ﬂl@ vsiEh b be°' ?éoﬁaﬁﬁarbgqgtg?tg&rﬂs obtained;

y citric | d, ma
fou theer Bulfmtamidet@rwatwezs a2y e e»rtradlmi wntheer watgriimasiscible

t pl th id

BuRshb et e rorffan™. aiE bomuTeg At P diaphyry
¢ M&b%ﬁ%‘f@%u’ﬂéb%@érﬂb' e SO' vap es, nore
preferably hydrates, of the sulfonam de derivatives of

general formula (1) or of the corresponding

et nod LSt ire SRR o dfuia T, AR o BafrCR Eatibre, or
siyéy hrelyilse ?@wmasccdﬁ&@"tbkmhdyrdlmembds nxhemnﬁtth@lpnof art, for
the suitable reagents used, it nmay be necessary_ and

@xaolebi meihers PEplardaarta Gescberda e eraismpe 5 Gibert,
s, HBITR. SF HhRScdifslndd Witye éF%Yalthrrﬁai'ér('smdrnQytalso be

'use of’ c nventi o pro ctive
preparedldcgotding ¢o diemdardatbthodd kreown trelm@t pricr art, for example by

kgéﬁpag tsln\{l?ar%?#g Se (Ijgsc%b% il C[A%&%%ﬁ;rrgé, l\ﬁggid‘;] Pgteml Usha;
Tokolics, Joseph; Freed, Meier. European Journal of Medicinal Chemistry
(1988), 23(4), 373-7]. The respective literature descriptions are incorporated by
reference and form part of the disclosure.

Another aspect of the present invention consists in a process for
preparing the new sulfonamide derivatives of general formula (1), wherein R'-R?,
R5-R®, n and A have the previously indicated meaning and R* is an alkyl radical,
preferably a linear or branched , optionally at least mono-substituted C4-Cs alkyl

“radical, by alkylation of a sulfonamide derivative of general formula (I), wherein

R'-R3, R%-R’, n and A have the previously indicated meaning, and R*is an
hydrogen atom, with an alkyl halogenide or a dialkyl sulfate.

The alkylation reaction is carried out preferably in the presence of a
suitable base, more preferably in the presence of alkaline metal hydroxides and

alkaline metal carbonates, metal hydrides, metal alkoxides, even more
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Pl enum Press, 1973; T.W Geene & PP.GM Wits,
Protective Groups in Oganic Chemstry, John Wley &

wW®00s/0130201] . The protective groups may be renp@EEP1004/008512

the suitabl e subsequent stage by nethods known in the
prior art. The respective litg ?ature descriptions are
i ncor porated by reference and form part of the

N R T

AP SUrRATRYEN I8 Jﬁé@?éﬂly%ﬂﬂﬁth@'ﬁ?bﬁté?f-bu tylllthlum in the

di astereoners, sai m xt ur es ‘may be separ a Vi a
mrga@majomrm@m reaedien mediumme nmremremrablyfohnlkydmw even

i T o e e S e
rteﬂahmmranmﬁcbmn@gaﬁ %/Umtrb@ﬂ%\lehdﬂbre‘lpbe‘ferably toluene, an
??glf am de derivative of general formula (1)

afY§N Mere er@fe@bhbn"@tmnqlpg efanobd dipelaraprotic solvent,
Fg\f;e.fn%?m ﬁqe?@%’?ﬁ y SEBbRitAE W@BP?Wétﬁylfc#ﬁﬁ}rﬁi@%?H%ﬁy other
or I n or a tWwo’ O I TS

xture of l'eas
suitabls eactos mextiefe Nabirpllg manturesef at least two of the %Ilasses of
r ng.ratio, or a correspondin
The Bt sy duebBerhlend b cofinindst Sne A% Mayiso be
qegespondi ng sol vate thereof, and optionally one or
nore pharnaceutically accept abl e adj uvants. This
medi canment is suitable for 5-H receptor regul ation,

a seac s EPRE ST rdlkoR iphipB P IRE aRgs P 5 RLin'eoiing
rtegipledtucs obfheappetion Mediwn, éﬁ@tﬁéﬂd&cﬁﬁﬂlﬁms AreCsrefstably from
or reductlon of body weight, for the prophylaxis

ahtp &t ho¥sat ment of obesity, bulima, anorexia,

cachexia or type Il diabetes (non insulin dependent

di abetes nellitus), preferably type diabetes caused by
obesi tBrefdrablyt the resafiingl sulforamidl derivativatofeyenend! formula (1)

%St og%g ; naJﬁItrta’Elgr? tcodr{csé?l{rggrqg ’thep |lter].;1‘?er Srtl)cligr rIeEi[chctag tp)lreessure,
adding water and, if necessary, adjusting the pH so that a solid which may be
isolated by filtration is obtained; or the sulfonamide derivatives may be
extracted with a water immiscible solvent, preferably chloroform, and be purified

by chromatography or recrystallization of a suitable solvent.

The salts, preferably pharmaceutically acceptable salts of the
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 hydrochloric acid, hydrobromic acid, phosphoric acid
acid, sulphuric acid or nitric acid, or by reaction with organic acids, more
preferably by reaction with citric acid, maleic acid, fumaric acid acid, tartaric
acid, or their derivatives, p-toluenesulphonic acid, methanesulphonic acid,
camphorsulphonic acid, etc., in a suitable solvent, preferably methanol, ethanol,
diethyl ether, ethyl acetate, acetonitrile or acetone, and obtaining the resulting

salts by using the usual techniques for the precipitation or crystallization of the
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for cognitive enhancenent, for the prophylaxis and/or
treatnment of disorders of the central nervous system

wW@eoos®13978 pani ¢ di sorders, depression, bipol arPCT/EP2004/008512

di sorders, cognitive nmenory disorders, senile denentia
processes, neurodegenerative gj sorders preferably

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

Hunt i n |sease and/or Multiple Sclerosis,
éEH“?BgHa@ﬂl Spsychosis or infantile hyperkinesia

( ADHD, attentlon deficit / hyperactivity disorder),
and ot her disorders nediated by the 5-HT serotonin

r eceptlde preféernedipbysiolggimally aceeptablessalisrafithe sbifgnamide

VBeRes MO ndtabtcroRfE O art e R lhior SalsgimBRRg 4a e, more

|pﬁ*§fdral@l9@3flﬁydﬂicl‘rf’or}d acﬁ@l tyeirebionsic @eld, phbbporid adi@nsliphuric

formul a ef opt i onal ylnformof one of its
A é@idserﬂé ig, aqm angt eI gpditipmealisrefrarganic acids, more preferably
d(lfl %ﬁr adili StuhRFRBYE tafbris Qcifdobml‘@;lr @enﬁ?dfﬁ/@ée -
tvvo of Its stereol soner

etnmmeeulphsnnxramld amethaeeewlphon|k:ra<mmcampho1rgulphbn|c aaid, etc.
a correspondi ng physi ol ogically acceptable salt
thereof or a correspondi ng solvate thereof, and

opt i ongyd é!ol%‘t%s aﬁﬁé{%@éﬁ@%ﬁ\ gj %/cc%‘bfé’cﬁé 3Blvates, more

adj uvants. Thi s d| ca
rrretgrably hydmtear dfdhe sufonamidepdenrafives iof ganerabformula (1) or of

B3R o 8 S s BRIE AL SRy

tethoRis'KneaiBethe iphief aase or reduction of body weight,
for the prophylaxis and/or treatnment of obesity,

bul i m a, anorexia, cachexia or type Il diabetes (non

Pnsul | eﬂﬁ?&%@% éﬁ% hgﬁc &u#ﬁé&) es¥HBLE R ¥ ¥fdParation

Il dia calise eS| or t € prophylaxis

asfdthesultasiatramgéntsfu s@dﬂt mwbe sttesdary aadlordiesirabierts, protect
preferably irritable bowel syndrone, for coani tive .
SHSHveRITeackg QEQH'QSM SPR %f%h% mplardes useat haistmay be carried

B UdBSu of conventional protective groups preferably those described in
the literature [Protective groups in Organic Chemistry, ed. J.F.W. McOmie,
Plenum Press, 1973; T.W. Greene & P.G.M. Wuts, Protective Groups in
Organic Chemistry, John Wiley & Sons, 1991]. The protective groups may be
removed in the suitable subsequent stage by methods known in the prior art.
The respective literature descriptions are incorporated by reference and form

part of the disclosure.

If the sulfonamide derivatives of general formula (1) are obtained in form
of a mixture of stereocisomers, preferably enantiomers or diastereomers, said
mixtures may be separated via standard processes known in the prior art, for

example chromatographic methods or crystallization with chiral agents.
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the central nervous system anxiety, panic disorders,
depressi on, bipolar disorders, cognitive nenory

waele@snters, senil e denentia processes, PCT/EP2004/008512

neur odegenerati ve disorders, preferably Al zheiner's
di sease, Parkinson 's disease,qHuntington’s disease
and Multiple Sclerosis, schizophrenia, psychosi s or

infant]l e hyperkin a attentlondflc:lt
oy por SARGHDRY BSte BT IS pasanh THARUSR IS BISUAraRNt araprising at
plb@&teér?é’lrﬁdo! n- ewgﬂﬁ@r‘xémo‘é‘)d&w%ﬁ@é Bf ?Qhé{ra'l fbrmﬂ!@gz, oﬁff%&%lly in

sui tabl e pref - receptor regulati
t foemmf omieydfdbsi siemmscnmetsr peefenainty emamlanmerem@asiereomers its

dj [ dte f

e EEto. 1815 bha it of & Bashhyd, SLASHE Bl proferably
O&ndritidnedrs O diéstbl@@)}‘newgl @hdny ﬁn@( ng l‘tmopbﬁﬁhidrr@ébéndmg

and/ or treatnent of obesity ul i anor exi a,

crRidysislpgically ﬂwtablecﬁaétﬂbe@@f Oh arpqrmapnﬁmseq%fﬁi@ iereof, and
| d
FREEED o bR B EABYN oo dhERBRES, °o¢=°

gastr0|ntest|nal tract disorders, preferably irritable

S OTEts bl B hocbnd SRR or e prophytans
'(é\g@/br ﬂeéiméﬁt' cff %gbl‘é%r de Hls\é%’sé\féla%d 2080 dhtake! preférably for

E&lona formof one of its SthGOISOﬂErS
pﬁh@fregta lynexﬁappetmef@ the mAiatenaneerincrsase s redaetion ef body

cVveleBy 86 et lroBp Pk by e e pbE8H? bulifa, anorexda,

dcté?cfrie@(ra%@mbé Il diabstey (AbXiimgllinaidpendent diabetdsahBmifs)Ng
physi ol ogi cal I% acceptable salt thereof or a

coieferapyridpad Gabsiescaured dyfobesity, foptheopraphylagiscanst/or

%ﬁt anen?@‘égﬁl)l'nf tlb¥| f?%&ecﬁ%&ﬁ#% ?éi*é Mﬁ’rlgﬂ w%! syndrome,

I'S Sul cep re

f for cbritipe ephaheerinenffiel the ;iropmlaﬁﬁbndforarebtmhﬁef digbrders of
di sease related to food intake, preferably for the
@&Lﬁe&‘ltrab ReBruUgsyaten ARy, PARiC QigoRdes aﬁ@%"esﬁl%‘ﬁ Bipolar

OfisbRIEIE Lddmithle RBMGY disorders, senile dementia processes,

neurodegenerative disorders, preferably Alzheimer's disease, Parkinson’s

disease, Huntington’s disease and/or Multiple Sclerosis, schizophrenia,
psychosis or infantile hyperkinesia (ADHD, attention deficit / hyperactivity
disorder), and other disorders mediated by the 5-HTs serotonin receptor in

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

Another aspect of the present invention is a medicament comprising at
least one indol-4-yl sulfonamide derivative of general formula (la), optionélly in
form of one of its stereoisomers, preferably enantiomers or diastereomers, its
racemate, or in form of a mixture of at least two of its stereoisomers, preferably
enantiomers or diastereomers, in any mixing ratio, or a corresponding
physiologically acceptable salt thereof or a corresponding solvate thereof, and
optionally one or more pharmaceutically acceptable adjuvants.
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wei ght, for the prophylaxis and/or treatnent of
obesity, bulima, anorexia, cachexia or type I

waelr@b®13s (non i nsulin dependent di abetes nel | PCT/BP2004/008512

preferably type Il diabetes caused by obesity, for the
prophylaxis and/or treatnent gf gastrointestinal tract
di sorders, preferably irritable bowel syndrone, for

cognltlve enhancepent d
{ s masigaraentds §HF@@PJ%§ Hffﬁe’eeé Fs@vg X' Joder @g?swrsn{‘vlam
?fﬁ& YeatRitit 6f 4 FEHEF Sr dl@@é’é@?&éﬂéﬂ to %&Pirﬂéke preferably for

ers cognitive nmenory disorders, senile denentia
pthea:eguiet;on nfeapmtég,efn)e the maintdnance éncreage of éed;lﬂtl?n of body

AL B S PSR S5, i R0

REAHBRIGI 6 tﬂﬂie (Indiabétes %ndsw psukn de eadépﬁwﬁbetastmatmuem

deficit Feract|V|ty di sor der and ot her dlsord
rsafesalkely tm/e | chiatmtes cabsed biioRes b &0t 15 RraPRylA¥isand or

39Sk ek Py BRI E IS Ry, PR LR bowel syt
eohasgitien enhdmcerhéet, trrrdhdaplrephmm dhdﬁorltneaahaa’nof disorders of
di sorders of the central A nervouys anxi %
JhRiceNALEREHS SYenh ErXIeh, PETB ORISR RIES SO bipolar

CRSSdkHY %o IméXnQHn%%F aigbﬁje@ edurliig dé%@ma FrokEgsEs ses,

neur odeden atlve di sorders referably A zheiner's
dnagadegemat{vmdmrdaera; pmeblymﬁhelmr@rdlse@ﬁ% darksingaa’s

lpata RIS AlsePSC eRB: Rl BobT aghRoPhrania. peychosis

fWrﬂﬁfamte ._ﬁpéfkﬂb&%r@@m}) atm@htmnhﬁﬂcﬁl/mpémawnvdis@tr@@k) in

the 5- serotonin rece in humans and/or in
dmrnans; angiasfirepaimNEIS; wef@rﬁgm i3 marpmalp reerer RIsferaply in humans,
humans. Anot her aspect of the present invention is a
nmedi cament conprising at | east one indol-4-yl

Sibfe Baitalske pesferalay fores-BiT; getuptat reigatatiohafdrithe prophylaxis
Ogrtxélgrn ’ﬁl’lela%/ment of a disorder or disease related to food intake, preferably for
the regulation of appetite, for the maintenance, increase or reduction of body
weight, for the prophylaxis and/or treatment of obesity, bulimia, anorexia,

cachexia or type Il diabetes (non insulin dependent diabetes mellitus),
preferably type |l diabetes caused by obesity, for the prophylaxis and/or

treatment of gastrointestinal tract disorders, preferably irritable bowel syndrome.

Another aspect of the present invention is a medicament comprising at
least one indol-4-yl sulfonamide derivative of general formula (Ib), optionally in
form of one of its stereoisomers, preferably enantiomers or diastereomers, its
racemate, or in form of a mixture of at least two of its stereoisomers, preferably
enantiomers or diastereomers, in any mixing ratio, or a corresponding
physiologically acceptable salt thereof or a corresponding solvate thereof, and

optionally one or more pharmaceutically acceptable adjuvants.
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formof one of its stereoisoners, preferably _
enantioners or diastereoners, its racemate, or in form

w@Rooson9xg ure of at | east two of its stereoi SOPET/EP2004/008512

preferably enantioners or diastereoners, in any m xing
ratio, or a corresponding physjl ogi cally acceptable
salt thereof or a correspondi ng solvate thereof, and

optional.ly one, or . e romaceut i cal | ccept abl e .
Sl TR icdmRRE s PRl e S Eepiameolisos: Ry he hrophytaxis
I 86@BF featriant! 6Fld @Borde?lor diRaBEQBRYS R RoANALaRE, preferably for
treatnment of a disorder or disease related to food

i tedreulatipaios egppetljte; &r thadnaistpmaace oncrsfasgppaetuetjorf oftbody

t he. i j duckion of wej aght.
+ WEiGE.BE FRARGPh R ARPG: oottt o pBRs Y, sidg. Bt
pwcr}rejxm %rauypegkdiabgmo(h_ X teninasminqemt deht diaf&bﬁésgrﬁeﬂitﬂw),

) | apet e me I TuUs), rerera pe
hgég%’{agb' @Eggkﬁgéﬁe&w@yﬁ?ﬁ byiahesity 05Ff§)ﬁ)ﬁ5qp5w|@<¥8aa%d/@r
t ; . .
TRl lof 8ol tial A5 IEbrdete brefhatly fffahie bowel syndrome,
efohangritieaenhbocemiot, fooihkydrapidaxia dindron trestest bf disorders of

SRR ook G Bbd Va3 SRUPAE, gBERASIR. ol
C@gBdCry CcagRiteymeh Ry dR¥ofderse8eniR ABTBATA PratfcRe8sSes,

neur odegener ative di sorders, preferably Al zheiner's ]
dnewadegererakye sligprdersd pw@@@?y Mzhelmeji pdissasie sRarkinson’s

an |t oC eI QS I.Zzophgeni a,. psychosi s .or
"BEAe b A 808 Sy SR SRl YRR v
hygehasisi ofi ibfandissioysiekihesRNADMD edttsHtRr digich /e ctdity

by. the 5-HT serotonin receptor in humans and/or in _
a&ﬁﬁ@l%),, apaatBerngisgrdess mﬁﬁ@tps,byrﬁbe@-blﬁ efSEFaiBNi regeptor in

h ' n ' i :

e AR AR e e 8RS PrsfctBply in humans,
adm ni stration to mammal s, including humans. The

%gté gﬁ%&ﬁgg @c,;cpgrn?tflv%r S‘rﬂ% e}/ n c%eme%?,r?op Itﬁc’ef S rro%?\y}a?(isagrlxd/%? ‘?reatment
of disorders of the central nervous system, anxiety, panic disorders, depression,
bipolar disorders, cognitive memory disorders, senile dementia processes,
neurodegenerative disorders, preferably Alzheimer's disease, Parkinson’s
disease, Huntington’s disease and Multiple Sclerosis, schizophrenia, psychosis
or infantile hyperkinesia (ADHD, attention deficit / hyperactivity disorder), and
other disorders mediated by the 5-HTs serotonin receptor in humans and/or in

animals, preferably in mammals, more preferably in humans.

Another aspect of the present invention is a medicament comprising at
least one indol-4-yl sulfonamide derivative of general formula (Ic), optionally in
form of one of its stereoisomers, preferably enantiomers or diastereomers, its
racemate, or in form of a mixture of at least two of its stereoisomers, preferably
enantiomers or diastereomers, in any mixing ratio, or a corresponding
physiologically acceptable salt thereof or a corresponding solvate thereof, and
optionally one or more pharmaceutically acceptable adjuvants.
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chil dren, adol escents and adults. Another aspect of
the present invention is the use of at |east one

waiokomang de derivative of general fornula (I1)PCT/EP2004/008512

optionally in formof one of its stereoisoners,
preferably enantioners or diagfereoners, its racemate,
or in formof a mxture of at least two of its

stereoi sonmers, preferably enantiomers or

di astereoners, in any mxing ratio, or a corresponding
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correspondi ng sol vate thereof Re manufacture of
andhditeeatment oba dﬂsqrderr@ai;maﬂe ne@adaﬁo fand intajte, preferably for
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We PRIrithé Prcﬁpﬁgléﬂ@ aR@iontieaanest of dssitgseulimia, anorexia,
ction o ht, for the prophyl axi s and/ or

pa@b@m.wtme Bl%%bett% nan ingwlin dapeident izbatee mellitys),

%‘%ﬁ 51 %@p%blfgfaqbr %‘TOEauéb%”ﬂ);{ fo& %E&?@(Qé gﬁ%@@ﬁéﬁé and/or

dizagment oﬁg:astntdwtep’tlmm hl;dchmssrdmd/ pxeferabbttinﬁablecﬁowel syndrome,
ast roi nt est.i nal tr c@ ﬂjsord
§

Sraioniieceyicenticlos e PSR EhEAEEH Fatet ¢fsforers of
R BENtraPH et s Pster, BAKIERN (hafic &ibéféfe‘i'@rdiarﬂésélbﬁ bipolar
central nervous systém arxiety, panic disorders,

diignrdersi, oagnibive o1emoi ¢eerders se@d@ demarélarwﬁ@egﬁes

RebRitr e SO bRET kPR ey s digense; Rapkineon's
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and Ml ti pl e Scl erosis, schizophreni a, échosn S or

.prsvgmsws er hypelilrilyesridngsimiidDHEY, eéention d& ¢if chypgractivity
%Y&%ﬁ{;éﬁtéémbse (gﬁé)cfrggfs)mgagté)d B?Eh%ﬁﬁnﬁg an%ﬁr&%ﬁé’éﬂe%‘?or in

onin receptor

amn1imi§and1befreamb16ys Ipreiw:ﬁm?hm mammnelsp nedrerpabfeyablp in humans.
humans. Anot her aspect of the present invention is the
use of at |east one

The medicament obtained according to the present invention is
particularly suitable for the administration to mammals, including humans. The
medicament may preferably be administered to all age groups, namely,
children, adolescents and adults.

Another aspect of the present invention is the use of at least one
sulfonamide derivative of general formula (1), optionally in form of one of its
stereoisomers, preferably enantiomers or diastereomers, its racemate, or in
form of a mixture of at least two of its stereoisomers, preferably enantiomers or
diastereomers, in any mixing ratio, or a corresponding physiologically
acceptable salt thereof or a corresponding solvate thereof, for the manufacture
of a medicament for 5-HTs receptor regulation, for the prophylaxis and/or
treatment of a disorder or disease related to food intake, preferably for the
regulation of appetite, for the maintenance, increase or reduction of body

weight, for the prophylaxis and/or treatment of obesity, bulimia, anorexia,
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sul fonam de derivative of the previous general fornula
(la), optionally in formof one of its stereoi soners,

wee@soram y enanti omers or di astereoners, its PEDERPHDE)08512

or in formof a mxture of at least two of its
stereoi soners, preferably engpfioners or
di astereoners, in any mxing ratio, or a correspondi ng

B gL SRR RRSER B eI et s el
éréféﬂibhaf@'étll tRibebed BausReant Sedi l‘?giﬂr%é %Popﬁ)@émé BRd/or

ngI axi s and/ or treatnent of di sorder or disease
r@la ot efgastointestingt &achdispuless @refetsablwn@rtafégmomel gyndrome,

yﬁt%}h n%%n{é?ﬁ ﬁﬁ H ﬁ%ﬁﬂ?l%élspér}g F{ﬁﬁﬁg?(tﬁieng r(])a‘ |sorders of
theeeér:itleangnem%limmtem, abﬂbtmangﬂmﬁmr? ddeqambéfm ablmlar
HoFdass SOTI Ereuiry dSfiers, salis BPaenua pratPBps,
ARG RIdeYyenbritivie s&ﬁ%@ﬂré‘f’é@o&?mﬂ%ﬁmbﬁ @Ht;@l’a'éb Phrkin gn’s

gastr0|ntest|na tract 'di sorders prerera |rr|ta
dissake sindtington’sf diseassgand Mudtipe B@im'ealensc;hlmphrehka psychosis

BE triEPofiiocds DR Fphusy dohdfl stadhvbrEsorden and
QERIrRBSIrdBrs Meﬁ@t@d bS"tﬁé’ 54T SserefHh ?éd(ﬁ)t@ﬁﬁq{dfnans and/or in
di sorders, senile deientia processes,

ABIMaE cprefierell) Menammalsidnere pieéerebhbnhumansi mer' s
di sease, Parkinson 's di sease, Huntington's di sease
and Multiple Sclerosis, schizophrenia, psychosis or

i nf anfAinbthergspekt oltheprédditiihvertioars timnusebf at least one
Peractlw ty disorder) and other disorders nedi ate
syle m@ﬂ&erﬁery@.tw&ﬁ.the PEvissIenefalHarHka @%P@Ponally in form of

oﬂ@rBfri%'s?ereB'fs%f gﬁ(ﬁférﬁpgpéfﬁlti%mﬁg £ d R fr@é% itd!

hurmans, nore pr MRNuract ur e o
mmbmahaae ot irf ﬁnrrrﬁoﬂdl’nmmnmomfmt least uatof dis, stérenisomeers, preferably

05{1 axi s nd or treatnment aqf a d#lsorder or dlrﬁase
Cof S0t éé qrﬁ?@ﬁgﬁ I RRY BHXPP At OrEOTRERA

BhySiBRRYi¢ IS adcBptdde sARHErESEEIE corresponding solvate thereof, for
the manufacture of a medicament for 5-HTg receptor regulation, for the
prophylaxis and/or treatment of a disorder or disease related to food intake,
preferably for the regulation of appetite, for the maintenance, increase or
reduction of body weight, for the prophylaxis and/or treatment of obesity,
bulimia, anorexia, cachexia or type Il diabetes (non insulin dependent diabetes
mellitus), preferably type Il diabetes caused by obesity, for the prophylaxis
and/or treatment of gastrointestinal tract disorders, preferably irritable bowel
syndrome, for cognitive enhancement, for the prophylaxis and/or treatment of
disorders of the central nervous system, anxiety, panic disorders, depression,
bipolar disorders, cognitive memory disorders, senile dementia processes,
neurodegenerative disorders, preferably Alzheimer's disease, Parkinson’s
disease, Huntington’s disease and Multiple Sclerosis, schizophrenia, psychosis
or infantile hyperkinesia (ADHD, attention deficit / hyperactivity disorder) and
other disorders mediated by the 5-HTg serotonin receptor in humans and/or in
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i ncrease or reduction of body weight, for the
prophyl axi s and/or treatnent of obesity, bulima,

W@ewsexiozs cachexia or type || diabetes (non i PGUEP2004/008512

dependent di abetes nellitus), preferably type I
di abetes caused by obesity, fg the prophyl axis and/or
treatnent of gastroint esti nal tract disorders,

|table b synd i.n . humans and/ or
RhRASHE ieterab b 3Bt o REFEaBivn SUga S, abiy i n
humanmoréppéfeedblpiarane nfdndfBgiurs 668 'ﬁrﬁedlé'é’lﬂéht foR 5LHT$, Rteptor
use of at | east one sul fonam de derivative of t

prasiatian f@retﬁ\@rrapph)dawﬁw@d(qrﬁyeatwnt ehaldisorder @roqhgeaﬁe related
gﬁ‘ﬁ)oﬂfmfatk% Phﬁél‘%{y fﬂ)‘?‘ﬁ‘ié r§£ﬂ§t it ?Pé et %)}' 9\'@%3 n?énance

astereone racenn orm '0
nffcreasel errsduttion of bod s weight cfor tnprophy|axef amdibf treatment of

t Is, m XiI rati
8885, Bl dng RS sl e A EpPies| (Ba iUl dependent
aﬁ%eég‘ melitds csféfs.%wbem é@bé@se‘catdééﬂ %gfobésﬂy fohéne
manuf act ur e Of a nedi‘’canent for 5-HT rec tor
peaplitylexisoand/fos ireatrae i afgagtraidtestinalitract d |sea:tewe,mrefa‘ralaly

PRI R R BB o R RIS KPR B,
rrméqw@f@ram ireHugianen of body wei ght, for the
prophyl axis and/or treatnent of obesity, bulima,

anorexi a, cachexia or type Il diabetes (non insulin

di ber ftnel o8BELET (i proseithpvePBhdf Bi¥ tad $E8 ot ane
suléaiamide defrivgtige bbtmat mt/ioualgehl'emtfodhmer(dﬁr Sptionally in form of

r ef rab irritable syndrone, for cognitive
AP Qh HE FETROISPRIErE HYe BB'NﬁWF'QW%PBQ'QSF@SPWﬁﬁ% et

i e U8 0 i, sy
eogntiamers orediasteretreensdar any suxing eatibg roerat morrenrimelmges,
physiologically acceptable salt thereof or a corresponding solvate thereof, for
the manufacture of a medicament for 5-HT; receptor regulation, for the
prophylaxis and/or treatment of a disorder or disease related to food intake,
preferably for the regulation of appetite, for the maintenance, increase or
reduction of body weight, for the prophylaxis and/or treatment of obesity,
bulimia, anorexia, cachexia or type Il diabetes (non insulin dependent diabetes
mellitus), preferably type Il diabetes caused by obesity, for the prophylaxis
and/or treatment of gastrointestinal tract disorders, preferably irritable bowel
syndrome, for cognitive enhancement, for the prophylaxis and/or treatment of
disorders of the central nervous system, anxiety, panic disorders, depression,
bipolar disorders, cognitive memory disorders, senile dementia processes,
neurodegenerative disorders, preferably Alzheimer’s disease, Parkinson’s
disease, Huntington’s disease and Multiple Sclerosis, schizophrenia, psychosis
or infantile hyperkinesia (ADHD, attention deficit / hyperactivity disorder) and
other disorders mediated by the 5-HTg serotonin receptor in humans and/or in

animals, preferably in mammals, more preferably in humans,
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neur odegenerati ve disorders, preferably Al zheiner's
di sease, Parkinson's disease, Huntington's di sease and

wordosiopdoes Scl er osi s, schi zophreni a, psychosi s BCT/EP2004/008512

infantile hyperkinesia (ADHD, attention deficit /
hyperactivity disorder) and opher disorders nediated
by the 5-HT serotonin receptor in humans and/or in

| b| [ | f bly i,
Ry e O SRR £ S R
fePhapeamEht, Yor ﬁ%@ﬁﬁﬁﬂﬁﬁ% anidfr trmdnP BYisdidets ¥R tHePéentral

treatnent of disorders of the central nervous system
anwcmwsysmrm anxietyo pasicslisardpra slepoessian, pipelar disorders,

B oAbt TR G P B bve
/élugd?@em pr@fethtﬁ;emzexeurﬁ@rg tizease sSP&ikiRdRes didease dustingion’s
di sease and | e Scl erosis, schizophrenia,

sisaaseand thlmﬁ §ﬁhr@%squahﬁ@§aap§wm§8 tibtantieon

‘iiﬁ/pbﬂilﬁeéla :@(Per d‘t‘ﬁ%ﬂe\‘\lh%bf r?%ﬂ?r'g H%énrg\ﬁe\n g@%@a@ﬂﬂf HImars and/or

hmaamsalsﬁpmféreblwapaammsﬂstrherqopreéeaably|n\mmruanm is the
use of at |east one sul fonam de derivative of general
formula (lc), optionally in formof one of its

St er eQrfAndY Sopdet 6f %@gemﬁ%htméﬁhéhse of at least one
di astereonmers, its racemate, or In formof a mxture

@ulfanam@&demwlvefofugegeal é@r@mleét@r@tmﬂ&y & fapmyof one of its

b BTLS SerHRBL STARIRISs o) Mo Pt et or in

tfbnﬁhﬁ oph raikture &F it REROTWH BEILS Sleredisoinees, gRéierdisly dn@tiomers or
manuf acture of a nedi canent for 5-HT receptor

(HRRIEERONGRTS, MoANYt MEXIRG BR5iRy I0AR] GOrEas@PBdingriwsitegically a
%Ic%8{>%%'ie Q4it ﬂ!eﬁ@é‘fs& 86ﬁé§for{a‘ﬂqé g&% eLEh@Fe%f R & H%Wu}r'acture

€ regulatron app M8l hCenanc e
iof @rmedrcament éotus-HTgrecdptbobguiationh) for thepropieylaxis and/or

E%?&‘éhﬁé% a d%%?’égrrortc;lsegésrgernetlatg& o ?eSI i ¥akeb lE)lreferably for the
regulation of appetite, for the maintenance, 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 Il diabetes caused by obesity, for the prophylaxis and/or
treatment of gastrointestinal tract disorders, preferably irritable bowel syndrome,
for cognitive enhancement, for the prophylaxis and/or treatment of disorders of
the central nervous system, anxiety, panic disorders, depression, bipolar
disorders, cognitive memory disorders, senile dementia processes,
neurodegenerative disorders, preferably Alzheimer’s disease, Parkinson’s
disease, Huntington's disease and Multiple Sclerosis, schizophrenia, psychosis
or infantile hyperkinesia (ADHD, attention deficit / hyperactivity disorder) and
other disorders mediated by the 5-HTg serotonin receptor in humans and/or in

animals, preferably in mammals, more preferably in humans.
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cachexia or type diabetes (non insulin dependent
di abetes nellitus), preferably type Il diabetes caused

whooshedrs y, for the prophyl axi s and/ or treat meCt/EP$004/008512

gastrointestinal tract disorders, preferably irritable
bowel syndrome, for cognitiveggnhancenment, for the
prophyl axi s and/ or treatnent of disorders of the

centr nervous. system anxiety, panic disorders s

Gepr e LERTEPBINIORS thF canaspaiding BRRatt AR FoTpositions as
diaPaslef the foAMLIted BIERIGANAeRE P8P BE Tarried out via conventional
neur odegenerative disorders, preferably Al zhei mer's
dnethades knpwinkin iBe prios ad; e gxample iasagasrthe indisea oé

" PRalffabaRcs, TN oI B T F RaRioh, Aliton, ME.

HEDe hr(}lnIrbMII IL}"vi@@ﬁ@m@tﬂ?inan@hOﬁbez))ﬂ?Emydmpedm?dﬁ I_’o\halfdnaceutical
e serotonin ce r 1.n unans. an or .1n | nal s,

Bf%a&@pmy{’ﬁ é@p iitigﬁ ﬁwa@rwe#@%w%ﬂ, ﬁ-&é%@s#hlglarcel

nﬁae@rﬂhbpnesvvéﬂke(?@@é)'; @mpeaﬂi Pganﬁéﬁsém&g%tp h Edition, Banker

corrp03|t|ons as well as of the ornul at e nedl canent s

S . addhodesiCdut(Eds A Mansekbekkeralncoblenodsrk(@60g),iand “The

the prior, art,, fo Xa based on .the indi.ces of
Wi aBd Aktce 8 nBETE] PoapRagh . CRRER heLiSaamgayH. and
Edéﬁi%gn(Edﬁl.étL@é,&Mebi r EBhilddaistahi(1988) The¥es s ive literature
Edi nbur gh (2002)); "Encycl opedi a of Pharmaceuti cal
Taserptiong are iscemetiatedias a refenseandare part ahihigdigciasure.
J. . (Eds.), WMarcel Dekker, Inc. New York (2002);
"Modern Pharmaceutics”, Fourth Edition, Banker G S

and RUdeshé&rmadetdsal) covysaitionss ks avell agithe RIBWUNDEHK
(2002), and "The Theory_ and Practice of Industrial

PREfiFRERNES PrepaReth accordingdedhamresgnt dmentigni gay, in addition to at
(Iggs?t'c)r}e &ﬁ@n‘g{rﬁﬁgid%ﬁ(/ati\%qéﬂ rQI%ﬂn&l%g(?)Gbgtia—Hﬁl in form of one
respective literature descriptions are i’hcorpordted as
aofrisfstermotsoniers, preferabit endntidmers dir sitdsteneoemerdhits racemate, or

har maceuti cal c sitjons,. as well as the fornul ate
IQln ?orm of a mlxﬁjre o?gPﬁaasi {wo of its stereoisomers, pre eratgw enantiomers

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

acceptable salt thereof or a corresponding solvate thereof, comprise other
conventional auxiliary substances known in the prior art, preferably excipients,
fillers, solvents, diluents, dyes, coating agents, matrix forming agents and/or
binders. As the skilled persons in the art also knows, the choice of the auxiliary
substances and the amounts thereof depend on the intended administration
route, for example, rectal, intravenous, intraperitoneal, intramuscular, intranasal,
oral, buccal or topical.

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

solutions, suspensions or suitable liquids.
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optionally in formof one of its stereoisoners,
preferably enantioners or diasjgreoners, its racemate,
or in formof a mxture of at least two of its
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carr t% | vat e thereof, conprise other

cH E(EP e&ﬂﬁ? Hf%%k? aﬁf 9"@@@%@@ #pOWAraYS. t he prior

art, preferably excipients, fillers, solvents,

di | uents dyes, coating agents, matrix form ng agents
and/ or Msidieeenents asitable fok ptdl ed peeEItamsoUs U My releilsedhe

he a |I| y,..Subst ances and t he
< Siharh 1B S of e o AN & S ned Fannad the
r prﬁparaﬂim‘f ofthesplstistdifsd AdieaddicAic@nMitits generallg being known in
ﬂé&perl toneal, intranuscul ar, intranasal, oral,
b

Iorgt.t opi cal . Medicanents suitable for oral
adm nistration are, for exanple, tablets, coated
tabl ets, capsules or nultiparticul ates, preferably

gr anul Seitable ;salste&thesd ralpasefvahisy as Waillert 98 rhaterials and methods
c essi on Z s, filled in capsul es or

f?ggé BE%Palrﬁ '% hﬁr m@r e EG@W@H&FM“JPF syampie ffom the indices of
| fM@'cHMéd-'P&%&@é‘BHE%D%H{/ér?bﬁé%hfwao i 2 aéﬁé AP BleERrart, J. and

or inhalatory admmnistration rmy
f RehesMd. déﬂSOOMarGﬂzllDﬂj(kef Iso), Ne\ADMerk QOO Mook of

halhicd FRAChAUSPRETY P SRALAL SR 2B S0 1y e
uBekkasy e r\m@votm@cm@)f PMMEd WU@‘B@.@@QPWQP”%QA.

rmula (1) in_a sustained manner arati’on o
L

eaeeRissBaICHe8. [ clfshs £RB Rressidne.sBgea eRaatbh ¥1983)ngnd by
kPoMYd, K. GG VS dHavi 1., “Oral Drug Delivery”, Encyclopedia of Controlled

Drug Delivery, Mathiowitz, E. (Ed.), John Wiley & Sons, Inc., New York (1999),
Vol. 2, 728-742; Fix, J., “Oral drug delivery, small intestine and colon”,
Encyclopedia of Controlled Drug Delivery, Mathiowitz, E. (Ed.), John Wiley &
Sons, Inc., New York (1999), Vol. 2, 698-728. The respective literature

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

The medicament of the present invention may also have at least one
enteric coating, which dissolves according to the pH. As a result of this coating,
the medicament may pass through the stomach without dissolving, and the
compounds of general formula | are only released in the intestinal tract. The
enteric coating preferably dissolves at a pH of between 5 and 7.5. The materials

and methods suitable for preparing enteric coatings are also known in the prior
art.



Sui t abl e sustained rel ease forns, as well as the
materi als and nmet hods for the preparation thereof, are

whewmd1iom t he art, for exanple fromthe indi ceBCDEP2004/008512

"Mbdi fi ed- Rel ease Drug Delivery Technol ogy", Rathbone,
JJI, Hadgraft, J. and Roberts_,49M S. (Eds.), Marcel
Dekker, Inc., New York (2002); "Handbook of

Ph ar %élﬁwreﬁg%ﬁ?ﬁﬂcﬁeé@ e Ten%gqqA %S}dmaménts

cmmpms:a fremh Dtau§0Reby weight of ¥né or mddasutforami®PSrivatives of
Br uck CRD Pr e%%a( | nc., Boca Raton (1983),

... (Fd.),
A fs'ém%l'&‘a(B: ﬁ?‘d AT ¢804 SR20kY Weight-efragie oxmgre excipients.
Del i very", Encycl opedia of Controlled Drug Delivery,
Mathiowtz, E. (Ed.), John Wley & Sons, Inc., New
Yor k (TT®odiug suhistarke apeumaD: bd::adzrmrﬂsterétﬁoaheqfamgnt varies

e DA STARE ARt A R i v
\Aéveyty&)ﬁbeﬁlsdrdér Ushieny ¥ork 1 (MG a9D g ModtledstliHer Jﬂl%ngmlde

\é$) rC1tl ve literature references are | ncorporate
”N@P ehgenersbfargiia daate admimetetrdspensatiant pehday. The total

t Ve at
Rl FRER thaf be FRnIREEED o vl BBl i SBE R R Bigen
to the pH As a result of this coating, the nedlcanent
may pass through the stomach wi thout dissolving, and
t he conpounds of general fornula are only released in
the intestinal tract. The enteric coating preferably
di ssolves at a pH of between 5 and 7.5. The materials
and met hods suitable for preparing enteric coatings
are also known in the prior art.Typically, the
phar maceuti cal conpositions and the nmedi canents
conprise from1l to 60% by wei ght of one or nore
sul fonam de derivatives of general formula (1), and
from40 to 99% by wei ght of one or nore excipients.
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The drug substance anount to be adm nistered to the
patient varies according to the patient's weight, the

w@evs1®rs ati on route, the indication and the BEWEP1004/008512

of the disorder. Usually from1l g to 2 g of at | east
one sul fonam de derivative of sgeneral fornula (1) are
adm ni stered per patient per day. The total daily dose
may be adnministered to the patient in one or nore
doses. Pharmaceuti cal Met hods: BI NDI NG TO THE 5HT

PR A N tiPIVRIRB digEK- 293 cel | menbranes expressi ng

the reconbi nant human SHT receptor were supplied by
RINDING TS THEBHTIBERQIQNINREGRREAR ation in said
menbranes is 2.18 pnol/ng of protein and the protein
concentration is 9.17 nmg/mM . The experinental protocol

f oI I oMEK*B@MIIhﬂénm‘rar&s exﬁesélngtth@i'ecdrﬁbmanﬂml‘lrhan 5HT6
(}3 A. Uuer, Monsma
Sﬁ%‘ﬁptoﬁ""? © %PP'Fé’r by %ecepfgr Bidpgy-af r%p&fr CFW?BEF‘“O" in said

%Qnﬁ?é/rﬂésc@z 'P@E)e 4 a%BPéﬂogelﬁ‘%ﬂttﬁetp?of%m cgneentre ntratlon is 9.17

Hydr oxytryptam Hydr oxytryptam ne-
Thg/mloujhe@lxpefmmmlrm@tobou;anmsltrapmtmdanfBlL Roth et al B.L.

TR B ¢ flao RS critimet & b Fan i 8Siam, ¥, sen. H.Y.

dplpt -
grl\.;l?lgiél_rm DIRR! Si@ \Blr‘idln%BGTE%lﬁﬁl aed A%f i€l Arﬁi@lechotlc Agents to 5

rlémr@xyt@mianus%a ang f[lydnpxxtsmtamlrse Zd?far@mrét irea Jotirmal of
P eldciohod SO pERIL 2Rl LA 3 RBIELRR s

rmmblﬂealtmlw Thei scommerdiali raembedrenigadluted (’6@0 ﬁiilntllblﬂfwlﬁt the

nperature of 37 C. _Incubation ends
hin PG B 50 BV s il OB B MERcBis MUl FLlih (pH 7.4). The
(aoudaid Bscu iy PEALSD o poibrRiegioRond. P 3h il wbidihe
dwing 200 .ul. Theulbatidretieging by saglirgd! 0 pesf the membrane suspension
(~ 22.9 pg of membrane protein), and is prolonged for 60 minutes at a
temperature of 37°C. Incubation ends by quick filtration in a Harvester Brandel
Cell through fiberglass filters of the Schleicher & Schuell GF 3362 trademark,
pretreated with a 0.5% polyethyleneimine solution. The filters are washed three
times with three milliliters of 50 mM Tris HCI buffer, pH 7.4. The filters are
transferred to vials and 5 ml of Ecoscint H. liquid scintillation 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-specific
binding is determined in the presence of 100 pM of serotonin. The assays are
carried out in triplicate. The inhibition constants (Ki, nM) are calculated by non-
linear regression analysis using the EBDA/LIGAND program [Munson and
Rodbard, Analytical Biochemistry, 1980, 107, 220].

The respective literature descriptions are incorporated by reference and
form part of the disclosure.



tines with three mlliliters of 50 MM Tris HCl buffer,

pH 7.4. The filters are transferred to vials and 5 n
woRoEoo®es nt H. liquid scintillation cocktail PCPERPMd€ES512

to each vial. The vials are left to equilibrate for

several hours prior to their geunting in a 1414 Wallac

W nspectral scintillation counter. The non-specific

binding is determ ned in the presence of 100 nmM of

serotonin. The assays are carried out in triplicate.

TMEA'SUREMENJI'S OFFOOD INGESTION (BEIRAVFOURAILL RIODEL)
non | i near &nes& on anal ysi s usl ngat he EBDA/ LI GAND

pr ogr aMalpl\erg (2002 #ba) B@rmd*a@aryt?p areypsrd. 7g animals are
éagc%ﬂmajcl?gd 1 8 hoddif § Sém!?a(fét I\é‘és 5%%&@&)%?’(0 bejng subjected to

rons At e 1 neo nce an
treétmdm Duded tisi penMEABH%h‘Eb[E&r@ﬁo%@éB (IN\QEBHSB @Rfive) in

EHAVI I W r at
Siipent cAge s paa Haug Homacdess o eteh eIl The Snimalsare
tﬂtﬁ;s%eqﬁ Jﬁ’tﬂﬁd%réé&saét 165834 Fofid |oP'Zd efarﬁrs?g ﬁ@ t?@etment

su1ecte to any treatnment. Durin perlo
ani rral'@aaa@tb@ﬁ@tbﬁhﬁ spifonpmids demwsﬁbves of foramga Lak) ensed
ree.. acces

v BNEe P RS Pt iaiig GpBdiaps Rothel germined as

Feldws:pri or to starting the treatnent. The acute
ef fect_of the sul fonam de derivatives of formula (

used i hecrats aeg keplinfaging eryshitionsdor g3 heuss |mthfeggmilﬁgiual
s Hofﬂgasd'? REH&T { Strgfs@rgeoqalﬂég?f ) Ha?@ﬁton;g?ﬁ)éfr%%oa\ﬁ/ﬁh a
ou S 1n I r

condrtirons for

idmﬁevdeChJed)mpagmen cahtadning ﬁJliwa'rmde deheativat of gareeral formula (1)
orally or intraperitoneall regﬁﬁd V\ntgadose of a
c‘?frﬁn% IreSRANCHRG PAMAPAHOR ( (@hiclshihaut sed spipraids dSrvative.

FIREARLIOBIEL il ot & FPUARTPANRRBERId tRfeccumuiated
food intake is measured after 1,2, 4 and 6 hours

This food ingestion measuring method is also described in publications of
Kask et al., European Journal of Pharmacology 414 (2001), 215-224, and
Turnbull et al., Diabetes, Vol. 51, August, 2002. The respective bibliographic
descriptions are incorporated as a reference and they form part of the
disclosure.

The preparation of new compounds according to the invention is
indicated in the following examples. The affinity for the 5HTg serotonin receptor,
as well as the galenic formulas applicable to the compounds of the invention, is
also described. The examples indicated below, given as an illustrative example,

should in no way limit the scope of the invention.
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i ngestion nmeasuring nethod is al so described in
publications of Kask et al. ropean Jour nal of

Phar macol ogy 4 (2001), 215- 22 and Turnbull et al.

Di abetes, Vol. 51, August, 2002. The respective

bi bl i ographi ¢ descriptions are incorporated as a

r ek&in 3 and they formpart of the disclosure. The
preparation of new conpounds according to the
invention is indicated in the follomﬁng exanples The

Creblet ErebdAtpndr M iE TRy R RS>
taﬂordn@ﬁéthsmbemza[B]tlﬁ@pld@ﬁe‘-mdwdnam exanpl es
i ndi cated bel ow, given as an illustrative exanpl e,

should in no way limt the scope of the

YO R S YR et

s ety e

twfrzﬁah@ﬂ@'@%m 3hiPOef 82 abondiee RaRETIaTtid 2 116 g of N-
rrét hy(?&robg}a%ﬂ%/]of he Péaél ﬁ%&ﬁlrév&a?s stlr¥ed at the room temperature

oet 1H | n ole In
dfa'r@t)mdur&rﬂwn rﬂwa@r&x\/a&)ou@edfto Neynqslsdslug!‘dkyraiWImdmth sodium

{BRakERRts oo shtRafRR st i SRRt aThR Sfania rhgse was
drepeassly lasBBd MithahvErir Iaﬂuzga% ratddsSI0tbH BT Bbdiafrbeisaidnate, it

solution and extracted wth chloroform The_ organic
pWas separated gad dsiedywiltharlyrraps sodisiesulfata. $he eradrdg solution

d
SR8 5o e AR SERRARAS d ey SRR~
schrahatography, obtaining 111 mg (42%) of N-[1-(2-dimethylaminoethyl)-1H-
indole-4-yl]-5-choloro-3-methyl-benzo[b]thiophene-2-sulfonamide as a creamy

solid.

Example 2.- Preparation of N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-

naphtalene-2-sulfonamide

121 mg (51%) of the mentioned compound were obtained from 122 mg (0.6
mMol) of 4-amino-1-(2-dimethylaminoethyl)-1H-indole and 149.5 mg (0.66
mMol) of naphtalene-2-sulfonyl chloride, via the process described in the

Example 1, as a creamy solid.
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was evaporated to dryness and the resulting solid was
purified by chromatography, obtaining 1 ng (42% of

wWORG0FH(P7&1i et hyl am noet hyl )-1 - PCT/EP2004/008512

i ndol e- 4-yl ] -5-chol oro- 3- et hyl - benzo[ b] t hi ophene-2-su
| fonam de as a creany solid. Fkxanple 2.- Preparation
of N-[1-(2-dinethylam noethyl)-1H i ndol e-4-yl]-

ht a| 2-sul d 2 519 f the mentioned

L e M R
4na’:p”ﬁtél@né 1-galebriEhiqg!l am noet hyl ) - 1H-i ndol e and 149.5

mvbl) of naphtal ene-2-sul fonyl chloride, via

the process described in the Exanple , as a creany

SR{d 91@5@?@&% tﬁ? Mﬁ%ﬁ&tﬁ@qﬂdﬂgl cgatgrmﬁp]from 122 mg (0.6
wmmf?ﬁaﬁn@gt@%ﬁgét?ﬁa&ﬁgb%hﬁﬁfp%mébleté‘rﬁj ;IW@B' R§%0.66
und are obtained from

Rivalgnaet-ayifany Aoletids yia &*Fﬁ prafsise desaribedirsthe
r%( @61 rggbébréy‘m%g&m al ene- 1-sul fonyl chloride, via
t he

ocess described I n the Exanple , as a creany
solid Exanple 4. - Preparat|on of

DA P A Bresi i AP R e amvoethyhE- ndnier

széﬁé@mhtamud@d from 122 ng (0.6 mwol) of
- am no- 1- (2- di net hyl am noet hyl ) - 1H-i ndol e and 169 ny

(0.66 mwvbl) of 4- phenyl benzenesul fonyl chloride, via

L0 Bl @gﬁpqqgﬁémggggsg L Shari R Sotaindd fori 128 g (0.6

NnMbi Y GF-Aammid L anmmehmﬂmnoblrhquiﬂhﬁdéieyérld #89 mg (0.66 mMol)
of 4- phenylbenzenesulfonyl chloride, via the process described in the Example

1, as a creamy solid.

Example 5.- Preparation of N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl}-2-
(naphthalene-1-yl)-ethanesulfonamide

52 mg (21%) of the mentioned compound were obtained from 122 mg (0.6
mMol) of 4-amino-1-(2-dimethylaminoethyl)-1H-indole and 168 mg (0.66 mMol)
of 2-(naphthalene-1-yl)- ethanesulfonyl chloride, via the process described in
the Example 1, as a yellowish solid.

Example 6.- Preparation of N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-4-
phenoxybenzenesulfonamide

220 mg (84%) of the mentioned compound were obtained from 122 mg (0.6
mMol) of 4-amino-1-(2-dimethylaminoethyl)-1H-indole and 177 mg (0.66 mMol)
of 4-phenoxybenzenesulfonyl chloride, via the process described in the
Example 1, as a oil.
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(napht hal ene-i -yl )-ethanesul fonam de 0 52 ng (21% of
the nmentioned conpound were obtained from 122 ng (0.6

WOk 13978 4- am no- 1- ( 2- di et hyl am noet hyl ) - 1H Pe8P®04/008512

and 168 ng (0.66 mwbl) of 2-(naphthal ene-1-yl)-
et hanesul fonyl chloride, via ghe process described in
the Exanple 1, as a yellowish solid. 5 Exanple 6. -

Rt Retiytion AL TAyR et yirainesthy ) Hdodole-4-y1}3.5-

M?ﬁﬂ@?@ﬂéﬁ&éﬁ@ﬁﬂf&nfaﬁﬂé@ de 220 ng (84% of the
mentl oned conpound were obtained from122 nmg (0.6

of 4-am no-1-(2-di net hyl am noet hyl)-1Hi ndol e

aﬂﬁﬁdmé@% dr v FndtBika SoMaclih FR hEREA BT dhp Y fo.6 mMal
af mmido-ﬁ(axmh@twammb@w)ammﬁwé and 162 mg (0,66 mMol) of 3,5-

lgi—%}]{ met hyl am noet hyl) - 1Hi ndol e- 4-yl ] -
Pk sséﬁa%%ﬁmwk eharieiia theyprozess d@scmb@ mslﬁxamn@m as a

x%g i@r e obtained from122 g (0.6 mwbl) of
4 am no-1-(2-di met hyl anmi noet hyl )-1Hindol e and 2 ny
(0. 66 nWbI) of 3,5- dichl orobenzenesul fonyl chloride,

BANIE LT ﬁfﬁep%?’%t‘?esgr @ﬁﬁﬁé RE P BiSethylamincethy A Hindok-4-yi]-

Gmichdzof @1@%%-@@@&%%@% noet hyl) - 1Hindol -4-yI] -
i m dazo[ 2, 1- b] t hi azol e- 5- sul f onam de 100 ny (39&) of

the nentioned conpound are obtained from 122 ng (0.6

v r)l‘nggégé‘) ?g?hggm%fwécﬁ} &Y F5hBSLATLRCSERNES oM 155G (0.6
fnibl) m-amrdﬁzquaurhehiwérhin@émwy Bsnddlernd 40 Rig @66 mMol)
via the process described in Exanple 1 as a creany

&b Prehloro-imidazo[2,1-b]-thiazole-5-sulfonyl chloride via the process described

in Example 1 as a creamy solid.
The yields are indicative and no added effort was made to improve them.

The melting point and spectroscopic data for identifying some of the
compounds of the present invention are indicated in the following table.
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(DVMSO-d6) 2,12(s, 6H); 2,54(t, 3255, 3072, 2H J=6, 6);
2935, 1570, 4,17ft 2H, J=6,5 Hz); 6,42(d, 1H, 1492,
wawso1dz8, 1 Hz); 6,82(d, 1H J=7,6 Hz); 7 (CHaQT/EP20bl/648512
HHHH2 113-118 1169, 1138, 7,02(t, 1H, J=8,0 Hz);
7,26- 7,30(m 2H); 7,63(d, 2H, J=1 ,9 803, 747, C
T 86Ft=5%

670, 594. Hz): T — =8ty : 1
Ex RRRRRR 1 Amp. |£R cm ITHNVR @D Miz), d
(solvent) 2,15(9, 68); M&6(t< 2B TI=657. M) 24, 17(t,
2H, J=6,6 Hz); §, 31¥d, [NH =1E2:8 Br) {ceg {ogd, 1H
J=7,3 Hz); 7,01 }(m S1H) *fgﬁ NN H| P FHHIHE 2
95-100 7,21 (d, |1H, Q=3[ 0ER)N ~74P¢( d| L LM &0 oiz)};
7,49(d, 1H, J=4,4  EROENE V=4 FZf 2y
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the 5-HT receptor was determ ned as previously

descri bed. The binding results for sone of the
w@orpowds of the present invention are indi caP€EP2V04/008512

the follow ng table: Table Exanple % Inhibition 10 1

83.9 2 104.3 3 94.8 4 46.6 5 98.1 6 55.8 7 72.3 The

dai |l y posol ogy ipFHarerm—rredtctre—=rs=<pnpri sed bet ween

1 mlligramand|2 gransf of nedicinal product which nay

be administered|in @ne ot sBverl: dosps. The

conposi tions arg pr@par&hiy%dﬁﬁgﬁqﬁns that are

conpatible wth thé@adnfth£FétjﬁﬁEr0Jte used,

preferably tabl ets,;fcoaga@’ﬁégi%tfg capsul es,

supposi tories, gol Ukl ongZ 6ro; SUSPESi ops.  These

conposi tions arg prépargg AN net hods and

:

H

conprise from1lfto &60% ne drug substance
(conpound of gemerdﬁ,fommgké 10 to 99% by

wei ght of the syitadle e vehi cl e
conpati bl e with{theEnmedix nce and the
physical formoff thé cofplsid The formula of a

).

:
3&)
2=
7
=

S50
i
&Hz,

B3
T hb

P H) 7 328
(AVBE-R®)..,

t abl et contai ni cduect—of-—the inyention is
provi ded
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by way of exanple: Exanple of fornula per tablet:
Exanple 1 g Lactose 60 g Crystalline cellulose 25 g

w@onsdIes K 90 g Pregel atini zed starch g Col | oP@BEP2004/008512
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silicon dioxide 1 ng Magnesbum stearate 1 ng Tot al

wei ght per tablet 100 ngCLAIMS A sul fonam de conpound
of general formula (la), (CH Rl (la), wherein Rl
represents a - NR RO radical or a saturated or
unsaturated, optionally at |east nono-substituted

CPhapacelidichrDagsti cal , which may contain at | east one
heteroatom as a ring nenber and/or which may be

condensed with a saturated or unsaturated, optionally

at | eaBincﬁW Br ﬁ%bﬁé\htc%ﬁ%g 8§ 8@%6'# Erhﬁh%?lségqnocp b and Ic) to

het er oat om s a ring

bitey8IHT:; regepioniwashddterminedgssyretomslyRlasciBed R5,  R6
and R7, identical or different, each represent

hydrogen, hal ogen, nitro, alkoxy, cyano, a saturated
or  UnsgheMdify rédulRdbr 86me of the compounds of the present invention

are indicated in the following table:

Table
Example % Inhibition
10°M
83.9
104.3
94.8
46.6
98.1
55.8
72.3

~N OO O BAWN -

The daily posology in human medicine is comprised between 1 milligram
and 2 grams of medicinal product which may be administered in one or several
doses. The compositions are prepared under forms that are compatible with the
administration route used, preferably tablets, coated tablets, capsules,
suppositories, solutions or suspensions. These compositions are prepared via
known methods and comprise from 1 to 60% by weight of the drug substance -
(compound of general formula I), and 40 to 99% by weight of the suitable
pharmaceutical vehicle compatible with the medicament substance and the
physical form of the composition used.



branched, optionally at |east nono-substituted
aliphatic radical, or an optionally at |east

WOorRwsAsIMst i t ut ed phenyl or an optionally at |PREEEP2004/008512

10

nono- substituted heteroarylélradi cal, R4 is hydrogen or
a saturated or unsaturated, l|linear or branched,
optionally at |east nono-substituted aliphatic

radi ca o d ti or differe each . .
repr estl;\rr}qtB %Rf/'ﬂg'gg”ﬁﬁ ad(")"‘rgﬁﬁa Cgﬁ%lplﬁggdprgpu 'hé%tipﬁr“&‘feéﬁ',on is provided
| ibyeveay of examaplehed, optionally at | east

nmono- substituted aliphatic radical, with the proviso
that R8 and RO are not hydrogen at the sane tine, and

| ExaRfIObS foraia FEr ibldtd. S a saturated or

unsaturated, |inear or branched, optionally at |east
nmono- substituted C -C4 aliphatic radical, the other

0 ahﬁ)l 1saturated or unsaturatsd, | i near or branched,
optional l'y at |east nono-substittdt®d aliphatic radical
wLabtoge | east five carbon atomggpgyg R8 and R9 toget her

with bridging nitrogen atomform a saturated or
! !ll%@

ufsyataline &eliulgsei onal Iy at | eas?b mgno- subst i t ut ed
h%gfd%gq{'gﬁ ring, which may coptain at |east one
additional heteroatoma a ring er and/ or may be

c Oreaialindzed stareh sat ur at ed or ugsag ur at ed, optionally

a east .nono-supstituted nono- or bicyclic

c&?hl%@@f ?J‘ﬁéjﬁr? gioX|dey system whi &fGray optional |y
CRREigRkBiut sleddste one heteroatomygsya ring menber, A
represents an optionally at | east g?mno-subst i tuted
nbatel weighi pley tskdet ¢ aromatic rildg rmgstem which may be
bonded via an optionally at |east nono-substituted

al kyl ene, al kenyl ene or al kynyl ene group and/or which

may contain at | east one heteroatomas a ring nenber
in one or nore of
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itsrings, and ni , 1, 2, 3 or 4; optionally in form
of one of its stereoisoners, preferably enantioners or

wolzamsoeebners, its racemate or in formof a MPEL/EPEIEH08512

at least two of its stereoi6doners, preferably

enanti omers or diastereoners, in any mxing ratio, or
a salt thereof, preferably a correspondi ng,
physi ol ogi cally acceptable salt thereof, or a
correspondi ng sol vate thereof.2. A conpound accordi ng
tOLAIMSM , characterized in that Rl represents a - NR
RO radical or a saturated or unsaturated optionally at
| east nonosubstituted 5- or 6-nenbered cycl oaliphatic
radic east one
heter ?éu %Waééhldgﬁyonq&drﬁﬂgﬂré%nn%%%ﬂlaﬁ@j be condensed
Wth a saturated or unsaturated, optionally at | east
nonosubstituted nono- or b ‘gQic cycl oal i phatic ring,
whi ch may optionally contaj»Sqt 4Réast one het er oat om
as a ring nmenber, whereby the ings Rf the ring system
are 5- or 6-nenbered, preRs
RO radical or a rad|cal chos¢ on\\heRgroup

R7 (CH,)+~R1

(la),

wherein

R' represents a —~NR®R® radical or a saturated or unsaturated, optionally
at least mono-substituted cycloaliphatic radical, which may contain at
least one heteroatom as a ring member and/or which may be condensed
with a saturated or unsaturated, optionally at least mono-substituted,

optionally at least one heteroatom as a ring member containing mono- or

bicyclic cycloaliphatic ring system,

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

R*is hydrogen or a saturated or unsaturated, linear or branched,
optionally at least mono-substituted aliphatic radical,
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R10 wherein, if present, the dotted |ine represents an
opti onal chem cal bond, and R10 represents hydrogen, a

wo 2evsar39es branched C -C al kyl radical or a beP@I/EP2004/008512

radi cal, preferably hydroged or a alkyl radical. 3. A
compound according to claim1 or 2, characterized in
that R2, R3, R5, R6 and R7, identical or different,

each Lepr t . e i r

oot 1 daaeng ot deierfiSine @oh R Bptnf RiekEfopp or a saturated
radi c@f ungathiiatédrinear br Bravichdd, optioratiglat Jeast naassubstituted
nmono-substituted al kenyl radical, or a linear or

br ancilthatisgediéahl |y at | east nono-substituted C -C

al kynyl radical, preferably R2, R3, R5 R6 and R7,

identical or different, each represent hydrogen or a

| i neawitothd peovisethat RipridoRAate/nett hyidsagen at the same time, and if

nono- substituteds C ¢ .al kyl. radical r I

o, e Rbtha e R Batrard S s ADtal e B ranched.
COWOH?ﬁbl%IgOJt%é& rhéh R BEbSuREI®,-Cf, afipéaticratiidad, {Be other one
characterizéd in that R4 represents hydrogen, a |linear

olr kblr e g_awr?t@ptqrmlatqraad, ineaitorhrabCkehntionally adeag!
a raal ¢ . i . > i
east Mt distiftet dBRAuS e WG o a8 e Bkelrbin Blome, or

o:r kbralncheg, optionally at |east nono-substituted C -C

a n radi cal f l.y R4

| i n)éa%/ig @d@%ﬁg@@%&v&i@%&i&ig@g |ni;(recge%s§tg>tgisfor%dé Sdfitatdd &
mono- ﬁHgéﬁJYz%tléHegpﬁ)ﬁ alt e st hsHk@libstitited Heteloryal ting, which
R4 represents hydrogen or a C -C alkyl radical. 5. A

conpouvay cantaindatigastomenedditona heteybatdraiass ring nember and/or

characterj zed i :
may be concljgnsed with a saturated or unsaturated, optionally at least

mono-substituted mono- or bicyclic cycloaliphatic ring system, which may

optionally contain at least one heteroatom as a ring member,

A represents an optionally at least mono-substituted mono- or polycyclic
aromatic ring system, which may be bonded via an optionally at least

mono-substituted alkylene, alkenylene or alkynylene group and/or which
may contain at least one heteroatom as a ring member in one or more of

its rings,
and
nis0,1,2,3or4;

optionally in form of one of its sterecisomers, preferably enantiomers or
diastereomers, its racemate or in form of a mixture of at least two of its

stereoisomers, preferably enantiomers or diastereomers, in any mixing

ratio, or a salt thereof, preferably a corresponding, physiologically

acceptable salt thereof, or a corresponding solvate thereof.



that R8 and R9, identical or different, each represent

hydrogen, a linear or branched, optionally at | east
wonRwsAHsst i tuted al kyl radical, a |inear or bPEIER®4/008512

optionally at |east nono-suéstituted C _ C oal kenyl

radical, a linear or branched, optionally at |east

nmono- substituted C -C al kynyl radical, or R8 and R9

together with bridging nitrogen atomforma saturated

or unsaturated, optionally at |east nono-substituted

52, or ﬁc@ﬁrﬂlﬁfn@dad&%rcﬁhgw eldirh 1, IcASraMid B2 I M%hSOR! F’érﬂ?esents a-

at | east e additional heteroatomas a ring nenb
and/ orN RﬁRc radml af@ stHied od unsaturated aptionaydabieast mono-

%f}gt iz Ft‘iﬂ%ce/ B P@%F@%?%$§¥<ﬁga|% aﬁrceht\f\ﬂﬁge}g may optionally

opt | ormidtarncamé@strbr@t hdteasitoanss #6hgneehBBt aRd @vH’d:H‘&ay be
nmenber , ere(r])ytherlnsof the ring systemare 5-

or 7- gd with a Aa%ﬁﬁ?gmw@élwatﬁ% thl@n@ilyaaweest mono—
char acd ffstifRdq nbrididr o bp%cﬂﬁ @&%al é)Haﬁ’%rr Héf Ahich Fnaé/ qptionally

different, each represe I near
br ancrmmtalnrat(teastajriewetemdrtmlas aerg Reerabdr, Rthdrepg therings of

vvrtht e bridging nitro nat rmaradrcal chosen
from th &%}%t%'ﬂr?gﬁé Oﬂg N. -NN N aanndd
J vvherer n RL1, if present, represents hydr ogen, a

linear o r branched 80
preferably R represents a NR R® radical or a radical chosen from the

group consisting of

O 0
H N )
\
: and ¢
‘Cj ;41\10 \R10

wherein, if present, the dotted line represents an optional chemical bond,
and R represents hydrogen, a linear or branched C4-Cg alkyl radical or
a benzyl radical, preferably hydrogen or a C4-C alkyl radical.

3. A compound according to claim 1 or 2, characterized in that R?, R®, R®?,
R® and R’, identical or different, each represent hydrogen, a linear or
branched, optionally at least mono-substituted C4-Cs alkyl radical, a
linear or branched, optionally at least mono-substituted C,-Cs alkenyl

radical, or a linear or branched, optionally at least mono-substituted C».Cs
alkynyl radical,



al kyl radical o r a benzyl radical, preferably
hydrogen, or a C-C alkyl radical. 7 . A conpound

wW@ewsHndiong) to one or nore o f clains 1 to 6 , PCT/EP2004/008512

10

15

20

25

30

characterized in that A repfesents a n optionally at
| east nono-substituted nono- o r polycyclic aromatic
ring system wherein the ring(s) is/are 5 - or 6 -
menbered, which may b e bonded via a n optionally a t
| east nonosubstituted C C al kyl ene- group, a n

opt i Onp#dfé/ra@hl RF %wawsﬁdéd{kgpor dl?fbt‘)é‘rﬂyé%ﬁrc?p&esent

group o r a n optional é 'east nono-substit ut
C al kthr@Q@n @F adineanor farm@delqptrohally atligas) moap-substituted

cont ai e heteroatoma s a ring
rrenbere < alkﬁ ?E{'C%\Prepresents an optionally at |east

nono- substltut ed nono- or polycycli c aromati c :rlbng ;
system_ wherein the,rij ¢ S/are 5- or 6- nenbere
and WheE? Hf%ﬁ@t{%\‘ Rﬁo‘%ﬂ% )Hh'@drR gacheanresentdiydregan.
one heteroatom or a radical chosen fromthe group

consisting of CH=CH - CH -(CHWwherein X Y, Z,
i ﬁdepeﬁ@@mpqur’{dramomdlegaoohber maracdf oiamseHmB eharacterized in

d ted f consi stin
R T ot
b 1 r
or bt Ao st O al a0 fricar & Bptoned, Bfionally at
a cyarﬂ@aﬁ’fa@pﬁﬁ’rSl&SﬂtUéed Q&%lﬂkemdmd:bal a Ilnear or branched,

optionally at least mono-substituted C,-Cs alkyny! radical

preferably R* represents hydrogen or a linear or branched , optionally at
least mono-substituted C4-Cg alkyl radical,

more preferably R* represents hydrogen or a C4-C, alkyl radical.

5. A compound according to one or more of claims 1 to 4, characterized in
that R® and R®, identical or different, each represent hydrogen, a linear or
branched, optionally at least mono-substituted C4-C1q alkyl radical, a
linear or branched, optionally at least mono-substituted C,_C1g alkenyl
radical, a linear or branched, optionally at least mono-substituted C,-C1q
alkynyl radical, or

R® and R°® together with bridging nitrogen atom form a saturated or
unsaturated, optionally at least mono-substituted 5- or 6-membered
heterocyclic ring which may contain at least one additional heteroatom as
a ring member and/or which may be condensed with a saturated or
unsaturated, optionally at least mono-substituted mono- or bicyclic
cycloaliphatic ring, which may optionally contain at least one heteroatom
as a ring member, whereby the rings of the ring system are 5- 6- or 7-
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wherein R12 and R13, identical or different, each
represent hydrogen or linear or branched C -C al kyl, W

wo esps®mt s a single chemical bond between t hePCTBP2004/008512

rings, a CH, , S group or 6a NR14 radical,wherein R14
is hydrogen or a linear or branched CC alkyl, , 1, 2,
3 or 4 and mis 1 or 2. A sul fonam de conpound of
general fq{nula (Ib), Rwherein Rl represents a - NR
RO rad€ @@ R3, R5, R6 and R7, identical or
dlfferent each represent hydrogen, hal ogen, nitro,
alkoxy cyano, a saturated or unsaturated, Ilnear or
anch‘és@orrmundmcppdlag t glaém Emharexxtmuedt mtthdt R® and R®,

al i ph i onal

mono- upvsdt i Siteself, sRe PElrkSER: ey 828 Tneagr branched Cr
nmono- StpHikyl vadidalnet eroaryl radical, R4 is hydrogen or

a saturated or unsaturated, |inear or branched,

optionally at |east nono-substituted aliphatic

radi cagly, R8 and R9, identical or different, each

represent hydrogen or a saturated or unsaturated,

i near or branched, optionally at |east

nono St i tyst. ed di cal., A represents an
opt i oj%kbﬁldgétpg @ter %ﬁ&h Qﬂag'inﬂd"{”éﬁg%ﬁ@m rm a radical chosen
pol ycwﬁquh@@%@ b@né"étﬂﬁ; system which may be bonded

via an optionally at |east nono-substituted al kyl ene,
al kenyl ene or alkynylene group and/ or which
—N  N—R" —N 0O —
\.___/ ’ \_/ 1
_ Wad el
NG , N N and \ /

wherein R", if present, represents hydrogen, a linear or branched C4-Cg
alkyl radical or a benzy! radical, preferably hydrogen, or a C;-C; alky!
radical.

7. A compound according to one or more of claims 1 to 6, characterized in
that A represents an optionally at least mono-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) is/are 5- or 6-
membered, which may be bonded via an optionally at least mono-
substituted C4_Cs alkylene group, an optionally at least mono-substituted
C2—Cs alkenylene group or an optionally at least mono-substituted C,_Cg
alkynylene group and/or wherein the ring(s) may contain at least one
heteroatom as a ring member,



may contain at |east one heteroatomas a ring nenber
in one or nore of its rings, and ni , 1, 2, 3 or 4;

wopisonarsy in form of one of its stereoi somerBCT/EP2004/008512
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20

preferably enantioners or dVastereoners, its racemate
or in formof a mxture of at least two of its
stereoi soners, preferably enantioners or

di ast er [ in._an i xing,.atjo, or a salt thereof,

pr ef er g@?@?@x&@gg%%eﬁg% Y, ﬂ?@‘%?@&?%"a’iﬂpyoé%’gémuw gono- or
sal t t ipehyeytiic AfontatkONinEsPABH, %e?éah\tﬁéﬁngggﬁ@/efe ﬁAor 6-
conpound according to claim8, characteri I'n that

R2, R3Members! andiwherein gagtargaerenf the fings contaieat feast one
represeRteBYyR9en., a linear or branched, optionally

at | east nono-substituted alkyl radical, a linear or
branched, optionally at |east nono-substituted al kenyl
radi cal , or a Li near for bLanched, optionally at | east
mono- s Th& AL ANSTaR oM the @rel copsisiing abl y R2, R,

R5, R6 and R7, identical or different, each represent
hydrogen or a lijpear or branched , optionally at |east

X
nono- subst i t ut ed C R r adp¢3 dte®Bref er anly
R2, R3, R5, R6 each reprg ] hydrogen.l Y
conmpound accor di claim8 o characteri zethi.p

that R4 represent's hydrogen, a tinear or branched,
optionally at |east nonosubstituted C -C al kyl

radical, a linear or brapeked, optionally at |east
nono-substituted C -C al radi caly noear or
branched, optionally at @ w
CH~CH—
(. x
Y

Y

X

X /\
36,
X F

wherein X, Y, Z, independently from one another, each represent a

—(CH2)m1

radical selected from the group consisting of hydrogen, fluorine, chlorine
bromine, linear or branched C4-Cs alkyl, linear or branched C4-Cg alkoxy,
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 C4-Cg alkyl,

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



| east nono-substituted C -C al kynyl radical,
preferably that R4 represents hydrogen or a linear or

whe@soh®ds optionally at | east substituted al KRCT/EP2004/008512
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radical, nore preferably R48represents hydrogen or a
CrC al kyl radical. A conpound according to one or nore
of clains 8 to 10, characterized in that R8 and R9,
identical or different, each represent hydrogen or a
| inear or branched, optionally at |east

noNo- S yifdrbinuk & I and
RO repres e%?blflg]yg? oﬁggf]éggp k%ltrl aCrl?égrgﬁ@?ﬁélgé@? gzlta%exé\!m@?’h
the proviso that R8 and R9 are not hydrogen at the
same ti nd according to one or nore of
cl ai ns t g 1ﬁ’%§%§§§38§|zed in that A represents an
optionally at |east npno-substituted nmono- or
polycycl rogatic ring system wherein the ring(s)

i s/ arest Bdfoé menber ed, which may be bonded via an
optionally at | east nDnosubstltuted C _ C al kyl ene
group, an optionally at |east nono-substituted C _ C
al eny Pestdfomamige eompoundtaf geakral famulagky),

nmono- substituted C C al kynyl ene group and/ or wherein
the ring(s) may contain at | east one heteroatomas a
ring menber, preferably A‘? sents an optionally at
| east nono-substituted mo OW~Oﬁ/EblycycI|c aromatic
ring system wherein the rlng( i sRare 5- or 6-
menbered and wherein one R , the rings contain
at | east one heteroatomor a chgsen fromthe

group consi sting of CH=CH
R6

\
R7 (CH,)~R1

wherein
R' represents a —-NR®R® radical,

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

R*is hydrogen or a saturated or unsaturated, linear or branched,
optionally at least mono-substituted aliphatic radical,

R® and R?®, identical or different, each represent hydrogen or a saturated
or unsaturated, linear or branched, optionally at least mono-substituted
C1.4 aliphatic radical,



.CH CH (CH) wherein X, Y, Z, independently from one
anot her, each represent a radical selected fromthe

w@e@ap13ensi sting of hydrogen, fluorine, chl orP@EEP2004/008512
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brom ne, |inear or branched9C -C al kyl, linear or
branched CrC al koxy, |inear or branched al kylthio, a
trifluoronethyl radical, a cyano radical and a -NR R13
radi cal, wherein R12 i dentical or different,

each r &pFUERENAAN Y E’ﬁ'aBY a?l%@éhmoap -$bsiitiiad maney(or pajycyclic
repres %ﬁ*bﬁlaﬁc $|'n@94y§teﬁ"ﬁe\ﬁhi%ﬁ|m§5989 bg gﬁ% \A%H%gflé’)‘ﬁaly at least

rings, a S group o
hydr ogéﬂOm-SHbﬂi’tuwralbylebe,aaikemderaé by lalkynylene @rﬁup» and/or which

andm i ound .accordin

mor e o3 SonEinAtigast SRR S,A G PBRAT it one or more of
consi stisngef [ 1] _

N-[ 1- (2-di met hyl ami noet hyl ) - 1H-i ndol e-4-yl ] - 5-chl oro- 3

- met hyl benzo[ b] t hi ophene- 2-sul f onani de, [ 2]

N-[ 1- ( Zpgi et hyl ami noet hyl ) - 1H-i ndol e- 4-yl ] - napht al ene

-2- sul fnonam' de, [3]

N-[ 1- (2-di met hyl am noet hyl ) - 1Hi ndol e- 4-yl ] - napht al ene

-1 - sulf 4]

N-[1- (2 '8%23& ss%L‘noet hyl ) - 1H i ndol e- 4-yl ] - 4-

optionally in form of one of its stereoisomers, preferably enantiomers or
diastereomers, its racemate or in form of a mixture of at least two of its
stereoisomers, preferably enantiomers or diastereomers, in any mixing
ratio, or a salt thereof, preferably a corresponding, physiologically
acceptable salt thereof, or a corresponding solvate thereof.

9. A compound according to claim 8, characterized in that R?, R?, R®, R®
and R’, identical or different, each represent hydrogen, a linear or
branched, optionally at least mono-substituted C4-Cg alkyl radical, a
linear or branched, optionally at least mono-substituted C,-Cs alkenyl
radical, or a linear or branched, optionally at least mono-substituted C,.Cs
alkynyl radical,

preferably R? R% R® R®and R’, identical or different, each represent
hydrogen or a linear or branched , optionally at least mono-substituted

C1-Cs alkyl radical,

more preferably R? R® R®, R® and R’ each represent hydrogen.



phenyl benzenesul f onam de, [5]
N-[ 1- (2-di net hyl am noet hyl ) - 1H i ndol e- 4-yl ] - 2- (napht al

wen@®s013p79 - et hanesul f onam de, [ 6] PCT/EP2004/008512
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N-[ 1- (2- di net hyl ami noet hyl 70 1H-i ndol e- 4-yl ] - 4-
phenoxybenzenesul f onam de, [ 7]
N-[ 1- (2-di net hyl am noet hyl ) - 1H i ndol e-4-yl ] -3, 5-

di | b |

6- 1 or ﬁﬁ‘f@%ﬂﬁ g ﬁ%ﬁ?ﬂ/&a’ﬁlﬁ‘%éﬁ\}ﬁ pharactarzad in they R m

' dazo[ Z'eéres@]qfshlh bén; 5a ﬁh@aér%}adpaﬁéh&f‘% iBRAMy at least mono-
cor r espondi n ts and sol vates. roces’s

obt ai nistigshtu %%ﬁlﬁsd raélcal/atline@rof bgamhedL optlmmallyaat least

( | a) a'}ﬂé‘{}"% é@er It%eﬁcéotdﬁg%r@%%uﬂaggéﬁ @pgﬁed, op]tlonally at

f or mJI deddtiMeon®substitutdd @ﬁ-@eﬁlkW?ma\dldal ot ect ed
derivatives, (M wherein A has the nmeani ng according

to one or nDreof clains 1 - and X is an
t n .
ror e pinpfRrat AR et oerts ﬁ& @Ehy%% (e 4 brh e, optionally

4-am n@td&ﬂﬂteubstltgmea-lcsfadkyhtécﬁce(lj 1), or one of its
suitably protected derivatives; \ (CHJ- (111) wherein
R -R7 and n have the neaning according to one or nore

of more preferably R* represents hydrogen or a C4-C alkyl radical.

11. A compound according to one or more of claims 8 to 10, characterized in
that R® and R, identical or different, each represent hydrogen or a linear
or branched, optionally at least mono-substituted C4-C, alkyl radical,

preferably R® and R® represent hydrogen or a C4-C; alkyl radical,

with the proviso that R® and R® are not hydrogen at the same time.

12. A compound according to one or more of claims 8 to 11, characterized in
that A represents an optionally at least mono-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) is/are 5- or 6-
membered, which may be bonded via an optionally at least mono-
substituted C1_Cs alkylene group, an optionally at least mono-substituted
C>—Cs alkenylene group or an optionally at least mono-substituted C,_Cg
alkynylene group and/or wherein the ring(s) may contain at least one
heteroatom as a ring member,

preferably A represents an optionally at least mono-substituted mono- or
polycyclic aromatic ring system, wherein the ring(s) is/are 5- or 6-
membered and wherein one or more of the rings contain at least one
heteroatom,
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claims 1 - 3 to obtain the correspondi ng sul fonam de
and optionally, fromthe |atter, the protective groups

woreysoesdrenoved i f necessary. 15. A process f OPCT/EP2004/008512

obt ai ni ng a sul fonam de der7ivative of general formnula
(la) and/or (1b), according to one or nore of clainms 1
- 13, wherein R-R3, R5- R7, n and A have t he nmeani ng
accordi , and R4

repr esgpgsrgg\cécghoﬁﬁpalr%tta?|9£%Lb° B?nﬁ*'%téﬂﬂ?fng at | east
one conpound of general for rrul a (la) and/or at Ieast
one conpound of general c[%r lax (1b), gLn -

-R7, n and A have ng a ng to one o
of clainms 1 - %3] R4 repr¥ an hydrogerm @
with an al kyl ha ..,, or dia sul fate. 16. 7
process for preparing the salts?* preferably the
physi ol ogi cal ly acceptabfe salts of the conpounds of

general formula (la) and I b), according to one or

nmore of claims 1 - 13, ¢ 5t 1 ng of eg g at | east
one conpound of the gene ormula (I3 0

| east one conpound of the gengrath;For nuhg b) h a

m neral acid or organic affRd/in a suitable so
17. A nedi canent conpri
accordi ng to one or noreyQ

east one conpound

lains 1 to 7 and
optionally one or nore pharnacol ogically acceptable
exci pients. 18. A nedicanent according to claim, for
5-HT receptor regulation, for the prophylaxis and/ or
treatnment of a disorder or disease related to food
i ntake, preferably for the regulation of appetite, for
t he mai nt enance, increase or redu T d¥ wei ght,
for the prophylaxis and/or (¢Fzaa -

wherein X, Y, Z, independently from one another, each represent a
radical selected from the group consisting of hydrogen, fluorine, chlorine
bromine, linear or branched C4-Cg alkyl, linear or branched C+-Cs alkoxy,

linear or branched C1-Cg alkylthio, a trifluoromethyl radical, a cyano
radical and a -NR'™R" radical,

I

wherein R and R"®, identical or different, each represent hydrogen or
linear or branched C4-Cg alkyl,

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

wherein R is hydrogen or a linear or branched C4-Cq alkyl,

mis 0, 1,2, 3or4 and
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prophyl axi s and/ or treatnern2 of gastrointestinal tract
di sorders, preferably irritable bowel syndrome, for
cogni tive enhancenent, for the prophylaxis and/or
treatment of disorders of the central nervous system
anxi ety, panic disorders, depression, bipolar

di sor datisis 1cegpi ti ve nenory disorders, senile denentia
processes, neurodegenerative disorders, preferably

Al zhei ner' s di sease, Parkinson's disease, Huntington's

132258 MU P15 e SRR i o

def i ci the/groypeoasistingto§ di sorder), preferably for 5-HT
receptor regulation, for the prophyl axis and/or
treatnment of a disorder or disease related to food

i nt akepq]pr efigy ﬁ(bld{mfeﬂfeylérh%oreﬂ%iﬂ-?ﬁiiﬁé‘olefd?-ﬂg-fg%ﬂlz\/)&-:af or

t he mai Nt enance, 1 ncrease or reduction o ht ,
for the propeihyibenzofbitiiopheneaisutfohamideybesi ty,

bul i m a, anorexi a, cachexia or type Il diabetes (non

i nsulin dependent diabetes nellitus), preferably type

Il di ajpet eSNqMQ@mBmMﬂﬁiobmyl)tﬂtl-iﬁakﬂenf-gml@%égﬁfﬁ@ne-z-

and/ or treatment of gastrointeéestinal trac orders,
pref erabl y sulioneside, bowel syndrone. . The use of at
| east one conpound according to one or nore of clains
1to 7 for the manufacture of a nedicanent for 5-HT

receptiad] r G’Qqﬂﬁgidﬁma%mﬂ%@tm)ﬂ [finddle @i haphtilene-1-
compound achEr ing to one or nore of clains 1 to 7 for
t he manuf aciUiio821dey nedi canent for the prophyl axis
and/ or

[4] N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-4-
phenylbenzenesulfonamide,

[5] N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-2-(naphtalene-1-yl)-
ethanesulfonamide,

[6] N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-4-

phenoxybenzenesulfonamide,

[7] N-[1-(2-dimethylaminoethyl)-1H-indole-4-yl]-3,5-
dichlorobenzenesulfonamide and

[8]  6-chioro-N-[1-(2-dimethylaminoethyl)-1H-indol-4-yl]-imidazo[2,1-
b]thiazole-5-sulfonamide

and their corresponding salts and solvates.
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treatnment of a disorder or disease related to food
intake. 2 . The use of at |east one conpound accordi ng

WO 2005/063988 nore of clainse 1 to 7 for the manufRPCT/EPE0O€©608512

a nmedi canent for the regul &8ion of appetite. 22. The

use of at |east one conpound according to one or nore

of clainms 1 to 7 for the manufacture of a nmedi canent

f t he mai nt enance, .increase or reduyctjon of body

vl ghtA Pacesser geEinind 2 suloRemidm deRvafyE R @eneEdammya (12)
Lo onCariionfibe REofif Borde bPmoré 8f 8ra*nfﬁs Wa-n%,a&{alﬂé&?ﬁied in
a nedi canen or the prophylaxis and/or treatnent o

obesi tthat a¢onmaeindsy geesal foraga (B) @romepafiitsdsuitably protected
accorQiQ% 0 one or nore of clains 1 to 7 for the

manuf att Ure 6 a medi canent for the prophyl axi s and/ or
treatnment of bulima. 25. Thg uge of at |east one
compound according to one or‘ﬁp&e of clains 1 to 7 for

the manufacture of a nedi cament ~kor the prophyl axis

and/ or treatnment of anorexia.26. The use of at |east

one conpound according to one or nore of clains 1 to 7

for the manufacture of a nedi é®%hent for the

prophyl axi s and/or treatnent of cachexia. 27. The use

of at Wherein Hriascibepvending asepwingta ene ee maread claims 1 - 13,

cl ai ns f j

the prahisieentosh b R AREB, Prerdisliys 3fEn 4G, more
(non ipretdrablydshierteist redcialdetids atebkt dnis f-amineirticidbf general
type di abetes caused by obesity. 28. The use of at

| east TQHBUIECIHNL @R @NGEE d8 SuigPly Preiestest demyvalives: ¢l ai ns

1

HN/R4
R3

\ R2

R6 N

R5

(CH)+R1

()

wherein R'-R” and n have the meaning according to one or more of
claims 1 - 13 to obtain the corresponding sulfonamide and optionally,
from the latter, the protective groups may be removed if necessary.

15. A process for obtaining a sulfonamide derivative of general formula (la)
and/or (Ib), according to one or more of claims 1 - 13, wherein R'-R?, R®-
R’, n and A have the meaning according to one or more of claims 1 - 13,
and R* represents C4-Cg alkyl, characterized by reacting at least one
compound of general formula (la) and/or at least one compound of
general formula (Ib), wherein R'-R3, R®-R’, n and A have the meaning
according to one or more of claims 1 - 13, and R* represents an

hydrogen atom, with an alkyl halogenide or dialkyl sulfate.



to 7 for the manufacture of a nedicanent for the
prophyl axi s and/or treatnent of gastrointestinal tract
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according to one or nore ofi4claims 1 to 7 for the
manuf acture of a medi canent for the prophylaxis and/or
treatnment of irritable bowel syndronme. 30. The use of
at | east one conpound according to one or nore of
clainms 1 to 7 for the manufacture of a nedicanment for

t h6. pr Aprytess for @Fwaﬂngtth@fﬁaﬁgn;ﬁre@éraﬁ@"th@tdhys%logla_élﬁl
use of at | east one conpound according to one or e

of cl af¢hePiaklg salts of fh%@omﬁﬂum%@m@@al formuls ﬁahamnllor (Ib),
for thgedy rSngtb%?Hesorarﬂgfeoéf 45 e qg} gé%gﬁﬁ{q?éﬁ 808','{% at least

32. The us ast one compoun

nor e ofne campeumd b the gememhﬁ)rmiaégla):émw/er ?f Ie@tst o?e compound
di capent for t laxis an r treatnent o

ng0| nﬁﬁ?@&ﬂ"&éﬁ" or @aq%éfwﬁb%"aﬂer aci{torgaaic acid in a

conpouglqta@@gé|dénig to one or nore of claims 1 to 7 for

the manufacture of a nedi canent for the prophylaxis

and/or treatment of cognitive nmenory di sorders 34. The

f nd.accordin one or
of Pl o e Eon P RmB ARG ey PRE P i Lot Bagrane or more
f or t hef gy teaXismdasistiopally bﬁétdﬁ?rﬁﬁre%haﬁ?ﬁﬁbb%glcally acceptable
derrenha&rocesses 35. The use of at | east one€

conpoFitFRIBRSr di ng to one or nore of clainms 1 to 7 for

t he manufacture of a nedi canment for the prophyl axis

and/ or treatnent of Al zheiner's Di sease.

18. A medicament according to claim 17, for 5-HTg receptor regulation, for

the prophylaxis and/or treatment of a disorder or disease related to food
intake, preferably for the regulation of appetite, for the maintenance,
increase or reduction of body weight, for the prophylaxis and/or treatment
of obesity, bulimia, anorexia, cachexia or type Il diabetes (non insulin
dependent diabetes mellitus), preferably type Il diabetes caused by
obesity, for the prophylaxis and/or treatment of gastrointestinal tract
disorders, preferably irritable bowel syndrome, for cognitive
enhancement, for the prophylaxis and/or treatment of disorders of the
central nervous system, anxiety, panic disorders, depression, bipolar
disorders, cognitive memory disorders, senile dementia processes,
neurodegenerative disorders, preferably Alzheimer's disease,
Parkinson’s disease, Huntington’s disease and/or multiple sclerosis,
schizophrenia, psychosis or infantile hyperkinesia (ADHD, attention
deficit / hyperactivity disorder),

preferably for 5-HTg receptor regulation, for the prophylaxis and/or
treatment of a disorder or disease related to food intake, preferably for
the regulation of appetite, for the maintenance, increase or reduction of
body weight, for the prophylaxis and/or treatment of obesity, bulimia,
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or nore of clains 1 to 7 for the manufacture of a
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Par ki nson' s Di sease. 37. Th& use of at |east one

compound according to one or nore of clainms 1 to 7 for

t he manufacture of a nedi canent for the prophylaxis
eat ment, of. Huntin

d/ ' ' ..38. Th
of ot PGBl RAChEia sl APl Bhsen Ines DRwin fepgidert iabetes
cl ai msmblligs); pfeterdonetyerbfiasbidscised BESHEMEWr ther

the prophylaxis and/or treatnent of dementias’in which
a cognPiaphylaxiss arq/er featmentioestromtestinakirasidisprders, preferably

| east phg ding to one or nore of clains
lto7 op@w%@ﬁg@%ie of a nedi cament for the

prophyl axi s and/or treatnent of Miultiple Sclerosis.
st one cogpound_according to one

45)9 T hdSe of ﬁLel?a _
of 1ror ENGFISE O Aeapt PRS- FOMpOUNA AGeAFiRG & aRe dgmere of claims 1
nedi cagENforftRe nhAVUFRERRPOYT é’ﬁ*l\édié’é}ﬁéﬁlr fol E%fgﬁéyep%r regulation.

psychosis.4 . The use of at |east one conpo
according to one or nore of clains 1 to 7 for the

uf f nedi canent for, the prophyl axi s and/.or .
Pdat noht USp B A SRR PB8 R Black P A arhERTNa o Brrpei aims 1
defi cifo 7 fdriRe hediufdttiuve 8f & didtRéamertiZor IREprsphyRixihnd/or
| east one conpound according to one or nore of "clains

1 to 7reymemef aetisorder ar disepse relattiddtarfend intakes he
prophyl axi s and/ or treatnment of disorders of the
central nervous system 43. The use of at |east one

c2thpouTite ase of dt fezst onerenpoundr=cofditd & 6Be br more of claims 1
to 7 for the manufacture of a medicament for the regulation of appetite.

22.  The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the maintenance, increase
or reduction of body weight.

23. The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or
treatment of obesity.

24.  The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or
treatment of bulimia.

25. The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or

treatment of anorexia.
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to 7 for the manufacture of a nedi canent for the
prophyl axi s and/ or treatnent of schizophrenia. 44. The

wae®s0i3928 | east one conpound accordi ng t o onePCT/EPI0€008512

of clains 1 to 7 for the manufacture of a nmedi canment

for cognitive enhancenent. 45. A nedicanment conpri sing

at | east one corrpound according to one or nor e of

clai 8 to 1l tionall ne or

78 e bSp ohef [Pl Bln BaRiReliad BRaPiciiG o age oxmore of claims 1

FTEdI CagENforaké dighutacture 6f aiMBdGarheht bR &RPHphylaxis and/or
regul ati on, for the prophylaxis and/or treatment of

di sor dépatgrerdio§eaghexi@l ated to food i ntake, prefer abI y
for the regulation of appetite, for the maintenance,
i ncrease or reduction of body weight, for the

p2BphyThaeuse afidf east Dﬁ@bnm’pbuﬁﬂ ‘eeerlifigyto bue | bﬁhﬂ)re of claims 1
chexia or t i abet es %hnon i nsulin

dependert i Grareaeniq Bla mednartar (1e pigenyiaxis andior
di abetigsatriiht 8 tipe IPBRDtS (ar{o%rmél!ﬂﬁ\ & n?ﬁi%e"l’é’%%%r llitus),

treatment of gastrointestin i'sorders

pr ef erprefgrablyrtypalbl d}alb@welcasyadibmm,esﬁy)r cognl tive
enhancenent, for the prophylaxis and/or treatnent of
di sorders of the central nervous system anxiety,

P28\ C The 086leF at IedePo RS SbMPpould RRLaFdisH P68 BF more of claims 1
coghitive nenory disorders, senile denmentia processes,

neur od8gefes the N@L’(ﬂa@@fﬁj@fr% mestieareerifpy the priephyiexissand/or

andl orr s L oA Chadi R " Deyhosi s or

| nfantile hyperkl nesia (ADHD, attention deficit /
vity _disorder), preferably for cognitive
an?@?ﬁe%e of gf Ielaﬁgorbep 5gwpgmj acgagling to one or more of claims 1

to 7 for the manufacture of a medicament for the prophylaxis and/or
treatment of irritable bowel syndrome.

30. The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or
treatment of anxiety.

31.  The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or
treatment of depression.

32. The use of at least one compound according to one more of claims 1 to 7
for the manufacture of a medicament for the prophylaxis and/or treatment

of bipolar disorders.

33.  The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or

treatment of cognitive memory disorders.
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treatment of disorders of the central nervous system
anxi ety, panic disorders, depression, bipolar

wale@snt®rs, cognitive menory di sorders, senil ePCEERIW4/608512

processes, neurodegenerati veé disorders, preferably

Al zhei ner' s di sease, Parkinson's disease, Huntington's
di sease and nmultiple sclerosis, schizophrenia,
psychosis or infantile hyperkinesia (ADHD, attention
deficit / hyperactivity disorder). 47. The use of at

| gt mu§@699ﬂié@sﬁ§ﬁ@bémfb@uh@ RBErdMhg BP6Ke BF nfdrdidi’laims 1
8 to for the manufacture of a nmedi canent for 5-HT

r eceptior’ fosde mansactuss off sragicaroentor theagropbiykaxis and/or
conpo rding : [ f clains 8 to 13

for t#Ega&aﬁ%wgg%&éég?&gﬁﬂémé%ﬁgﬁ “for the

prophyl axi s and/or treatnent of a disorder or disease
r;gil?rgteﬂbéo fo?d i ntake. 49. The use of at |east one )
corrpoultP 48R 6t 8t 18§St 8ne REMBPURBASCAding tn ARe gr Mmpref claims 1
for t ' f '

of apngt’ L ggiarifatlndofy ehERicnt B e BrobhRia® adlor
accor dregjmemt ohAlaheimer'e Dideaseai ns 8 to 13 for the

manuf acture of a nedi canent for the mai ntenance,
i ncrease or reduction of body weight. 5 . The use of

age.| eaptie 08€ of BMRAYNENEE6MTPBURE acBofiffy & oR® bR nire of claims 1
clainse 8 to 13 for the manufacture of a nedi canent for

t he priophfardxe samdaciure eleameasticaréntdoethe yrophylariseand/or
use of 0 nd _according to one or nore

of cl a"f%éé”te%?g’*?%ﬂa&‘ﬁ%@@ﬁiﬁ%&ure of a nedi canent for
the prophylaxis and/or treatnent of bulima. 53. The

use of_at | east one conpound according to one or nore
7.c| alhgsuge of at least one compound according to one or more of claims 1

to 7 for the manufacture of a medicament for the prophylaxis and/or
treatment of Huntington’s Disease.

38. The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or

treatment of dementias in which a cognitive deficit predominates.

39. The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or
treatment of Multiple Sclerosis.

40. The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for the prophylaxis and/or

treatment of psychosis.
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to 13 for the manufacture of a medicanment for the
prophyl axi s and/ or treatnent of anorexia. 54. The use

wo@Rooan1isemst one conpound according to one or POT/EPN4/008512

claims 8 to 13 for the manu8acture of a nedicanent for
the prophyl axis and/or treatment of cachexia. 55. The
use of at |east one conpound according to one or rmre

ture a nedi canen
oE1.€) S OrtSelind DEIBIMASELNE o Gy AP s
di abetted fonthe mufa@ur@ﬁ@d@dtcaﬁﬂa@h%ﬁ@eeﬂbh?lﬁk and/or
oo ortrament Bfintantfe Bipermesit e b g temtiameetiot Hyperactivity

t for
of cl aiggrd8r)to for the manufacture of a nedicanen

t he prophyl a)xi s and/or treatnment of gastrointestinal
tract disorders. 57. The use of at |east one conpound

to 13 f t he
B ARl o L obher gams 4
t r eat tedtfonthe manhtifeteehwehea B ®or tR8- prgﬁriyléffig aAld/or

at | east ,one, conpound accordi ng to one or

cl ai re@"f‘@nl%fCﬂg?rdteh%omﬁ‘ﬁlﬁ%@hﬂ@rv@ﬂsaya@mcarrent for
t he prophyl axis and/or treatnent of anxiety. 59. The
use of at |east one conpound according to one or nore

d8. c| dhewise ofatfieastione commdaet ?I(Ecﬁjfr@'g]géto l@hg:(g(ﬁﬂgfg of ﬂg,ms 1
t atnment o epres
e G AT T ANCIE L A

of cl geatméntist skRip herg manuf acture of a nedi canent
for the prophyl axis an

44.  The use of at least one compound according to one or more of claims 1
to 7 for the manufacture of a medicament for cognitive enhancement.

45. A medicament comprising at least one compound according to one or

more of claims 8 to 13 and optionally one or more pharmacologically
acceptable excipients.

46. A medicament according to claim 45 for 5-HTs receptor regulation, for the
prophylaxis and/or treatment of a disorder or disease related to food
intake, preferably for the regulation of appetite, for the maintenance,
increase or reduction of body weight, for the prophylaxis and/or treatment
of obesity, bulimia, anorexia, cachexia or type Il diabetes (non insulin
dependent diabetes mellitus), preferably type II diabetes caused by
obesity, for the prophylaxis and/or treatment of gastrointestinal tract
disorders, preferably irritable bowel syndrome, for cognitive
enhancement, for the prophylaxis and/or treatment of disorders of the
central nervous system, anxiety, panic disorders, depression, bipolar
disorders, cognitive memory disorders, senile dementia processes,
neurodegenerative disorders, preferably Alzheimer's disease,
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treatment of bipolar disorders. 6 . The use of at
| east one conpound according to one or nore of clains

wW@2605/01878 or t he nmanufacture of a nedi canent fPCT/ERZH04/008512

prophyl axi s and/ or treatnmen® of cognitive nenory
di sorders. 62. The use of at |east one conpound
according to one or nore of clains 8 to for the

f f ' t th hyl axj.. /or,
(' oat reiroRs, foPace, AIRai b glsdasBaneisy AR adeders.
at | eashizoptremiappsyuhosiCeN iffandld By iRIneia{ATHD! attention
claims, 8 to for the manufacture of a nedi canent for

the prdsigltl AwvperagivityAisoréenent of Al zhei ner' s

D sease. 64. The use of at |east one conpound

according to one or nore of clains 8 to 13 for the
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48.  The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or

treatment of a disorder or disease related to food intake.

49. The use of at least one compound according to one or more of claims 8

to 13 for the manufacture of a medicament for the regulation of appetite.

50.  The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the maintenance, increase
or reduction of body weight.

51.  The use of at least one compound according to one or more of claims 8
~ to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of obesity.
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treatment of anorexia.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of cachexia.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of type Il diabetes (non-insulin-dependent diabetes mellitus),
preferably type [l diabetes caused by obesity.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of gastrointestinal tract disorders.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of irritable bowel syndrome.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of anxiety.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of depression.
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The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or

treatment of bipolar disorders.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or

treatment of cognitive memory disorders.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or

treatment of senile dementia processes.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of Alzheimer’s Disease.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or

treatment of Parkinson’s Disease.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of Huntington's Disease.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of Multiple Sclerosis.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or

treatment of dementias in which a cognitive deficit predominates.
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The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of psychosis.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of infantile hyperkinesia (ADHD, attention deficit / hyperactivity
disorder).

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of disorders of the central nervous system.

The use of at least one compound according to one or more of claims 8
to 13 for the manufacture of a medicament for the prophylaxis and/or
treatment of schizophrenia.

The use of at least one compound according to one or more of claims 8

to 13 for the manufacture of a medicament for cognitive enhancement.



