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| WDOL- SULFONAM DE DERI VATI VES , THEI R PREPARATI ON AND
THEI R USE 5-HT- 6 AS MODULATORS The present invention
WQ2085/8130Y new sul f onani de derivatives, of genes@bEp2004/008513

formula (la, Ib, Ic), v.KI ARNV- RR4 R3 (la lc)
optionally in formof one of .{heir stereoisoners,
preferably enantioners or diastereoners, their

racemate, or in formof a mxture of at |east two of

their stereoisoners, preferably enantioners or

di astereoners, in any mxing ratio, or their salts

DHE et SUBBPAEHE REBF PISEBRATROR ROSIASTORiAR) PR UsE s-m-6 as
Moé%ggﬁ?able salts, or correspondi ng solvates; to the

processes for their preparation, to their application

in nmedi canents in human and/ or veterinary

t her affeupresent mvention réferptoanemsalfonaaidecodenasives oofsgeneral
contauPiﬂg t hem The new conpounds of the present
forpE (1P nle): be used in the pharmaceutical industry

as internedi ates and for preparing nedi canents. The
superfamly of serotonin receptors (5-HT) conprises 7

cl asses (5- HT -S-HT ), WQL;@ cover 14 human

subcl asses [D. Hoyer, et abl, M&uropharmacol ogy, 1997,

36, 419]. The 5-HT receptor Has bg;nytﬁe | ast

N

Ré

RS

R4 R3

(la, Ib, Ic)

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
application in 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.

The superfamily of serotonin receptors (5-HT) comprises 7 classes (5-
HT-5-HT5), which cover 14 human subclasses [D. Hoyer, et al.,
Neuropharmacology, 1997, 36, 419]. The 5-HTgs receptor has been the last
serotonin receptor identified by molecular cloning in rats [F.J. Monsma, et al.,
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-HTsg
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serotonin receptor identified by nolecular cloning in
rats [FJ. Monsma, et al., Mdl. Pharmacol., 1993, 43,

wW@2®s5/0M97Ruat , et al., Biochem Biophys. Res. EOUIRP2904/008513

1993, 193, 268] as well as in humans [ R Kohen, et
al., J. Neurochem, 1996, 66, ,47]. The conpounds with
an affinity for the 5-Hlreceptor are useful in

ol S ek S al BBy s
48114 SRS 38T MDAy, Tho

g@miﬁeu}gds déthrarsafiinity fordhe &gHITs reeeptenaieyussfdldor estipg/anxiety,
oshi oka, et al.. Ann. N Acad.. Sc 998.,.861, ,244:
diaresslon At saritiyg Memonigfedraery M. Yigokd 34 2l 445, Ay Acad
?gi;- 180967, 224: Al BouRbn, t alPBr WRPAbrmSteIn119981938, 1562;

. 22P; Al Bourson, et al., J. Pharmacol. Exp.
Dh@r Rpge@9st ak78r. J1PBarmacolsSepght 199, 127, 22BsAafourson, et al.,

rain Res.,, ~19 73,245, T, A, . hak, .
ArBLrmgRPL B, Higtol 1990t 4ol 1 AUo0eNgS: Galg Babav. Brain
Rewt |1edee 7360458 T.A. BranchekPletanpanhy., REA®harkol. Toxicol.,
1606]. t has been shown that the typical and atypjcal
2000 p4Q:cHE:; (G Rausledgeeat alnPrs dhPhsfnaeali: 2089y é3é’ Tﬁ%‘]- It has

Ffinity f ) . .
Brab Aablin R e yichand SR BptiByshofe bor fafls - -
gﬁg irzoWeinid\lﬁ%egg lﬂ%gafﬁgizt% $6I_|8_l:heg5-_ﬂ-lT£ Vesemto rse[itB.hJ Rothyet al., J.
maco) . , T, , :
Gbarmesnk ko 0ber. 14, 258 1503C & iaattngbelivial Bipd 1995, 1
It t 5 f . i
R
by Mach@eneitt 1989 s88, dka0]. Thve Bomigonsds wéth an affinity forthe 5-HTe

RS CAS Ussih for trgating ariim hypeckiaana (RP-ThyaytsRigh deriot /
o189l BT, e ape L w30, 1507 .
Gérard, et al., Brain Research, 1997, 746, 207; M.R. Pranzatelli, Drugs of
Today, 1997, 33, 379].

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+r receptor antagonist activity, useful for the treatment of

migraines.

Furthermore, it has been shown that the 5-HTg receptor 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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bi cycl es, whereby each of the rings is 6-nenbered,
aromati c or heteroaromatic rings wth 5-HT receptor

wW@nioagorst activity. Patent application EP 0 FGBEBD84/008513

di scl oses sul fonam des derived fromindole with 5-HT F
receptor antagonist activity, guseful for the treatnent
of mgraines. Furthernore, it has been shown that the

ThesEn aebiestobg o BrEseabisyentias yiapigrropdeihiay B6impounds,
SatieUReK SuithBle A€ HERE JuLASIdsin rAEGicAmeptd, Prsferasly in
i ncreasingly frequent threat for the heal th of humans

medmaammag@r Srt-bspecention cegulalign,ifaciheagrephiaxisi and/er treatment

%te%ﬁ@gp $§orcﬁ5|§§%§ S g}ﬁgﬁgg&g%ﬁ]\fék%ﬁgf@éblg'féref%%er%gulatlon of

ab5&ts eor The rififteAandd) indleast obred iitiopr Ity waigh) Fbothe
was to provide new conpounds, particularly suitable as

prOPhylaxis BRd/an tf@gtm@ntreémt\%mrwlmlar anefexia, yaphema or type Il

BB RN ankly G0 ARl PRI, Pl 8 L gigbotes
calstidelly bbesity dor théqifephydaﬁé enaidntréatment ef gagwlﬁtesmnal tract
of appetite, for the maintenance, increase or

Higq rsowetﬁraeb(dwtablpdquelfsandtqmepfp& gAgMifive enhApgesRent, for
ﬁe?\‘of&ﬁ?@xabe 65k Y tmdit!dr Hﬁébr%é\‘%q{fgﬁé %eaﬁégﬁ‘&%és Qstem,

non 1 nsuli n dependent
amsxietyt pa)nc d]serﬁeratdeprd;gqm Ipreﬂarablgtbfepolaadsenﬂm cognitive
obesity,. r the pragphyl axi s and/ or treatnent
GRSy isergers, 36T SBments aragrssespenBsBRperative isgrders,
PrSlaby AghelRer'd 8ise888, méﬂkﬁﬁoﬁ@‘éﬁ%%@ rl-‘luntfn@toﬁ Hlisease
prophylaxi s and/or treatment of disorders of
ardor Multiglednlerosizs sefizopimenis, sy plhosis o irﬁamtde rhslperkmeS|a

(R B P il B s e 5L B BB e
WW@QW&E@MN@ rébepidrdAfumans and/or in animals, preferably in
mammals, more preferably in humans.

It has been found that the indol-7-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
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,
preferably bipolar disorders, cognitive memory disorders, senile dementia

processes, neurodegenerative disorders, preferably Alzheimer’s disease,
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preferably Al zheinmer's di sease, Parkinson's disease,
Hunti ngton's di sease and/or Miltiple Sclerosis,

wa@ehwsponr eni a, psychosis or infantile hyper ki PEEEP2004/008513

(ADHD, attention deficit / hyperactivity disorder) and
ot her disorders nediated by the 5-HT serotonin
receptor in humans and/or in animals, preferably in

PRRIors fRageS aurtiEioy s ke SnupoMipIS Shundinr
§&ﬁiﬂﬁrﬁ‘énlér_ﬁsyéﬂb31d 69 infiftiile hiSerkhRIst ADAY, %ﬁeﬁf 6r*| Bkfioit /

for the receptor. These conpounds are therefore

bmara@i\etyfcbmrpleépaand ﬂ’@ea disendersreadiatast by ¢he ST serotonin

RERBRE PR ARt MBS ePetefopty BFhichmBl, BB Hifrerably

iBfhurpaes. I cérﬂboﬁrﬁ@s R Ak pansctilar\h§UieRs€ fét the preparation of a
reduction of body weight, for the prophylaxis and/or

medigameant for cogniiva gnhasnidement, anorexi a, cachexia or
type Il diabetes (non insulin dependent diabetes
mellitus), preferably type Il diabetes caused by
obesiThus, fobie dspechodihieypresest invdhtion areeedmpotnds of general
gastr0|ntest|nal tract disorders, preferably irritable
P5MEI2 @8hdr ome, for cognitive enhancement, for the
prophyl axi s and/or treatnent of disorders of the

central nervous systenk aoxi ety, panic disorders,

depr essi on, preferably\b(poﬂﬁr di sorders, cognitive
menory di sorders, senﬁle o-nentuaygmmcesses
neurodegeneratlve di %6 pwéferably Al zhei ner' s

di sease, - APar ki nson' s di ' untlngton s disease
and/or Multiple Sclerosi
infantile hyperki nesira” (
hyperactivity disorder) ang othes disorders nedi ated
by the 5-HT serotonin receptor in humans and/or in
animals, preferably in mammals, nore preferably

(la),

wherein

R'is a -NR®R® radical or a saturated or unsaturated, optionally at least mono-
substituted cycloaliphatic radical, which may optionally contain at least one
heteroatom as a ring member and which 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,

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 radical or an optionally at least mono-substituted heteroaryl

radical,
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in humans. The conpounds are also particularly
suitable for the preparation of a nedi canent for

W@ o@ai139ve enhancenent. Thus, one aspect of theCPER®e#008513

i nvention are conpounds of general fornmula (la), (la),
wherein Rl is a - NRR9 radicgl or a saturated or
unsaturated, optionally at |east nonosubstituted

BRI 5o T o Gy
SsticrRNg en kst Mdb-Susaiiiteatasnatic Migeaur at ed,

optionally at |east nono-substituted nono- or bicyclic
cycl oal i phatic ring system which nmay optionally

ont qi l.east e heteroatomas a ring nenber, R2,
REANEE", ot 8 e SErmlT, BobrS Y Wit Saligged of
Ut ESRsd, IEF 68 BRandeUO8Btondllyidt feastimiérdlsub¥Rlfed Aiphatic
sat ur at ed or unsaturated, |inear or branched,
@giGabnal |y at | east nono-substituted aliphatic

radi cal, or an optionally at |east nonosubstituted

phenyl radical or an optionally at |east
Wit ¢hes plosidd thiae R® lagideRVarey hotradiregén BY tHeegis &ies and if one of
hydrg_%en oy .a saturated or unsaturated, |inear or

HeEhhed, Ropt AGRMIIRIeder vRsaivratethdneas of Pranched, optionally at
leggmehb-%ugggeu@@d c. I8, %Eﬂi\aﬁg ¥a iggf}gﬂ&a{he&) fon@'iggga%aﬁated or

represent rogen or satura unsatura
Unsatanatexd, libeanohbrhnobet| oplidrially at léast phono-substituted aliphatic

no-substituted aliphatjc radical, with the proviso
'igﬁéﬁa' W%R;fﬁdﬁﬁié?%{?&aﬁ N APSgen at the same tinme, and
i f one of
or

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 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 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,

nis0,1,2,3o0r4;
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them R8 or R9, is a saturated or unsaturated, |inear

or branched, optionally at |east nono-substituted
W@10080139 phatic radical, the other one is a SBCT/ER10e4008513

or unsaturated, |inear or branched, optionally at

| east nono-substituted aliphabic radical with at | east

five carbon atons, or R8 and RO together with the

OpicHIpsh Tl S B R WAL GRS i tFa Snapomers or
diestereaiyets, dsracgmnatehocin fory of evnbitireadf dt et tAB R its

ddi tional hetergatomas a ring nenber and/or which )
%ESF%%OTE%WQF%%E? ERagtiamety ot dastereqmses, i ang mixing ratio, or

&Bh
Toal aneOl pRofcltiy b QRRRDeRalid KR ACRRRNY SecBpfb b
theraddi or acofreagending sbbaée twreof. as a ring menber, A
represents an optionally at |east nono-substituted
nono- or polycyclic aromatic ring system which may be
bondethother aébedt of &iAblaseh invBfifion BREESHPBLKUL P Honcral
al kyl ene, al kenyl ene or al kynyl ene group and/ or I'Ch
fREyUledi)ai n at | east one heteroatom as a ring nmenber
in one or nore of its rings, nis 0 2, 3 or 4;
optionally in formof one of its stereoisoners, _
preferably enantiomers©Qr @i astereoners, its racenate

: . N .
or in formof a mxture- atf’l east two of its

. N .
stereoi soners, prefer bl y énanti 81 or
di astereoners, in anyR&q Xxir

ragfio, or a salt thereof,
preferably a correspondi | N yshol pgi cal |y acceptabl e
salt thereof, or a correSpoping solvate thereof.

Anot her aspect of theRPresgnt i Nvention are conpounds
of general formula (Ib) R4 R3

(Ib)
wherein
R' represents a -NR®R? radical,

R? R% R?, R® and RS, 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 radical or an optionally at least mono-substituted heteroaryl

radical,

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

optionally at least mono-substituted aliphatic radical,



(CH) -R1 (Ib) wherein Rl represents a - NR R9
radical, R2, R3, R4, R5 and R6, identical or

waledokerdme , each represent hydrogen, hal ogen, PGCT/EP2004/008513
al koxy, cyano, a saturated or unsaturated, |inear or
branched, optionally at |east nmono-substituted
aliphatic radical, or an optionally at |east

no tjtute nyl .radi cal ,or .an optionall t
RoA8 o idsntatar et rEpbsgat Dl Bignion £ Siyrate or
UrRRAGEREd, Sink¥e bP BRThcPed 20 SRENHIR R et G EUBStitefd aliphatic
| i near or branched, optionally at |east
Gontadiedst i t ut ed al i phatic radical , R8 and R9,
identical or different, represent hydrogen or a
saturated or unsaturated, l|linear or branched,

5 méd;jm@@ahtsyarabptimw dTeEst Hed-stibstidted mBhRat b€ polycyclic
radical, A represents an optionally at |east

Fromatisng sxsiemd Wiisiomaybepeydaetvip @rnseptianally af iegpt mono-

. . Vi . ot .
SR e BlraRfIRRO o iofE oRs BTl o i 88 Hontain
ajrleast arneheterodtomhasrayinganeaiber & ohe @ imareaflistririgeat om
as a ring nenber in one or nore of its rings, nis O,

, 2, 3 or 4; optionally in formof one of its

0 ® iseEr s, preferably enantioners or
diastéréoners, its racemate or in formof a mxture of
at least two of its stereoisoners, preferably

enantioners or, diastereoners, in any, mxing ratio, or

SO et ons o 5 SI8TSp Some . Seisieh i gnantomets of

dsRredRBHS a5 InfcahsRASaR!ferm df b mixture of at least two of its

stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or
15  a salt thereof, preferably a corresponding, physiologically acceptable salt

thereof, or a corresponding solvate thereof.

Yet, another aspect of the present invention are compounds of general formula

(Ic),

0\\ //O
S /R7
A~ N
/(CHZ)‘;R1
R6 N
/ R2
RS
R4 R3
20
(Ic),

wherein

25
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thereof, or a correspondi ng solvate thereof. Yet,

anot her aspect of the present invention are conpounds
wo@koogemeral formula (Ic), (lc), whereinRl is aPCT/ERRP008513

radical or a saturated or unsaturated, optionally at

| east nonosubstituted cycl oal-gphatic radical, which

may optionally contain at | east one heteroatomas a

Fsa{égar gﬁ;ﬁgﬁg rréﬁlngf;@‘ur Sa teg‘?}rl onaﬁ%?e(a \éﬂpggn?ﬂy at least mono-

StthsbtwadbsyclbahmiwIatmdfcadq ernch yighy Opﬁmdllgaidnpchntat (edst Béle

BRI <hg meRbengABAnCRE S ChadeTscl Asaturated or

ur%%'ﬁﬁr‘at‘éﬁ optioRhfiy F{(l@ﬁ%’e m%ﬁsfwb%amé r{azgi R lic

haI nitro, oxy, cyano, a sa ura
lpha’tlte dng Isyafem whichomay cipdidnalbyptootaird btyleakt dresahgteroatom
. substituted aliphatic radical, or an optionally
e{(g) ?Qgg?emﬁﬁsubstltut ed phenyl radical or an
opti onal Iy at | east nono-substituted heteroaryl
Adical,, R7 esents hydrogen or a saturated or

Rl i BF‘aReéndl nigdantical orrdifietent, eaght iepnesent hydrdmsihalogen

TSR 08 BB fe, JREag B . optonaty a

|§@3tlm@ﬂi@—éub!§tltumllﬂl’@ﬁl@ Fadican eranUptidhallg BEfast mono-
ti.onal I% at | east mono-substituted ali phati c
?

Slu glittigd pRenytgadical poan eptienally aﬁlea\sttrn@n@usubgﬁntu@d heteroaryl
rga,tcrapgen atom forma saturated or

R’ represents hydrogen or a saturated or unsaturated, linear or branched,
optionally at least mono-substituted aliphatic radical,

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

or

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 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 system, which may optionally

contain at least one heteroatom as a ring member,
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unsaturated, optionally at |east nono-substituted
heterocyclic ring, which my contain at |east one
w@dwsnidmal heteroatom as a ring nmenber and/ or PEUTER1904/008513
may be condensed with a saturated or unsaturated,
optionally at |east nonosubstptuted nmono- or bicyclic
cycloaliphatic ring system which nay optionally

nb
N R e T
amnmtlcmngosysjemc Whinramry&ie lSoridetDvia @:ﬁﬂon@iﬂyaaiﬁ leéde%‘f nitho-

SR find et AksTS Rne of flsypNone OB BGaIBIcNEYISoNtain
é;f%aé’c%?%éle?datbﬁaé% a‘?i‘?@ rﬂSHBre??ﬁ 8%%? g?orrg cg?ts% e

In one or nore o ;
optionally in formof one of |ts st er eoi somers,
e{gg y e antloners or diastereoners, its racemate
RSt a mixture of at |east two of its
stere0|soners preferably enantioners or
di astereoners, in any mxing ratio, or a salt thereof,
qptionalyin fprm chnneeefptmster@lsqmgs ohefgraiﬂy bynanttmetsab& e

Aot iBolts ridarafinif FORM A TukRud Han Ik fwo & fs
§@ﬁe@[s’tlinﬁ9&sOPrdﬂ@@%IyJéﬁélﬂ(bnﬁéﬁsFHﬁﬁéﬁefe?ﬁhmﬁ%' H\ éﬁVFnl)klﬁg ratio, or

an al kyl ken or al kynyl radi cal
%ﬁ@&them@fearej‘?rahheacﬁorr@@p@n@lnbsphyw::gmaugacnemablmalt

thRRF e Cortr eGSR Consi sting of

hydr oxy, fluori ne chl orine, brom ne and
trifl uoronethyl Rllsasturgated or unsaturat ed,
opti & ‘ﬁ%{‘q or 510@ 95313 B\Q@t%%rt@eﬁ oRPEesents Br&@tlﬂf@iﬁﬂwr

r I
Rl F Al gt 2 Bl Hdie, S AkP pIKERVEST 4iRyayl ragical, which is
stibstiteexkoy vhe Iroramcsr@t substitebnts, egthaine oftthese substituents can
preferably be chosen, unless otherwise defined, from the group consisting of

hydroxy, fluorine, chlorine, bromine and trifluoromethyl.

If R" is a saturated or unsaturated, optionally at least one heteroatom as
a ring member containing cycloaliphatic radical, which is substituted by one or
more substituents and/or is 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, each of these
substituents can, unless otherwise defined, preferably be chosen from the
group consisting of hydroxy, fluorine, chlorine, bromine, linear or branched C;-
Ce alkyl, linear or branched C4-Cg alkoxy, linear or branched C4-Cs
perfluoroalkyl, linear or branched C4-Cs perfluoroalkoxy and benzyl, more
preferably chosen from the group consisting of linear or branched C4-Cq alkyl
and benzyl.
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optionally at |east npno-substituted, optionally at
| east one heteroatomas a ring nenber containing nono-

w@eroobioedped i ¢ cycl oal i phatic ring system each PET/EP®8€008513

substituents can, unless otherw se defined, preferably
be chosen fromthe group consigti ng of hydroxy,
fluori ne chlorine, bromne, linear or branched C - C

- | i
b anchis gt oA clbalifhdliciBikal shiRor e mago- or
lpxeycﬁlianychndhbba&c gind caap Efwlepeﬁ’déﬁtlypfrémrﬁé)éﬁomaﬁStﬁa”‘chosen
B up consisting of |inear or branched C
%ﬂe%fﬁ E(rfﬁgrﬂ hgwoqmeo'h%@mg)ai Biffeoen, syplaur and oxygen, more
ﬁﬁé?ér‘éﬁiy' rﬂﬁéééﬁ Ig%é‘éﬂ asaQWe? ro8foh e nmono- or bicyclic

cycl oal Ic ring can, independently from one
anot her, be chosen preferably fromthe group

cons t|n tro sul phur, and oxygen, nore

pref %fsm?/ fa@%%@caém)@gwgemao, bt2Patetarogianas chosen
Wﬁ'tﬁé'ab@b@%&tfo%@bcé}b ﬂre@é%%b@/ |f‘cgntai7ns°(5 1'30r2 heteroatoms
het er oat ons chosen f above nent on€d up,
cihoeeerfmyheabowmm@ned groug. het er oat ons chosen from

t he above nentioned group. f R8 and RO together with
the bridging nitrogen atomforma saturated or

unsatifiR&&aad, R“btbbeﬂi@'vhbh file BriRfitg AMdRRRURSH fbHﬁgﬁéjsaturated or

het erocyclic ring, which may contain at east

ynsetwatedh optipaaliont |§§S'famphﬂg5ub§’ﬂwéed hetérocyalibiring, wich may

SRS RORHAL B HERRHER et i may

doeidensed withas saturated oremeature®id abtidmdllydNeastGhono-
stem each one of t hese substituents

bi CY %&‘?ffégg’ggﬁﬁbzmﬁ @et%reﬁtqa@as iiRg BlebiPgr ¢antainigemono- or
% i SgRef, ERIROAL EEheRe PRiRRh fa LR pthenvise
definedy pr@ifel‘aban'tmé‘l ekosen from the group consisting of hydroxy, fluorine,
chlorine, bromine, linear or branched C+-Cg alkyl, linear or branched C-Ce
alkoxy, linear or branched C4-Cs perfluoroalkyl, linear or branched C4-Cg
perfluoroalkoxy and benzyl, more preferably from the group consisting of linear
or branched C4-Cg alkyl and benzyl.

If the heterocyclic ring contains one or more additional heteroatoms,
and/or if one or both mono- or bicyclic rings contain one or more additional
heteroatoms, these heteroatoms can, 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 heterocyclic ring may contain 0, 1, 2 or 3 additional heteroatoms
chosen from the above mentioned group, preferably it contains 0 or 1

heteroatoms chosen from the above mentioned group.
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al koxy, linear or branched CrC perfluoroal kyl, Iinear
or branched C C perfluoroal koxy and benzyl, nore

w@e@setay fromthe group consisting of |ineaPCDEP2004/008513

branched al kyl and benzyl. f the heterocyclic ring
contains one or nore-additiopngl heteroatons, and/or if
one or both nDno- or bicyciic rings contain one or

di
. oG5 S P ol ot e
Hdterdibm 4K Q‘r‘tﬂg%@ﬁb@? bBHta‘R’ﬁm@'nﬁcSrQQ%} pohtyelid Brakstic ring

oxygen, nore preferably nitrogen is chosen as a
systemopwhini capabel bhaded mayam atkyieney atikenytane: ai alkynylene group,

o SRSl BE R s iR dofined
Rehahe rOu® cérﬁ‘é]wq 6f RyaroRe, ﬁm@g@n Mkt Qﬁﬁﬁarwh@ldFCJ Cﬁalkyl
'S an Optl onal y | east nono-substitut ed tiona

linear @adranghedret-6e alitoxth bnear aribignehsethen- Ccsmr&mpa@y! linear

A6 Sy SoR of cphERaR3H By ORE T BOh RS,

Henyp, -CBphényifanidrege 6 hishbdredHateoanyl pmere pesfbiabhefrom the
chosen, unless otherwi se defined, fromthe g

@eHBiconsisgnaof halagsky linean Gygranches EarCanlky émcmuly at least
I I
A Lsur 53 pRenilr SDGRBL (34 BLIEPKInorhbBRRY aEroary,even
merd bmiemly(fmmathehrgropp lconallsh%g af fluedsa, chlorine, linear or
t en en
onghed Catte ke oBi gl s e Taos-s0bstthieshhany! g sahenyl,
51@151,1,98,959,@@ H&@Fbari/l' near or branched C -C al kyl,

opt 1 ona | east nono-substituted phenyl, -Ophenyl
and 5- to 6-nenbered heteroaryl even nore preferably

from istin uor

|1 nodf O8p U Pl ie oSt SImond Sl epie BrodBtie ring system
EBMENBHRSHI bt Hetiieatbims, titedthR&toatoms — like the heteroatoms of
the previously mentioned 5- to 6-membered heteroaryl — can preferably be

chosen from the group consisting of nitrogen, sulphur and oxygen.

If the previously mentioned phenyl radical is itself substituted by one or
more substituents, each one of the substituents may be preferably chosen from
the group consisting of fluorine, chlorine, bromine, linear or branched C-Cg
alkyl, linear or branched C4-Cg alkoxy, linear or branched C¢-Cg alkylthio,
trifluoromethyl radical, cyano radical and an NR'R'® radical, wherein R'? and

R, identical or different, are hydrogen or linear or branched C4-Cg alkyl.

If the previously mentioned alkylene, alkenylene or alkynylene group is
substituted by one or more substituents, each of these substituents can
preferably be chosen from the group consisting of hydroxy, halogen, linear or
branched C4-Cg alkyl, linear or branched C1-Cg alkoxy, linear or branched C4-Cg
perfluoroalkyl, linear or branched C4-Cg perfluoroalkoxy or an optionally at least

mono-substituted phenyl radical. If said phenyl radical is itself substituted by
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and 5- to 6-nenbered heteroaryl. f one or nore of the

rings of a nono- or polycyclic aromatic ring system
w@omsal7one or nore heteroatons, these heter oBCDEB2004/008513

i ke the heteroatons of the previously nmentioned 5- to

6- menbered heteroaryl - can pyeferably be chosen from

the group consisting of nitrogen, sul phur and oxygen.

[ ' h I jcal is itself

ot 9F B SBEFERE” ShLASHE A 15Ee e EEhts s3n rsiBrapy be
tHusesifomithe grésp ooysiSthgoRlRITY, ¥hidineeBrdmipd! ifsar or

rou gg_& sting of fluorine, chlorine, brom ne,
&?H@E‘? Ga 2k iepan anarancherb &n-Coralkpamn dinear e trarghed C4-Cq

i s |1 hi ifJl t hyl .
RS PR AG T abicet ety o llhald PR "Rk cperein
R 2rehR ' Ridenticedbot diffetentr eatilf feprestint hyfo w6 oRREAr oF
| i near . or @qr@j ched CrC al kyl . the previously _
k?f@ﬂ?rl‘%qwg;d' @Ylene, al kenyl ene or al kynyl ene group is

substituted by one or nore substituents, each of these

bstjt ts can preferably be chaosen fromthe grou
consilLPIRG" B10TR A0S UDHANTHBIR. N mBar RoAngF feRezbe0iscan
. ki ) . i r
e e BgiparaRal e 19078, E¥erably 5813 Bhroep atoms.
perfl uoroal koxy or an optionally at | east

Mo NO-THHRS K yil or=1 LA R radi cal
o R LK 0 B ndetetea thal nRanP Do e Lifptes
thalthefcondeseed nibgs ishasmmere Hrarporé atarh] Théterefwosamnulated” or

. ,the gro consi st.i.ng of fluorine, chlorine,
ﬁ{s%ﬁ: nga,y %ﬁﬂiﬂ%rus(ﬁdsfgrhﬁﬁ@? %{Q?'B{'WI , linear or
branched C -C al koxy, linear or branched al kylthi o,
trifluoronmethyl radical, cyano radical and a NR R13

Sulfenamide drevativesrifgenesdalagnuladiajtare gireferredi, ivherentR'
rEACRehEPS SRRk IYALA%ED Siuldtd§ar LAtaRrang ,hggtioarllawlét least
mono-substituted 5- or 6-membered cycloaliphatic radical which may optionally
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
mono- or bicyclic cycloaliphatic ring system, which may optionally contain at
least one heteroatom as a ring member, whereby the rings of the ring system

are 5- or 6-membered,

more preferably R' represents an -NR®R® radical or a radical chosen from the

group consisting of
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f one or nore of the substituents R2, R3, R4, R5 and
R6 represents an al coxy radical, said radical may have

wa2a06/069pr ef erably 1 to 3 carbon atons. Those BKI/EP®04/008513

in the art understand that the term "condensed"

i ndicates that the condensed_{4.ngs share nore than one
atom The terns "annul ated" or "fused" may al so be
used for this type of bonding. Sul fonam de derivatives
of general fornula (la) are preferred, wherein Rl
represents & -NR radi cal /@r saturated or

unsat urate optional I,y at Neasf nono-,substituted 5-
or 6-nenbered cycl oal i phatic T8di cal which may
optionally contain at |east oneRfeteroatomas a ring
menber and/ or which nmay be condensed with a saturated
or unsaturated, optionally at |east nono-substituted

nono- or bicycli¢ cycloaliphatic ring system which
, tain at one heteroatm@‘a
by the rin f theé"ding sys are

may opti onal
ring menbe q

5- or 6-nenberéd, nore prefer/ably Rl represents an RAR

RO radical or a radical chosBf fromthe group

consisting of v Rio N RLO and NNRL1O R10 wherein, if

present, the dotted line is an optional chem cal bond,

and R10 is hydrogen, a linear or branched CrCe al kyl
BECIGf Prastrb e Hor e angR: ppoRbRaR oAb aRE iff R s
hydregen, 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.

Sulfonamide derivatives of general formula (la) are also preferred, wherein 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,.Cg¢ alkyny! radical,

more preferably R?, R®, R*, R® and R®, identical or different, each represent
hydrogen or a linear or branched, optionally at least mono-substituted,

C4Ce alkyl radical,

even more preferably R?, R3, R*, R® and R® each represent hydrogen or a C1.C,

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

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

C»-Cs alkynyl radical,
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Sul f onam de derivatives of general fornula (la) are
al so preferred, wherein R2, R3, R4, R5 and Re,

w0 deaviwad or different, each represent hydr ogeei/ER2004/008513

l'inear or branched, optionally at |east
nmono- substituted C -C alkyl ctpdical, a linear or
branched, optionally at |east nono-substituted C -C

ke Bref ) Rt sPaly {iH5o8 of RIREER: pBCHERbblorHy a
lpast moablsubBatutdB C, %, alk¥d radidaR6, identical or

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

B
R, RRR°RA, andl made defined defiboed. as above. Sul f onami de

derlvatlves of general fornula (la) are also
preferred, wherein R7 represents hydrogen, a |linear or

rﬂf@rhﬁﬁe élﬂfdn% PéﬂeﬁVaﬁ\?&s& %Isf‘dprﬂiz @%%e%@&preferred

al ky di cal I near or bradnc
Wb@@!n Rgﬂodsﬁlgoﬂerttmbdr d]ﬁer&htaé&(dn;dpresehtdﬁjdrmem a linear or

orp G B ehARE A askardynstidnd i st adioal adingar or

Branciedd Qﬁﬁl@héll ﬁﬂ(e@gﬁﬁlo‘hb @Hs’tlﬂﬁéd‘i [_095 éfk‘éf‘.gpradlcal or a linear
opti onal | y east nono-substitute

qrataﬁa@med @pé»ﬁnaw at least moabtsubriituteg Cesfémtaikyrwdj raxtjear,
or a C-Calkyl radical and Rl- R6, R3, R9, A and n
are defined as above. Furthernore, sulfonam de

der i weith ﬂ“@Sproﬁllsgethét RP aﬁdrRﬂddinéﬂ mbr@sfﬁtﬂyafbgfen at the same
efery wherein_R8 an identical orf different
Eﬁ%rﬁﬂde P@@@fﬁﬁhmd%g’éfﬁ @Hrﬁ‘ﬁdﬁ acvattreded Reunsaturated, linear

cf?FHréﬁé}?éd % %nélﬁf’%l[ le38(YPiony- sﬂtﬂft?&j éldf)/éhprh%%'ccrgblbafithe
inear or branc ionally at Teast
atberesel epiresents @tﬂlﬂatadj loe apbsaturstedalingir ot ranéféd, optionally

at least mono-substituted aliphatic radical with at least five carbon atoms,
or

R® and R®, together with the 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 system, which may
optionally contain at least one heteroatom as a ring member, whereby the rings
of the ring system are 5- 6- or 7-membered and R'-R’, A and n are defined as

above.

Particularly preferred is the use of sulfonamide derivatives of general
formula (la), wherein R® and R®, identical or different, each represent hydrogen

or a linear or branched C4-Cyq alkyl radical,
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or branched, optionally at |east nono-substituted
al kynyl radical, wth the proviso that R8 and RO do

wmoeiosneresent hydrogen at the sanme tinme, and PET/BP®0©H08513

them R8 or RO, represents a saturated or unsaturated,
l'inear or branched, optionallj at |east
nono- substituted Cl A ali phati c radi cal, the ot her

one re@"& sents. a at eggg)r aturat %G‘Iﬂ' %
br ancH¥ & BAVEseal Ia 66@{88%'? ¥ %en Y&t the same
t%éPQﬁ& tf%r{ea&htﬁé.'n wtd? Ra ré&é%bnfs'é(@at%ét@@'br%ﬁn%ﬁﬁjra@d linear

R9, togethér wth the bridging nitrogen atom
cbmbrmnahe@,taptmﬂy at laast mancaswestitulpdi@n@k Rijphatid redigal, the

no- subst it ut 5-.0r nenbe ed, het.erocyclic ng
SRPE R fasPies i o SatPred 4 ke Rt iBher Srebehaddhptionall
@Jedst mBAoFBBRUtENdligHatio ot alWith Rf |64 ﬁeé 8FboM Afdnds,
saturated or unsaturated, optionally at | east
nono- substituted nono- or bicyclic cycloaliphatic ring
systeq] whi ch may optionally contain at | east one
het er%at om as a ring menber, whereby the rings of the
ring systemare 5- 6- or 7- menbered and R - R7, A and n

ge defj ned as above. Particularly preferred is th
sanefR steget!s\@ammethaémdgmg Niregen eMdPEN & Hdiaal &hosen from

and R9, identical or different, each
S%roué’{%%\"\ﬁfsgn ggn or a linear or branched Cl-Cl0

aIkyI radical ,wth the proviso that R8 and RO do not
repr esent hydrogen at the sanme tine, and if one of

t he or R9, represenys =y saturated or uns at ed,
| +ARar oN-branched, optnonal py at |east —pN
mono\sub/st it ut ed :Cl- C4 a\ipMatic radi'cal, theé ot}er
one represents a saturated or unsaturated, |inear or
branched, optionally at |east nobno-substituted
aliphatic radical with at |east five carbon atons,

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 (1a) 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_Cs
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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or R8 and R9 together with the bridging nitrogen atom

forma radical chosen fromthe group consisting of -
WOR005/0139% - and - N wherein R11, if present, rRQI/ER®N4/608513

hydrogen, a linear or branched C -C al kyl radical or a

benzyl radical, preferably hygrogen, or a Cl-C2 al kyl

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

Furt h re, sulfonamde derivatives of geneyal

RISISFAPY A rSRreRPRiS AL oRYnaYY Al mone-sufsiitist mong- or

;Stﬂfrd:ﬂiﬂé"drdrr@ﬁc |riﬁ??§ysf§?ﬁ,%vﬁér*éﬁ tHe HiSG(sTRMre B or 6-membered

pol ycyclic aromati ¢ ring system wherein the ring(s)

argl whergn ope @-mereeltbe, ringsi comtainat leasi ongdieteicatem,

optionally at |east nono-substituted al kyl ene group,

an optionally at |east nono-substituted - al kenyl ene

& P iS4 cHoseR P #heé Yrodip darRistingafo- substituted C C

al kynyl ene group and/ or wherein the ring(s) may

contain at |east one heteroatgmas a ring

menber, preferald y A rg@ 2)g%.s,entg( 2Q_OpicHOrGH-+y at L8 X

mono- subst i t ut gk MOPO- or po) VE) aromatic
[ 5- or 6-nenbe

ngs contain at e
one heteroatom? or a radical chosen fromthe group
C CH wherein X, Y, Z

other, eack_repkesent a
radi cal selected fromt gr oup consi 3

na)
hydr ogen, fluorine, chl® 8, brom ne, .
CH~CH;— 5
@ X
Y

X

AN YA
—(CHm—— | Dy

N

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-Cg alkyl,

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



i near or branched C -C al kyl, |inearor branched
al koxy, linear or branched C -C alkylthio, a
wa edoshoworonet hyl radical, a cyano radi cal and BCFERR04/008513

R13 radi cal, wherein R12 and R13, identical or
different, each represent hyd{pgen or linear or
branched CrC al kyl, Wrepresents a single chem cal
bond between the two rings, a CH, , S group or a NR14
radi cal ,wherein R14 is hydrogen or a |inear or

4 lor o W 1 or 2,
?pgﬁ@gﬁl }%I})@rgggﬁgrar\gg\egﬁgr R?&;ﬂ%egie?{lgigglkgg above.
Furt hernore, sul fonam de derivatives of general

faornmula,(La) are preferred, wherein A represents an
%?:B;ﬂa?r§c’?£4a?%%st nono- substi tuted nonoor polycyclic

aromatic ring system wherein the ring(s) is/are 5- or
6- menber ed, which may be1 bgnded via an optionally at
mddst! orchprelassblytdireed K-R @ndlmgwee@h@fu@cga@abave.

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

grou t] -qat < i
ol ey namds RRidnid8dc Eafte B GertE i ey are
pefi¢rped), wiererpbtreprescnts an optionalbsatdeastngonesubstituted mono-

referably A represents an optionall | east
AR S ArOmEER T systesh. WOPYR B4 HrG(ebistaiecs arfmembered,
iAAdAt i [ = O o B, ed
NEhTy TREAIR 8 b Ak 3l Bt ol BRIRA G,
allgehegrouptampptionallyratdeastimetmsebstituted CheCgalkepylene group
S°AR 'o;s){'lcl)r?aquoaft Iéaos_tb mglﬁg-su S itu%E\' C,_Cs 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
X (CH)— CH=—CH—
z z
X
\ w
CH~CH—
X
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 C+-Cs alkylthio, a trifluoromethyl radical, a cyano radical and a -
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wherein X, Y, Z, independently from one another, each
represent a radical selected fromthe group consisting

wo@Rookpdvegen, fluorine, chlorine, brom ne, |i NEBEY/EP2004/008513

branched al kyl, linear or branched CrC al koxy, |inear

or branched al kylthio, a trif{dioromethyl radical, a

cyano radical and a -NR R13 radical, wherein R12 and
2pi3dentical or different, each represent hydrogen

@#’slliqnggﬁ'cg branched CrC al kyl, Wrepresents a single

chem cal bond between the two rings, a CH2, , S group

or a NR}4 radical, wherein Rl4 is hydrogen or a |inear

whetsin R haad ®"> ddantigal or slifierent, eachzep@sent hydragenrr linear or

I%%: _@Ar fined as above. Furthernore,

gu gggr%r%des le(?'?vatives of general fornula (la) are

preferred, wherein A a heteroaryl radical selected

fromthe group consisting of benzo[b]thiophenyl and
SPESRNIS .9inglgichesnigal RandchetiMegnibe dwpdtngsud&eHpyO.1S group

4 j tuents selected fromthe group consisting

%er?:\iﬂ o?#ﬁé,év’ nmet hyl and phenyl and/or which may be

bonded via a C -2 al kyl ene group, or a radical chosen

from.t hes gr.oup consi stjng of C-CH CH -Y

W(h%@é’?ﬁ*x ,yﬁ?g?ﬁﬂéﬁémgﬁf)r§'%%ﬁg&ﬂecaﬁ$b’her, each

represent a radical selected fromthe group consisting

of hydrogen, fluorine, chlorine, brom ne,
and

mis 0,1, 2, 3or4.
and R'-R® and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (la) are preferred,
wherein A 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 and
phenyl and/or which may be bonded via a C4-; alkylene group,

or a radical chosen from the group consisting of
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i near or branched C -C al kyl, linear or branched C -C
al koxy, linear or branched al kylthio, a

wa edoshoworonet hyl radical, a cyano radi cal and BCFERR04/008513

R13 radi cal, wherein R12 and R13, identical or

different, each represent hydi@gen or |inear or

branched C -C al kyl, Wrepresents a single chem cal

bond between the two rings, a CH, , S group or a NR14
radi cal, wherein R14 is hydroggn or a linear or Cx
branched C -C |, AfiED, 1) Gr—CHand m %
or 2, preferabl RO Land[n are defi
aboveFurt her nbr '
formula (Ila) ar feferred, ereinnis 0, , 2,
4; preferably nis 1 or, 2; nore preferably nis 2 and

R1 to RO and A are def ix d as above. The nost
re sel ected

preferred conpounds ge
fromthe group consisti g 9
5-chl oro-3-net hyl - N- (1- (2
ndol - 7-yl ) - benzo[ b] t hi ophe
N-(1-(2-(pyrrolidin-1-

ene- 1-sul fonam de, [7]
6-chloro-N-(1-(2-(pyrrqfoin-1-yl)ethyl)-1Hinddl -7-yl)
i m dazo[ 2, 1- b]thiazol e-5-sul fonam de and [ 8]

2- (naphth-21-yl)-N(1-(2-(pyrrolidin-1-yl)ethyl)-1Hind
ol -7- yl)ethansul fonam de

X
AN

—eun—t | 3
X 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 C+-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,

wherein R' is hydrogen or a linear or branched C-Cg alkyl,
mis0,1,2,3o0r4and

m1 is 1 or 2, preferably 2, and R'-R® and n are defined as above.
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and their corresponding salts and sol vates.
Furt hernore, sulfonam de derivatives of genera
wo ool ®7{ 1 b) are also preferred R2, R3, R4, RBCHRP20R6(08513
identical or different, each represent hydrogen, a
| i near or branched, optionallyp.at | east
nmono- substituted al kyl radical, a linear or branched C

ical . [i.n b
%@i%*%ﬁ%ﬁésiﬁ}%ﬁ%‘mﬁagaﬁe%ésE{frgghéPa? iRl arE prefediae
Whew MmAdSed s, 2p8 bpaaptafertbly B#SY df%@n&ré?ﬁéféré‘ﬁl?% s 2 and R’

kgynyl radi cal, nore preferably R2,

R’ A Ak aredefinednas akdwnt . each represent hydrogen or
a | | near or branched, opti onal ly at | east
nono-substituted, C -C al kyl radical, even nore

ThefriovstprefeRfad d8tpdihdsiJerenal fBﬁna%C(hF?)fé?ﬁrﬁétﬁéd from the
gjAédrogen or a_al kyl radl cal and R1 R9, A and n are

Hpegsisling®bve. ~ Sul f onani de derivatives of general
formula (Ib) are also preferred, wherein R7 represents
hydrogen, a linear or branched, optionally at | east
[Bbno- &-obbrd»ﬁuhemyGN—@ -@-loyirratidihi-¢-afll)etrayl)-1 HepdoloT -y

branched nal |y t Ieat nono- substi t ut ed a?lkenyl
r adi Z’G’l[l% Fﬁ?féh%‘% ed, optionally at |east

nono- substituted al kynyl radi caI nore preferably R7
represents hydrogen or a linear or branched,

[6bt i Il HR-(Ryrroligintl- yita’tbylwbblndbh?ed)n@phmmrhwh -sulfonamide,
radi cal, even nore preferably R7 represents hydrogen

or a al kyI radi cal and R1- R6, R8, R9, A and n are

[rsz | reghiero-APOME- (ﬁWfdld]ﬁffr?F)@thyF)Ul'H SHRIO70R)i kR hves

general fornula ( are al 50 preferred vvhe I'n R8
and F@thiam%&m@ml@@ﬂﬂdr ent, each represent
hydr ogen or

[8] 2-(naphth-1-yl)-N-(1-(2-(pyrrolidin-1-yl)ethyl)-1H-indol-7-
yl)ethansulfonamide

and their corresponding salts and solvates.

Furthermore, sulfonamide derivatives of general formula (Ib) are also preferred
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 C1.C¢ alkoxy 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,

more preferably R?, R®, R*, R® and RS, identical or different, each represent
hydrogen or a linear or branched, optionally at least mono-substituted,
C1-Ce alkyl radical,
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a linear or branched, , optionally at | east

nmono- substituted G C alkyl radical and R -R7, A and n
wae@®sgedorned as above. Particul arly preferred BCBEP2004/008513

sul fonam de derivatives of general fornula (Ib)

wherein R8 and RO, identical g different, each

represent hydrogen or a Cl-C2 al kyl radical, with the

BiREmos P terably B Bockn o BBy FAc TaRrezgh BVerogeR or a Oy
Fikyltragicapaad RURRBMN ded Aelrk \Rfihkg asdbarner al
formula (Ib) are preferred wherein A represents an

optionally at |east nono-substituted nono-

SO S R 8 B o
eprésums 'hydﬁigérﬁastneﬁﬁ BPbraHepet! Qpﬁ&reﬂ]y_atqé@éﬂmd)r%l@ubstltuted

an optional | east nono-substit ut ed

ar-&-‘erﬁﬂﬂé rﬁ@dlﬁfib @dlr@ar 8h bbqﬁqredappgroraallw aideast mono- substituted Co-
gog&re?lggr?g&éfto?% ifneGr Bk k¥ e{}}’c{h%g?gﬁ ‘iéé’ét MBS gthtrtuted

contaln er oat om as

Ch-Qg alleyhveradicaif erably A represents an optr onal | y at
| east nono-substituted nono- or polycyclic aromatic

ring system wherein the ring(s) is/are 5- or

ﬁo‘@g’lﬁéat PRA r&ﬁr%"s%hﬁ i ogén BPESinghr Bpgre{riﬁﬂ ogt(ie%nally at

cont east one tom or a radica
lershmphe-sybstituted €a+GC4 alkyg radicalcH) - CH  CH wherein X,
Y, Z, independently from one another, each represent a
radi cal selected fromthe group consi sti ng of

EVEH RBPE préfekudly FE reptlsehts ¥ydrd @ﬂbf‘@ cl C?%ﬁ{yl Pédrcal and R'-
bg apgsch%d aI kyl,” 't near or branched C -C alkoxy, | near
h

&icAean E@aﬂeﬁpe@ As@boxet ri f | uor onet hyl radical ,
a cyano radical and a -

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 C4-C4 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 C4-C»
alkyl radical, with the proviso that R® and R® are not hydrogen at the same time,
and R'-R’, A 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,_Cg alkynylene group and/or

wherein the ring(s) may contain at least one heteroatom as a ring member,
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NR R13 radical, wherein R12 and R13, identical or
different, each represent hydrogen or |inear or

whe@soBa® C - C al kyl, Wrepresents a single cheti/gEri004/008513

bond between the two rings, a CH, S group or a NR14
radi cal ,wherein "14is hydrogep.or a |inear or branched
C-Calkyl, mi , 1, 2, 3 or 4 and mis 1 or 2,
preferably 2, and R -R9 and n are defined as above.
Furt hernore, sulfonam de derivatives of general
pr@rfembh/ A Irdapreaeetawrebpﬁmmily atheasti moro-sapstitsitad soan- or

TR e
Qnd'WHé?érﬁQ)neV@F rﬁBr@Bﬂth’é@rWaM'a’% |EA5t e r?éTghdéfoﬁ‘rt

| east nono-substituted C = C al kyl ene group,
optional ly at |east nono-substituted - al kenyl ene
rou t.i on at | east -substituted -
AP 2058 e D ot e RB e T ng(s) may
cont ain at Ieast one heteroatomas a ring nenber, nore
preferably A regpr esentg an opt{ onal | y at.| east

X
mono- subst i t ut eerapes B | pol i3 arorratlc r

system vvherer, rrng(s) ¥sia 5- or 6- nerby Y
and wherein onesg pre of the gs contain at ™e@

one heteroatomz or a radical chosen fromthe group
consisting of (CH CHACH CH CH wherein X Y, Z

i ndependently from one ayRat her each re resent a
radi cal selected from t oup consi
hydr ogen, fluorine, chlw br om ne,

CH-—CH— @

Y

\/
—(CH)mr— | Ty
NN

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-Cs alkyl, linear or branched C4-Cg alkoxy, linear or
branched C-Cs 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-Cg alkyl,

W represents a single chemical bond between the two rings, a CH,, O, S group
or a NR" radical,
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l'inear or branched CrC alkyl, linear or branched C -C
al koxy, linear or branched CrC alkylthio, a

wa edoshoworonet hyl radical, a cyano radi cal and BCFERIRL@S513

radi cal, wherein R12 and R13, identical or different,

each represent hydrogen or |igwear or branched CC
al kyl, Wrepresents a single chem cal bond between the
two rings, a CH, , S group or a NR14 radical, wherein

R14 is hydrogen or a linear or branched C -C al kyl,
WhErdin R'4is l?ydrégé’ﬁ ofta I@Ar Br pEhchRd - @ESIk?Pf' ned as

above. Furtherndre, sulfonam de derivativ of genera
formula (I1b) are preferred, wherein A a heteroaryl
radlcql Sﬁlected fromthe group consisting of

BeRPo[ bt and i mi dazo[ 2, 1- b] t hi azol yl whi ch
may be substltuted by 1, 2 or 3 substituents sel ected
fromthe group consisti f chl orine, nethyl and

A dayll orah diveferally éh andyRﬁ @@ddeara/d%fmdeas(gb@m

group, or a radical chosen fromthe group consisting

,nm&ﬁ or&bdirdridrhitle de ﬁfl\?ééqo?iﬂe%ralzformu{ (Ib) are

Yy from one anot represen

pmcﬂerwdl wledredt Adepremntd"nan gpburpall;mtdeaﬂ:tl mgn@fsubstltuted mono-
fluor,ing, ear

O BRIV AreMANk o et WhErelh B NG sHIS o156 membered,
Jvh%ﬁ%a?be bonded via an optionally at least mono-substituted C1_Cs
élkylene 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,

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
X (CH)— CHZCH
Y<®/ Y Y
2 z

-
2.0y,

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-Cs alkyl, linear or branched C4-Cg alkoxy, linear or

branched C+-Cg alkylthio, a trifluoromethyl radical, a cyano radical and a -



branched d-C al kylthio, a trifluoronethyl radical, a

cyano radical and a - NR R13 radical, wherein R12 and
wori®s/o1x¥enti cal or different, each represent hpdr/Bpm®N4/008513

or linear or branched CrC al kyl, Wrepresents a single

chem cal bond between the twpgings, a Chfe, , S group

or a NR14 radical, wherein R14 is hydrogen or a linear

,Qh1d1§g§r82%$§glzal kyl, , 1, 2, 3 or 4 and mis 1 or 2,

pre , and R1I-R n 99 and n are defined as

aboveFurt hernore sul fonam de derivatives of general

formula fIb) are preferred, wherein nis O, , 2, 3 or -
wherginRet andl R 1 iflenticad or differente epela represent ydregen andinear or

€ are defined as above. Those nost
tgrég#@?redacgegadp lUnds of general fornula (Ib) are

5 selected fromthe group consisting of [1]
\N-II 1- (2-di met hyl am noet hyl ) - 1H-i ndol e- 7-yl| ] - napht al ene
Nreppsesie aisiigle chpmical bond between the two Tings, a CHz, O, S group

12-di:npt hyl am noet hyl ) - 1H-i ndol e- 7-yl ] - 5-chl oro-3
d-\l-a{met ylr%%g@b[ b] t hi ophene- 2- sul f onam de, [ 3]
N-[ 1- (2- di et hyl ami noet hyl ) - 1H i ndol e-7-yl ] - 4-

"ﬁﬁ%%}/rlt gﬂéﬁﬁ%ﬁ@éé{ﬁ?ﬁ@éﬁ%ﬁ?%ﬁﬁh@% Cs=Ga 9lkyl. 6- chl or oi m

10 i dazo[ 2, - Db]thiazol e-5-sul fonam de

and
mis0, 1,2, 3or4.
15 and R'-R® and n are defined as above.

Furthermore, sulfonamide derivatives of general formula (Ib) are preferred,
wherein A 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

20  or 3 substituents selected from the group consisting of chiorine, methyl and
phenyl and/or which may be bonded via a C4-; alkylene group,

or a radical chosen from the group consisting of



and their corresponding salts and sol vates.

Sul fonam de derivatives of general fornmula (lIc) are
w@e@betved, wherein RL represents a -NR RO r adPCHEPN4/608513

saturated or unsaturated, optionally at |east

nmono- substituted 5- or 6-nmenbgyed cycloaliphatic

radi cal which may optionally contain at | east one

het eroatom as a ring nmenber and/or which may be

condensed with a saturated or ,unsaturated, optionally

at | east nono- st IEE—0No 1CrEdH T
cycl oali phatic System y optional
contain at Ie_éﬁ ‘ ¢ heteroat aring rrerrbe

wher eby the ringd f the ring temare 5- or

radi cal or a radical cHy fromthe group consisting
of A R1I0O N RIO and N' V \
the dotted line is an d onal chem (oF: and RL0

I's hydrogen, a linear or~®f anched CrC Nadi cal or
a benzyl radical, prefer IyCHy%"logen 0

radical and R -R9, A a re defined as ab

Sul f onam de derivative eneral formula (I

al so preferred, wherei 7 R3, R4, R5 and RG6, Y

identical or different, each represent hydr ogen,
| inear or branched, optionally at |east
nono-substituted C -C al kyl radical, a Iinear or

/
— (CH)m—— | \I
AN Z

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-Cgs alkyl, linear or branched C4-Cg alkoxy, linear or
branched C4-Ce 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 CHz, O, S group

or a NR" radical,
wherein R" is hydrogen or a linear or branched C4-Cs alkyl,
mis0,1,2,3o0or4and

m1 is 1 or 2, preferably 2, and R'-R® and n are defined as above.
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branched, optionally at |east nono-substituted al kenyl

radical or a linear or branched, optionally at |east
worRwsspst i t ut ed al kynyl radi cal, nore preferedi/EPRE4/008513

R3, R4, R5 and R6, identical or different, each

represent hydrogen or a |lineas-or branched, optionally

at | east nono-substituted, alkyl radical, even nore

r : . resent
RAhEReulfonatite davdfielsh dshefl il AR AL spgioec.
Whéfeimans 0g1 0213 vadi pefeblyoeriet ar 2f eiorelprefdrablyaie 2 and R’
al sp preferred, wherein R7 represents hydrogen, a

iReand fyangdgitse s aPRV%nal |y ‘at | east
nono-substituted C -C alkyl radical, a linear or
branched, optionally at |east nono-substituted C- C
al kerijtioseamibsbprederred compaunds ob genetat formapa i) akd gelicted
# eas{é nono- subst j t utgd C -C al kynyl radical, nore
Frofiae SRpuP eNSigiR&eknt s hydrogen or a |inear or
branched, optionally at |east nono-substituted al kyl
radi cal, even nore preferably R7 represents hydrogen
B a N[1-QdikgthyandinoethydrtHmdolBe-yIRBapRialere-drslilfonamide,
are defined as above. Furthernore, sulfonam de
derivatives of general fornmula (Ic) are al so

[y ef e[ eg2-dihettsldmin® etiyl)- fH.indslenyigalcbrodsf f erent,
each represent hydrogen,” ‘a |inear of branched,

opt i dﬁg&yibeaﬂO[taémpthwﬁ@mammeed al kyl radical, a
linear or branched, optionally at |east

nmono- substituted al kenyl radical or a linear or

[e1 anN-@'ﬂ-(2-@lﬂhémyldrhMo@thw)eﬂﬂ-ﬁndmeﬂ:yl#hst ituted C -C
al kynyl radical, or R8 and R9, together with the
br i dfhegvibenzggesuiianamideanda sat urated or

[4]  N-[1-(2-dimethylaminoethyl)-1H-indole-7-yl]-6-chloroimidazo[2,1-
blthiazole-5-sulfonamide

and their corresponding salts and solvates.

Sulfonamide derivatives of general formula (Ic) are preferred, wherein R’
represents a -NR®R® radical or a saturated or unsaturated, optionally at least
mono-substituted 5- or 6-membered cycloaliphatic radical which may optionally
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
mono- or bicyclic cycloaliphatic ring system, which may optionally contain at
least one heteroatom as a ring member, whereby the rings of the ring system
are 5- or 6-membered,

more preferably R’ represents an -NR®R® radical or a radical chosen from the
group consisting of
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unsaturated, optionally at |east nono-substituted 5-
or 6-nenbered heterocyclic ring, which may contain at

wo e@sn1me additi onal heteroatom as a ring nmenPEr/EP2004/008513

and/ or which may be condensed with a saturated or
unsaturated, optionally at |east nono-substituted
nmono- or bicyclic cycloaliphatic ring system which
may optionally contain at | east one heteroatomas a
ring nenber, whereby the rings of the ring systemare

5- 6- or 7-f ered and R - R7, and n are defined as
above. Par 'cuhﬁf$@ p[efeszg;sg t he yse of
sul f onani de derivatives of gend¥ral formula (lc),
wherein R8 and R9, identical orR¥fifferent, each
represent hydrogen or a linear or branched al kyl
radical, or R and RO together with the bridging
nitrogen atomfqrma radical chosen fromthe group
consi sting of- - - N and -1N wherein RL1, /f
present, s hydrogeny, | i ne@®d or br and C
- C al kyl or a benzyl /radical, preferably R10
hydrogen, or a Cl-C2 alkyl r&Yfical, and Rl- R7, A and
n are defined as above. Furthernore, sulfonam de
derivatives of general formula (lc) are preferred,
wherein A represents an optionally at | east

ORI, P Rkl il MR8 16 7 AEnaEcAIER! bind IR ™ s
whdregerty liheabonsieachied GirCoalkiomdiday ont Beraglt radical, preferably

eiogeno e Sube I FRRIcaC o) Bty sip defied as above.

Sulfonamide derivatives of general formula (Ic) are also preferred, wherein R?,

R3, 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,.Cg alkynyl radical,

more preferably R%, R3, R*, R® and R®, identical or different, each represent
hydrogen or a linear or branched, optionally at least mono-substituted,
C1.Cs alkyl radical,

even more preferably R, R®, R*, R® and R® each represent hydrogen and R',

R’-R°, A and n are defined as above.

Sulfonamide derivatives of general formula (Ic) are also preferred, wherein R’
represents hydrogen, a linear or branched, optionally at least mono-substituted
C4-Cg alkyl radical, a linear or branched, optionally at least mono-substituted C2-
Cs alkenyl radical or a linear or branched, optionally at least mono-substituted

C>-Cs alkynyl radical,
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or an optionally at |east nono-substituted C C
al kynyl ene group and/or wherein the ring(s) may

weonwsaiy7at | east one heteroatom as a ring nmenPEr/EP2004/008513

preferably A represents an optionally at |east
nono- substituted nono- or polycyclic aromatic ring
system wherein the ring(s) is/are 5- or 6-nenbered
and wherein ope or nore of the rings contain at

e hferably Breiesanisluraset Abadnenr SpmEhatoppionall at
|%8§§@§h3@ﬁ%t@§% al Raf gin X Y Z

m'ore a ot each represent a
radi cal selected fromthe group consi sting of

h
S e ettt B e el ST R LSy Bgjcal and R'-
hﬁ gsangorA Qﬁ@nfd?s%ghéalawbg, ved trifluoronet hyl

dal ; a cyano radi cal a - NR R13 radical,
vvhere| n R12 and R13, identical or different, each

Fafheatne, SfartaRe danahies obbrmP ALtk ipEad g¥ prdferres,
ﬂhg%n e anoGR@rléé'ﬁtlc% o1”°ldi‘|‘l’e"réi€i¥I @ébh %@@é@hﬂh)@k&geﬁ a linear or

rogen or a linear or branched 2,
Branchedaouthnally at least znomgqﬂ@tﬁguegi G- Cam@jkﬁfad@ﬁh anlmear or

eflned a veF a
Aichae; Qatoi FE R MorRF MiP e LRy ragical or a inear
BhBffiched, 6BIIrRHgH: St nagHid-sulbdtltyteat Cl-Casalkynyl radical,
nono- subst it ut ed nonoor pol ycyclic aromatic ring

system wherein the ring(s) is/are 5- or 6-nmenbered,
ﬁgl ch may be bonded via an optionally at | east
no- substi t ut ed

R® and R?®, together with the 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 system, which may
optionally contain at least one heteroatom as a ring member, whereby the rings
of the ring system are 5- 6- or 7-membered and R'-R’, A and n are defined as

above.

Particularly preferred is the use of sulfonamide derivatives of general
formula (ic), wherein R® and R®, identical or different, each represent hydrogen
or a linear or branched C4-C4g alkyl radical,

or

R® and R® together with the bridging nitrogen atom form a radical chosen from

the group consisting of
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al kyl ene group, an optionally at |east
nmono- substituted C al kenyl ene group or an optionally

W@eooses®r9 nono- substituted C C al kynyl ene gr oupCT/BPZIO4©008513

wherein the ring(s) may contain at | east one
heteroatomas a ring nenber, jgpre preferably A
represents an optionally at |east nono-substituted
nono- or polycyclic aromatic ring system wherein the
ring(s) is/are 5- or 6-nenbered and wherein one or
nore of the rings contain at |east one heteroatom or
a radical chosen fromth€ ghoup consisting of /-~ \CH
CH-Nwher NmRX, Y, Z, indepenfently from one-lnot her,

each resent a 'radical ected fromthe gr
consi sting of hydrogen, fluorine, chlorine, brom ne,
i near or branched d-C alkyl, linear or branched CC
al koxy, linear or branched C -C alkylthio, a

trifluoronethyl radical,
R13 radical, wherein R12
diff , each represen

a cyano radical and a -
, 1dentical or
ogen o[ L inearNnor N

b hed] C - C al kyl , WT ts a sTYl e cheNi_caf
bond ween the'two ringss—a CH2, S group or a N 14
radi cal, wherein "14is hydrogen or a |inear or
branched C -C alkyl, and is 0, , 2, 3 or 4. and R -R9

@ﬂ@réln e iflpfddentl rapradeprehydrogbhes TREST osiahensediGleCs alkyl
erivatives of general fornula (lc) are preferred,_ 1
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+—Ce
alkylene group, an optionally at least mono-substituted C,_Ce alkenylene group
or an optionally at least mono-substituted C,_Cs alkynylene group and/or
wherein the ring(s) may contain at least one heteroatom as a ring merriber,

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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WO phodardf®, 1- b] t hi azol yl

wherein A a heteroaryl radical selected fromthe group
consi sting of benzo[ b]thi ophenyl and

2 or 3 substituents selected fromthe group consisting
of chlorine, nethyl and phenyiy and/or which may be
bonded via a al kyl ene group, or a radical chosen from
the group consisting of CHECH CH CH - (CH )wherein
X, Y, Z, independently from ong another, each
represent a radical seteited fhom t heCHFGIP consi
of hydrogen, flgormy s i ne, s
branched d- C ¥ linear or ¥yapethed C -C al kt
linear or branciRed”CrC al kylthi’oy a trifl uoronethy
radical, a cyand radical and a - NR R13 radical,
wherein R12 and R13 id (cal or different, each
represent hydrogen or Ig or bra -C alkyl, W

represents a single ch bond bet g two
rings, a CH2, , S group o¥ & NR14_radﬂ erein Rl14
is hydrogen or a linear gt b Hnehed C - , 1
2, 3 or 4 and mis 1 or preferably 2, ) and
n are defined as above. hernmore sul f onam dg—~ X

derivatives of general foffrula (Ic) are preferr¥ed,
wherein nis 0, , 2, 3 or 4; preferably nis 1 or 2;
nore preferably nis 2 and RL to RO and A are defined

as above.
/x
o N
—CHm— || T
AN Z

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 C1-Cg alkoxy, linear or
branched C4-Cs 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-Cg alkyl,

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

or a NR™ radical,
wherein R' is hydrogen or a linear or branched C4-Cg alkyl,
mis 0, 1,2, 3or4 and

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

whi ch nay be substit uP@HER2004008513
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Anot her aspect of the present invention are conpounds
of general formula (lc), (CH ) -RL (Ic),wherein RL is

W@2005MB9RY radical, R2, R3 R4, R5 and R6 each PEPER®E4#008513

hydr ogen, R7 represents hydrogen, R8 and R9, identical
or different, each represent qethyl, ethyl, n-propyl
or isopropyl, nore preferably net hyI or R8 and R9
together with the bridging nitrogen atomforma 5- or

oy oFRTEGSE. SRRArE R A esS: Gl fRrtis GeT bR
Qlef&féé r\ﬂ?ﬁ‘érlé#n A%@En‘éﬂen&e&ﬁ Eﬁ@nélfﬁéﬁ IER& bAgBUbstituted mono-

consi sting o ., benzo[ b] t hi ophenyl and
onpalyeyilie, aremptlmrm\gcﬂy,stemhwbarauaWQ)gng(@ s/ aedeer ngmembered

BhRiyay DRBOrHEENF Braptphaiy ot s B ifhigga it c
QRQ%@ gfbap %@bbﬁér@éﬂ% AANe4st, m@rﬁ@-snbsmu%d thCQQﬂdehyleln@ group

formof one of Its stereoi soners, Erefera
enanoptiopally airleastrnore-sohsiitsted s a@&wavl@n@rgrpHp;f@mqlfPr

a..Im, x t
Bhefur it Jhdiedimfhenf@fat iiudind bR B6Ras ATfidmember.
ratio, or a salt thereof, preferably a corr espondi ng,
physi ol ogi cal |l y acceptable sal t
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
X (CH)— CH—CH
Y<®/ Y Y
z 2

» 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-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"3, identical or different, each represent hydrogen or linear or
branched C4-Cs alkyl,



10

15

20

thereof, or a correspondi ng sol vate thereof. The nost
preferred conpounds general fornmula (lc) are sel ected

WO p@s1013929 gr oup consi sting of [1] PCT/EP2004/008513

N-[ 1- (2-di net hyl am noet hyl ) - 1H-i ndol e- 7-yl ] - napht al ene
-1-sul fonam de, [2] -32-
N-[1(2 di met hyl am noet hyl ) - 1H-|ndole7yl] 5-chloro-3

ﬁ’tr%é'ﬁg %é%% thleﬁ'g‘é?e'%ﬂ%“i fongﬁsq‘m{rplﬁa CHz, O, S group

mm%eadi@apsul f onami de and [ 4]
N-[1-(2-di methyl am noet hyl ) - 1H i ndol e-7-yl ] - 6-chl oroi m
i dazo[ 2, 1- b]thi azol e-5-sul fonani de [ 5]

S

N-(l-(2 (pyrrol idin-1-yl)ethyl)-1H i ndol - 7-yl ) napht hal
ene- 1- sul fonam de, [7]

F1¢h| oro-N-(1-(2-(pyrroldin-1-yl)ethyl)-1Hindol -7-yl)
I m dazo[ 2, 1- b]thiazol e-5-sul fonam de and [ 8]
2-(naphth-1-yl)-N(1-(2-(pyrrolidin-1-yl)ethyl)-1H i nd
mlis D, 1yR) 8ondnsul f onam de and their correspondi ng
salts and sol vates. The present invention |ikew se
refers to the salts, preferably the physiologically

S BOIREd &y ﬁ@r%)geﬁﬁe§g§aq)%qgounds of general formula

(la) and/or (I and/or of general fornula (lc),
preferably the addition salts of mneral acids, nore

bl d I
Bl Ehiel s flarbbtag Aok ‘?";ﬁ?@r%ﬂeé%%rmH%%‘?)ca@&refe"ed
whéerdiMA $ Rbletosryl RIdIcH) iseledtédFonTieeyB B @haktivg of
citric acid, maleic acid acid, fumaric acid, tartaric

benzelkithioplenyl asdiimidazef2 1-hithiaaniylevhichinoay ke substituted by 1, 2

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

phenyl and/or which may be bonded via a C4-; alkylene group,

or a radical chosen from the group consisting of

X —_ X
X (CH ) CH—CH—
Y‘Eij/ Y Y
z z

» w

Y

\/
—(CHoh—— | Ty
NN
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aci d, net hanesul phoni c acid, canphorsul phoni c aci d,
etc. BeloW the expression sul fonam de derivatives of

w@emensdd7f ormula (1), to one or nore conpoundsPOI/EP2004/008513

general fornula (la) and/or to one or nore compounds

of general formula (1b) and/of5to one or nore

conpounds of general fornula (?1 respectively, and
optionally in form of one of thel [ stereoi SOmer s,
preferably enantioners or diastereoners, their

RBRIRYE Y, 2 et (BTN B, il RASEod R Rldca
gélastedrfeameths group aonysnahlng nbhydn)gen, fuorines ghiorineebesnine,

L e e T

HRIchEd @Sess gmﬁlot B%ﬂﬂfcﬁéﬁ%‘thyl GBI, @rbyéﬁﬁsf‘aélc%ﬂ ahd a -

process paring the newderi vatives of general
NR'TRI® a‘adlc)al vvher ein R-R9, n and A have the
previously indicated neani ng, according to which at
| east one conpound of general fornula (I11), (H)

wher&h 'R'A ahaR Chrieptiexl grufiffere At ddchregredzan hpdrogandriinear or
s an acceptabl e | eaving group, preferably an hal ogen

hransheddse pBl#Ubr ably chlorine; reacts with at |east
one substituted 7-am noindole of general fornula
(1r1)(Ch- 1 RS (111) wherein R-R7 and n have the

W eapresshty d sidgkatiesmicebbempbbetweamibedivot iregs, asOHg,aD) 8 group
protected derivatives, and, if necessary, the

Ql’ét'\ﬂﬂ irpdicghoups are rermved in order to obtain the
correspondi ng sul fonam de derivative of gener al

wherein R' is hydrogen or a linear or branched C4-Cs alkyl,

mis 0,1, 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 (Ic) 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.

Another aspect of the present invention are compounds of general formula (lc),

% P -
S Ve 7
7~ \N
A /(CHz).,-R1
R6 N
/ R2

R5

R4 R3

(lc),
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formula (1), which may be purified and/or isolated via
conventional nethods known in the prior art. The

WO ewsnim bet ween the conpounds of general f orpai/BEPZ0D4/)08513

and (111) is usually carried out in the presence of an
organi c reaction nedium prefgrably in the presence of
di al kyl ether, nore preferably diethyl ether or a
cyclic ether, nore preferably tetrahydrofuran or
di oxane, an hal ogenat ed organi ¢ hydrocarbon, nore
@F E%gably nmet hyl ene chloride or chloroform an
cohol, nore preferably nethanol or ethanol, a
di pol ar aprotic solvent, nore preferably acetonitrile
ridi dlne hylfornan1de or any other suitable
&é gﬁ¢ﬁ%d?9ﬁ? 'Natural |y, mxtures of at |east two
of the cl asses of the nentioned conpounds or at | east
two conpounds of one class may al so be used. The
RéaRY, iR R°sangt Bf eaalbrepreaent fevtirogen,i n the presence of
a SU|tabIe base, for exanple, an inorganic base, nore
preferably al kaline nmetal hydroxides and al kal i ne
Rép@éregg,ﬁtgq-%ﬁ-@@en or in the presence of an organic
base, nore preferably triethylam ne,
N- et hyl di i sopropyl am ne or pyridine. The nost suitable

REABLA? 1 GTRE] & AFEreri R {oriPhohy roel ) pppopyt oriso-

EW |m@rdpr@aem5|yphgfrqﬁ] ably from5 mnutes to 24
ours. The resulting sul fonam de derivative of general
formula (I) may be purified and/or isol ated according
é conventional methods known in the prior art.
referably, the sulfonam de derivatives of general
forrrula (1) may be isolated by evaporating the
%%Eil osptogecher with %deltr)] gvl\ﬁgt; (reurtro%ré% atl)In O & Boof 6-membered

heterocyclic ring, more preferably form a pyrrolidine or piperidine ring,

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 and phenyl and/or which may be bonded via a C4-; alkylene

group,
and
nis2;

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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adjusting the pH so that a solid which may be i sol ated
by filtration is obtained; or the sul fonam de

waletoswadorves may be extracted with a water i mPGUEP1084/008513

solvent, preferably chloroform and be purified by
chromat ography or recrystalligftion in a suitable
sol vent. The conpounds of general formula (1l) are

ST RE o B s St Bl 08 B 6 v e oo

canisistirgyafl € by nethods simlar to those described in
the literature [E.E. G lbert, Synthesis, 1969, , 3].
The conpounds of general fornmula (I11) may al so be

B N S5y eSO A BB A onamice,
descri bed in: [Abou Ghar bi a, Magid; Patel, Usha;

kol | Jose Freed, Meijer. European Jour nal of

i A2 elRRSiarpinosdis) THandalp:T-ghaechiororhe

r espepkin b %ﬁ@ﬁ%ru' Eéﬁﬁk?e are incorporated by
éﬁb g?‘grm part of ﬁ

ref erenc e di scél osure. Anot her
aspect of the present i nvention consists in a process

9ot e arinceR e RiCleg Vi Fo. n and A

have g W&&éﬁg@ﬁ@ﬁéﬂﬁg@@d meaning and R7 is an
Iy

al kyl preferab a linear or branched,
optlonally at | east nono-substituted C C aIkyI

di gl Lkyl ation of a sulf |vat of
T e 2P Mg &1 Bt SR Vi Higrolidaralza -
have flirtaeb-QWRNBMiAdi cat ed neani ng, and R7 is a
hydrogen atom w th an al kyl hal ogeni de or di al kyl

sul fate. The al kylation reaction is carried out
ef [ S fi: ' e, has e
5 5 2l STl REGZEARG B B RDD IR0
hydr dereefb]ihisphen-2-sulfonamide,
[6] N-(1-(2-(pyrrolidin-1-yl)ethyl)-1H-indol-7-yl)naphthalene-1-sulfonamide,

[7]  6-chloro-N-(1-(2-(pyrroldin-1-yl)ethyl)-1H-indol-7-yl)imidazo[2,1-
blthiazole-5-sulfonamide and

[8] 2-(naphth-1-yl)-N-(1-(2-(pyrrolidin-1-yl)ethyl)-1H-indol-7-

yl)ethansulfonamide

and their corresponding salts and solvates.
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al kal i ne netal carbonates, netal hydrides, netal
al koxi des, even norepreferably sodi um net hoxi de or

WEassionm t er t - but oxi de, organonetal | i ¢ conpoRCTBP2004/008513

even nore preferably butyllithium or

tert-butyllithium in the prgﬁgnce of an organic

reaction nmedium nore preferably dial kyl ether, even
eferabl et her

b o Bl i S Sy 2"
mﬁaﬁgrcg% er a eﬂtsfoQﬁ@ b@ﬁldbdﬂ@bl&@@ne?dl f@nﬁiﬂﬁ?la) and/or

nmet hanol or ethanol”, a dipol ar
@lpy axnd/or sbgemraj foasnmla tho), prefessldy s gadé&l@n @aits of mineral acids,

d h
bl preferahbuPLATCREbIoPE AR, st BEY Pladio. idsBRgfc acia
Qliphtic atrSARGc atid! BRd mkawaﬂo@m@a@% rﬂbreaﬁréfél%bly of citric
t wo corrpounds of one class may also be used e nost

acid: aisleic a@aham@nfummeacad Uedarie acigeor thein dprivatives, e

PRI EARE RSk bR R o B PuTe BB, etc

Preferably, the resulting sulfonam de derivative of
general fornula ( may be isolated by filtratian,

conceBelox, ithe, em@s)annt%fp@amﬁ%derlé@q@op @%@Jrfermula (), to

?ﬁa gndg%ltl ﬁ‘@#‘dﬁ ng%%%e [ Sé?‘ulta?gi)%ﬁ}%ﬁ&fel on i s

@dnhpound% of)gerﬂéml fmmiutnglb) ded/deto vae |ovmomaqpnhxmunds of general

X ed wth a water t ef b)

iRl reSRardvel. BOf oPPBaBY ndRrrAL cag ST R sfereoisbmers,

% ﬁﬁérﬁ &4 drrﬂlﬁstéfédrﬁéﬂseth%q’ﬂ P4RBHatd N6t i %rtrﬁ’ of a mixture
re maceutl cal Iy acceptable salts of

obanq:ieasnmvootbf tgeme:taboi’somms,apr@ferablymnarélom@p@Ir@jdasjgreomers
means of. co vention

BranicrBang B Bk 2o TR P el a eOaepaoRijig phdSilogically

acceptable salt thereof, or a corresponding solvate thereof.

Another aspect of the present invention consists of a process for
preparing the new derivatives of general formula (1), wherein R™-R% nand A
have the previously indicated meaning, according to which at least one

compound of general formula (ll),

O\\//O
VN

()

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

at least one substituted 7-aminoindole of general formula (lll)
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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 arCTIBP2004/008513

nore preferably by reaction with citric acid, maleic
acid, fumaric acid acid, tarzgyj c acid, or their
derivatives, p-toluenesul phonic acid, nethanesul phonic
aci d, canphorsul phonic acid, etc., in a suitable

sol vent, preferably nethanol, ethanol, diethyl ether,
ethyl acetate, acetonitril eRir acetone, and obt ai ni ng
the resulting salts by usihg t hqcugwal techni ques for
the precipitation or gglys .Iliﬁétion of

t hecorrespondi ng salts. pr eerred physi ol ogically
acceptable salts of the @ 2derivatives of
general fornmula (1) &€ tWe addition salts of mnera
acids, nore preferably of Ihydroghloric acid,

hydr obrom c aci d, phosphoﬁﬁc acid, sulphuric acid acid
or nitric acid, and the addition salts of organic
acids, nore preferably citri@“ cid, maleic acid,
fumaric acid, tartaric acid, ‘of their derivatives,
whetaive RsR1 ahd ni lavacthd previbbsiy dsditatednneaaiagdor one of their

R RS oS omaEe A B
!‘érrﬁé\?éq?% brdirdh %})ﬁﬁn (jc)l?é 8?#63&(%&9@ @mf&ﬁ’%rﬁﬁfé JSivarios olgeneral

general fornula the corfesponding
fonysizo(1p gvtelh Inyayake pptified andir isolatedyvid copyegionalimethods
grt]et hods_known in the prior art. During sone of the

VIR the Ry @ hces described in the preparation of
the suitable reagents used, it may be necessary and/ or

desirable to protect sensitive or reactive groups in )
sone The rerction ketwees the eamprrngs whgeperal formua (bLand (1) is

via.the . CONv i.ona | 1 . .
S o8 B uCORUERHRIAL: 4 BHEFI 1EndpfyRcim,proferably in
{,\r/bi%r Cﬁb@éh&é/ of aialkyb&tHer, Roea prafefabdyntistiiyl etiest.orda Eydit ether,
more p(reéferably 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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Pl enum Press, 1973; T.W Geene & P.GM Wits,
Protective Groups in Oganic Chemstry, John Wley &

wW®0vs/0138991] . The protective groups may be renp@EEP1004/008513

the suitabl e subsequent stage by methods known in the
prior art. The respective |it3-ature descriptions are
i ncorporated by reference and form part of the

di SC' Fﬁulﬁnée&‘ﬂ[) Ha ngg@@rﬁﬁtl\%e{){* ¥3ﬁér\é??qrﬁ1ué§§$ R be

formu ormo
mrdle@omrxﬂaemlatad ateomling toec@ventioralsmethods known in the prior
di astereoners, said mxtures may be separated via
%rttandard processes known in the prior art, for exanple
chr omat ogr aphi ¢ net hods or crystallization with chiral
agent s. Anot her aspect of the present invention is a

medi dieferablys tips sslfm*gamrdel@slatlmof geiméra?fqrinula (1) may be

el ST eSodrEtinn The Fationdrofidh adigbnainar, i necessary,
ajesticpiple)pie BBNhALABH WnlcSF\' m&?%@n@ﬂ%@d by *ﬁfnt-egi%ﬁ‘%%b?amed;

of informof a mxture of east two :
¥itbe syifenamids dertyeatngy be sntractesraitoa water immiscible

éanysn (o) %g‘?%%ﬁ' ?}#@m@@ﬁ,%b% gp{lﬁ%(? bg%i]g?mé ﬂeﬁondl ng

reolystdlizationdn epsuitivid kylverie or nore pharmaceut | caI A
accept abl e adjuvants. This nedicanent is suitable for

5-HT receptor regulation, for the prophylaxis ?nd/or
treat 0
1 eattRbobotnd: SPER PR LAY il Rtapi, o
they mmyi e prepared acnonrdaayd o stendametrmqtsalinleh Wi tHYrart, for
for th ro | axi s and/or treatnent of obesi
S3AIAIF By TaAeHs i TariRbs se.dsotasbin the dfarmiiredE @eiber

d tt t
S SRR SN ORI 1 MRty S e
paepared aooe)milng o stﬁnc@admeihodseknmwalm thieaptiodart,dodexample by
n%t‘?\ 8&%% ar to th(t)geb Idgsc?n oc lnsfm)ou-&%arbla Magid; Patel, 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®,
R®% R®, n and A have the previously indicated meaning and R is an alkyl
radical, preferably a Iineér or branched, optionally at least mono-substituted Cs-
Cs alkyl radical by alkylation of a sulfonamide derivative of general formula M,
wherein R-R®, R, R®, n and A have the previously indicated meaning, and R’ is

a hydrogen atom, with an alkyl halogenide or 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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for cognitive enhancenent, for the prophylaxis and/or
treatnment of disorders of the central nervous system

WwW@eoos®e13979 pani ¢ di sorders, depression, preferabdTEP2004/008513

bi pol ar disorders, cognitive nenory disorders, senile
dementia processes, neurodeggﬂgrative di sorders,
preferably Al zheinmer's di sease, Parkinson's disease,

Bisterebpnsadiv gy PoPeRSPRITAIAT- DL kg amatallc
é@RgQuaéétee\%Hr ﬁ’\%réJI Féf?fag)l%b@tyﬁl%gﬁ\t Fﬁ_ﬁ’ e b G RAHIGR! in ed

I S'of serotonin
pRssipcerof iam drgaam:sreantlbmmednuranmmda preferasily dighky) ether, even

?n'?»gmgaﬁréfgéa"ﬁry%a% [ BT 10f 2 eHel PRk O P Ry
#e?f"a?iyld%}?rérg‘g%lo%aﬁé b{/{?’fﬁ)@ﬁi% %%h\fﬁér*eV;ﬁeféraBFyftarL@ne an

opt I ona formof one of its
sioehehievenansre pneéeﬁrabb/bhgzthamhar ethanel, & dipolar aprotlc solvent,
di ast ereone

gyeggnqrggp%qr%l‘y&cq%q Cﬁ@%&fyggﬁﬁr@oéygg gr?etm(lf’c{rer éﬁrpét 8f &ny other
%Uﬁéﬁlé?%&tﬁ)rphe@h@ﬁt ﬁéﬁ@ﬁﬂ%{ $n|x!dr1e§6f/aﬂlleé8ﬂ@vd af the, cl@erses of
a correspondi ng physi ol ag?@ ally acceptable salt or

the mestioned cgmpsiunds©r 4IRS VO GARINGHNGSOT NeRiRss may also be
%har maceut i cal ® accept abl e adj uvants. Thi s nmedi canent

gw tabl e for 5-HT receptor regulation, for the
prophyl axi s and/or treatnment of a disorder or disease

related to food intake, preferably f t ti -
of appéeimest $Lutabiq1eea¢apﬁﬁ%rﬁaﬁ@équ%%F‘8§ @%5%%t'h%%<>lllng

g?@égh&&(é o thgc}géict‘t(ﬁ H%tdrurfl Oind fife RI2RRON 'tﬁ%@ssa@%fé"rably from

obesi nmM a, anorexia, cachexia or
tytee24 howisabet es (non i nsulin dependent diabetes
mel litus), preferably type Il diabetes caused by
obesity, for the prophylaxis and/or treatnment of

gaSt r ‘F‘r@fe‘?éﬁlk,eﬂie fesaftihgduiBhaflide denvitreadt rie%l'fbﬁhbl@ (1)
for cognitive enhancenent, tor the

pnaso byhsnda’&damdﬁlu'atlom eamneentrating thesBitrate under reduced pressure,

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 in 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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the central nervous system anxiety, panic disorders,
depression, preferably bipolar disorders, cognitive

woreewsny3odd sorders, senile denmentia processes, PCT/EP2004/008513

neur odegenerati ve disorders, preferably Al zheiner's

di sease, Parkinson's disease ydduntington's disease

and/or Multiple Sclerosis, schizophrenia, psychosis or
infantile hyperkl nesi a (ADHD attention deficit /
s9FesRANdING B9ltsi sorder), and other disorders nediated

by the 5-HT serotonin receptor in humans and/or in
animals, preferably in manmals, nore preferably in
Pu rranﬁhe moeferredi nWeicﬂogloaIIySad:e?Epﬁ@de satis of tpisalforamide

or. the pro i S or eat nt of a_di.sor . or
detwibesisdenbin o magdlare e 2offigharlis y Migerd peic, more

I t

BBy S o RBRE R, ot ORIEBI! BROSIRC A0 ARphuric
aoid/amid or aiicracid, and dive addijion salts of arganio aédeamore preferably

GRS evdomais HBGL fumBHE ABIE BarAIR edro! (R ERERNG £
RluehaRiidhonid QJE:Idt hfetRasedbifoni6 asirid camphossilpldiic atid, etc.

gastrointestinal tract disorders, preferably irri tabl e
bowel syndrorre in humans and/or in animals, preferably

in ma t
of 1 naNEsauvalrS e Pl bnidoloras C’?Eéfg#g% seivalss, more
F@fétatﬂyl Rydratsy, of the salfdrizpnidei dégivetives af germeraf fogmmdy d) or of
or mul I b tlonaII in form of one of
Bieeﬁ@r&amvéi)m physielegios a@ﬁ%ﬂ@blﬂﬁ'@ gray be Prepared by
' mate, or in form of t
R E@é‘?ﬁmﬂ%ﬁf'é@?st b 2ol somer . proferably
enantioners or diastereonmers, in any mxing ratio, or
o SRR P Sy 305 b oo
| S S %?‘ééifén’fs gg}m ARl @Hééa/és\waﬁa/o? d@#éﬁl@"t@rﬁrotect

rec tor regulation, for
sengitiyé ar reactive groups in some of the molecules used. ThlS may be carried

out via the use 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 stereoisomers, 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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and/ or treatnent of a disorder or disease related to
food intake, preferably for the regul ati on of

wappeniveg for the mai ntenance, increase or reRPCEPIN/008513

of body weight, for the prophylaxis and/ or treatnent

of obesity, bulima, anorexig;; cachexia or type II

di abetes (non insulin dependent diabetes nellitus),

preferably type Il diabetes, caused by obesity, for the

br opHRtPE adheatsi the BERSAB,INVENTIgAL AATFHIGeRIeRL FORPHE at
| [ . i N x d .

LB [RoL R SEIORLNS A0 RRE MO TS, bfonaly i

formadfromet ofdfs steramistamersy prefeshly enanliomersvoudiasigseemers, its

SRSt o0 Ok 8 T hirBiar AR B a8 g BB preferably
W%rsﬂfrﬁéﬁe%mé}%wrpwmﬁ%%tﬁ HaSEsrfSponding

pretferably eimer' s di sease, Parkinson's disease,
physiologicelly scchptablesadine’ @ conbsponsiing selvete sing, optionally one or

schi zpphr eni sychosi s, or .infantile hyperkinesia
WR@BBQQP?%‘?H%%&V é‘é?’?@?ﬁle/ acﬂw)%rﬁgm ivity disorder),
and ot her disorders nedi ated by the 5-HT serotonin
receptor in humans and/or in aninmals s)referabl y in

Feaisraedicamentissuiteblasrp-Hie Feeapier, regulationufardhe erephylaxis
B Pt _
768 iGN L GG Rler of Miget® BIREA10 RinfIe, Bheterably for

thexeguiatiopafiappetiteo farethe maieferessepincreasef @r@duytion of body
bi pol ar di sorders, cognitive nenory disorders, senile

WetebiTPa e Bopbylexis ardipoiegunentafiapesty. fyfligupsanorexia,
RAIGIEL 408 HRDERS Qof ASAR o BUbrapboReoAtss
pedfierabphtypeilbdiapetesitaisedduy obesityt fdréhéppeptiviaes aad/or
e el bt RS F5bloPeb e Sy fncrome,
R oG hRBE YenhBnB&RAS for the prophylaxis and/or treatment of disorders of
the central nervous system, anxiety, panic disorders, depression, preferably
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) and other disorders mediated by the 5-HTg 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-7-yl sulfonamide derivative of general formula (la), 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 or a corresponding solvate, and optionally one or

more pharmaceutically acceptable adjuvants.
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Anot her aspect of the present invention is a
medi canent conprising at | east one indol-7-yl

waiokomand de derivative of general fornula (I cPCT/EP2004/008513

optionally in formof one of its stereoisoners,
preferably enantionmers or diagjereoners, its racenate,
or in formof a mxture of at Teast two of its
st ereoi sonmers, prefer abI% enanti oners

HA

Tinigspedlieament is syitable, friSkiil g recanter r ?aél%fqréeﬁ Frephgaxis
8lf 891‘18@' Afya{ 81%8&%%%@ st reted 16 RIJERPRR] gr&erably for

S0 €, ronally one ornore pharmaceut |

mqeguwmba (ﬁtappeam $or tfﬁblmamrmhme micreaseson tedbicior of body

WelGit i obrogafiss, o el SRR a3t indar Baerevia.
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nmal nt ance I ncrease or ction of body wel dh
preferably nypepbhqhkabgtes causedrbyt mmhyefw tbé¢ pobhyillaxis and/or

W asgpenBe el REaBaRlers JEscreppURETE R Junarome.

idr c@bﬁ@l@é%?lh‘éﬂéé%np)fopﬂ’%rb hyl%lSlfs éﬁlﬂoﬂr@ﬂhﬁ’érﬂ@f glisorders of
P

/or treatment of gastrointestinal tract disorders,
tb\eectmrrtmb neniausi aystere, anxiely, panigrdiserders depiegsion.\seferably

T I R ST

RélNod egbRormoe ﬁ,lsdG@fsepﬁef@fany)Nz‘w bty dbe@@baParklnson s
di sorders, cognitjve menory disorders, senile denmentia

gns@a@@sld@ntmgégm sdkispaserand/oeMutine gélerosig, eghizepfironia,

[ S
(HERBSIFY e et P aoati sttt asbanis
gls?rrlm’;s,l lanﬂbtheﬁcﬁsﬁrdbﬁs ﬂmpuﬁatkd bytha SGHmrmmlamlacep‘cor in
eficit er act order) and ot her di sqrder
hdarags &id t’ﬂ)y blasialsy 5%? inma %omqmﬁ Pﬁ%ﬁhﬁ?@y in Aumans,
and/or in animals, preferably in mammals, nore

preferably in hunans.
more suitable 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 |l
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 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-7-yl sulfonamide derivative of general formula (Ib), optionally in
form of one of its stereocisomers, 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 or a corresponding solvate, and optionally one or

more pharmaceutically acceptable adjuvants.
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The nedi canent obtai ned according to the present
invention is particularly suitable for the

wa@ess1®ry ati on to manmal s, includi ng man. ThePCT/EP2004/008513

medi cament nmay preferably be administered to all age
groups, nanely, children, adojgscents and adults.

Anot her aspect of the present 1nvention is the use of
at | east one sul fonam de derivative of general formula
(1), optionally in formof one of its stereoisoners,

f i. ; i .
PRI AN RIERS % 1 LGB T B emBhR i
ah@/oe trleatmen’sof P disbederiurydisese ietated $o food intake, preferably for

&'?{af [aigeatanpedis aok e ABtg Eng. keSO IRRAGN of Body
tf%r tﬁé’grc{ ]WH@%F %Strﬁén?of’%sﬁ?”&ﬁﬂm%o Bnéreii,

pt or I on or the prophylaxis and/o
ca@mmor typle lhdmbgmsjmomnsulsrséwd@tainaiwe@ nrfailﬁdS)

DlRieBy SR belarfaused ol SRR It NS PR Santft

fr@étnﬁé}ﬁ SRR REshaARACPdisbiRRs fﬁi’@fer@ﬁlgﬂhﬂéblb&bowel syndrome,

buli ma, anorexia, cachexia or e |l abetes (non

fmmgnmvammﬁmemt afbéﬂ@spr@@hh/ia?(l%é)nd/ﬁf Heemtwftd;qsxders of

e B B SRE  aBRE R s PR peroy
Bipifrdisdrdets, ldogahive rh@mel'y digortarseserfilerdermegntia pmesses

enhancenent, for the roph | axi and/or t reat ment, of
aegmd@gegetﬁtlmrmswéﬁﬁ. &re ﬁ@% hgjraeesd l%ﬁ%aenﬁ’ﬁrkmsons

g%%'ag(ejdl‘-iﬁﬂ{l Bﬁs SIS LS A PBr yﬂé@u&l’s%i&r&ss@' B l%aphrema

I'sor ders i't1ve nmenory ders, seni enment
psycessicor mmn@ tigperkinesia @AEDIst attdntion dpfiet Ehyperactivity

Sl oo il o
Qﬁ?ﬁ'@h@%tﬁi/ inl dHiMBld, ey IH ReghRals RidPe préfefaBly fhumans,

ICcit yperact i vi ty I sorder) i1 n humans and/or in
ani mal s,

more suitable for cognitive enhancement, for the prophylaxis and/or treatment
of disorders of the central nervous system, anxiety, panic disorders, depression,
preferably 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) 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-7-yl sulfonamide derivative of general formula (lc), 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 or a corresponding solvate, and optionally one or
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preferably in mammals, nore preferably in humans.
Anot her aspect of the present invention is the use of

w@rooses®r9 one sul fonam de derivative of the preUl/BPX04/008513

general formula (la), optionally in formof one of its
stereoi soners, preferably engpiionmers or

di astereoners, its racemate, or in formof a mxture
of at least two of its oi s rrers pr ef er abl
%ﬁé@lphé%@%e%\caw%?%?t@gt?@éu Sany m xi ng rat%/o, or
a correspondi ng physiol ogically acceptable salt or a
correspondi ng solvate, for the manufacture of a

medi c'Elme mhedicam&nHE suitabhe for 5w recapbor, refgotatione for the

B bR o SR S BL R e
@fefé}%BﬁHoP ﬂ}e Féb’ulétﬂﬁ\ Biaéﬁﬁeﬁﬁ@rféﬁthé MalR8sEnd, increase or

educti’on y wei ght', for the prophylaxis and/ or
tedewtion of body mtt for the:prophylaxis andior featrmentaf ebesity,

bR, eSS A i oSSR et cabets

RRARIS)Y préf@fabM@/p@rlparableee@ Saued/ 19y obésiBt fatthe @‘rophwax.s

gastrointestinal tract disorders, ﬁeferalglrrlta

andler tregtiaemral gastioirdeginal inast dispederenrrieferablyrinitable bowel
%@'ﬁ?ﬁ{ a}%é‘rgp%g( v%rerﬁﬁa%%teﬁ?é?ﬁ 3 tfl gl%rpg@ |s°£|?jc§/B?treatment of

system anxi'ety, nrc SOT

disprdsrs iobthe Garitfa maiploussyEstear adxnety peanic disogleirs,idepression,
di sorders, senile denentia processes,

a@er@ﬁyg@ﬁ@lam% deiiss 5paRitive MprBeR dBeriers. Segilggementia

flcRE8sey, rletfddaaitranid dRBRfers HoiraBh N-AofieridiSoase,

Paflamsor’ £disgpse kiHuetingto (/AR asst amﬂor letdﬁé Scigrosis,

h ctivit order umans an

Bl pEyehas Pttt PP (RPL sitention deficit/

Hw@raét.v@rcﬁéﬁfd@w and thér@@sdiaéﬁéfrﬁéaié!&i BY trfe sqm:@é@fanm
o-HI 'receptor regulation, for the prophyl axis

aemeptm in heatansmndiér in @rnlmmmref@rawys@mmwame preferably

in humans.

The medicament obtained according to the present invention is
particularly suitable for the administration to mammals, including man. 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 or a corresponding solvate, 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
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to food intake, preferably for the regulation of
appetite, for the maintenance, increase or reduction

w@booboBp7aei ght, for the prophyl axi s and/ or trPReI/RRI004/008513

of obesity, bulinia, anorexia, cachexia or type ||

di abetes (non insulin depende di abetes nellitus),
preferably type Il diabetes calsed by obesity, for the
prophyl axi s and/or treatnent of gastrointestinal trac
appetitelcios thomelinteannge iineregn(os redv@ionsgiadyneight, for the

GRSV SRISL bt RSN L BB, et e

aRbete (nodrinslim dégondemp digberes pnellitus)o prefefab)yltypxml diabetes
stereoi soners, preferably enantjoners

aausadbyohesity, forthernepidexis 96}d/(Prr¢r$Qjmﬁr[§pf gastrqintgstinal tract
§ﬁga§§r§r§%§el§8®df’r&a k%&k@lrsgﬂb?&ﬂ@rﬁr cBQﬁftl%%Whléncement for

|as ereoner In ahy m Ing ratio

ﬂ]@@ﬂpﬁ?@&l@bmﬂopfmaimérmﬁaﬁmmemcazfdbemhtralsaeltvous system,
correspondi ng solvate, far t factu

ﬁﬁlﬁ'ieﬁfad?@ﬁtc digordess RS?%@@@@{Q@H Qipelap ﬁbsorders cognitive
Mdcﬂ gfeﬂﬂe erﬁfgdf% roeé%sl%sd hé%db%’geﬁbréilv@&%@rders

Intake era for hé reqgul atlon
pfefemmy Atzehmmers dlseasa; Hadm&m‘es dlsaase, antington’s disease

gé{f :MWPplngCB st,)§c geph{:ﬁ%a té]FS(SB g é% lriféhﬁlgjﬂgfe inesia

grePﬁ t%hﬁ@ﬁtd%ﬁm( 7‘ﬁ?pér%%ﬂhtyhlgéﬁféﬂﬂmrﬁurﬁaﬁ@thﬁbr in animals,

preferab type I'l di abetes caused by
ptm‘eramy irf mammeISprrmapr@fzr@olMuhumanSeat ment of
gastrointestinal tract disorders, preferably irritable
bowel - syndrome, for cognitive enhancemsnt for the

AR #5pcst 8NMleqrebéahv@ntiorols tHe sseds laxfst bhe sulfonamide
central nervous system anxi etly(ﬂasam ¢ disor
a

deprativ ohthemreviebagepers! ey opPRtignall yéra,gqrm pfene of its
TRIRG K o et8! S&Fetab R aHdrtiof s Bt iR R0RwTESits 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 or a corresponding solvate, 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 li
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, preferably 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) in humans and/or in animals,
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neur odegener ative disorders, preferably A zheiner's
di sease, Parkinson's disease, Huntington's di sease

w@naso13okul ti pl e Scl erosi s, schizophrenia, psyRPdDEPE0©008513

infantile hyperkinesia (ADHD, attention deficit /
hyperactivity disorder), and gther disorders nediated
by thle 5-HT fserotoni n receptor in humans and/or in
animals, preferably in manmals, nore preferably in
hmﬁ@rﬁblmmemaml? mere perfaratly, i 'é‘ﬂmaﬂg’emant fgr t he
prophyl axi s and/or treatnment of disorders of the
central nervous system anxiety, panic disorders,

depr epriferablylopities aldnufditpe offa disthicataest foc 6T faceptor
menory di sorders, senile ?enent

Qim;’géqarethgtprggh)daglg,ad@ Q tbﬁ;{f gg )ﬁs g@@ﬁ@pﬁglrsegse related
h f)@%ﬁ‘%@ F)F%f&%g};f Rrihe ?@gc‘iﬂa g6t ﬁ;ﬂ%tﬁ@ for HefRmRenance,

er osi s |zop reni a, psychosis or
inteade bﬁrdd}upﬂmrk iofi bedﬁv(elgblﬂljor dne praphytexieandfor treatment of

Y Dehe Bl S0 LS ShE bRl g U bendont
@Hé?éssmggrt@ﬂ pﬁé?ébéﬂwtyﬁemfaia%eté@éeﬁm@@eéﬁb@é&uw for the

unans aspect present invention is th
peaphylaxis ahdias treatroesioffgasiisintesiinalitiagt diserdgrst n'eeferably

ner formula (Ic), optionally in the form
Ef'te%’rll%BBW%F @Pmeem somers, preferably enantiomers or
di astereoners, its racemate, or in form of am'xture

of at |least two of its stereoisoners, prefera
enant Aoathes aspegt eldhemsesentdnventions the kg f ?S{Qa@t oge

OO ROy R LA B8P o Bty n o o
BRBWT AetstéRofonsersepicfambiyt efiantidvnefs aretiagtersomers, its

regul ation, f th h nd/
Rkl o6 eGSR St BoF B0 O AE e REPeisaBIgferably

e%nﬂ&%ekeg%l g’te‘??or?lgrsa?ﬂ? ‘éhgtfﬁxmb%tlé h&r ARbAESPA iRy

I'ncrease or
physiologically acceptable saltora correspondmg solvate, 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,
cachexia or type |l 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, preferably
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), 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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wei ght, for the prophylaxis and/or treatnent of
obesity, bulima, anorexia, cachexia or type I

waele@b®1®39 (non i nsulin dependent di abetes nel | PET/BP2004/008513

preferably type Il diabetes caused by obesity, for the
prophyl axi s and/ or treatnment.-g£ gastrointestinal tract
di sorders, preferably irritable bowel syndrone, for
cogni tive enhancenent, for the prophyl axis and/or
treatnment of disorders of the central nervous system

anxi gpreferpbly for doguitive eahadegments fotheprepieylakk and/or
i sorders, cognitive nmenory disorders, senile

fﬁéﬁg‘lrﬁafﬁg isordarsy th%éﬁﬂ@@'é@ﬁfﬁ%‘#%ﬁysﬁéﬁd|a§lé$rQi)érF$?\mC disorders,
£8&ih! ré?é BR) BiBbiat dfliotEase ﬁhbé 0 d*bér%%?‘se 'senile
HiToseian, proferzf BB v Fegrite i

I ngt o e and/ or
darhentip praoeisaes, pwnbdegenemtwmﬂmtdérs bseﬁ@falbllwA&halmer s

S50 S A Bl o
é&ﬁﬁiﬂ'ﬁémbnpgyﬁfﬁﬁﬁs é\ﬁﬁfé?ftllé urm 5 %W%H’)Iqbeéﬁehﬁoﬁ Hefflmt/

mamal s, nore preferably prepar at
hyp@ra@irwtywsmder)garmmhaad sorderalmed:atmhby thmﬁ-l—% sgzblonin

he fornmul ated nmedi cament be carr out
BeBlon I BB A SN GReE RO Rrr o enghls, more greferably
ifhaidres. based on the indices of "Pharmaceutics: The
Sci ence of Dosage Forns", Second Edition, Aulton, M
(ED. Churchill Livingstone, Edinburgh (2002));

;%gﬂ Féé’;?%?%r?é 8@%%51%9%5 @g% g%e&%ngg aQtQéé%t stn%cio}aﬁ)g@lmide
dmk/kaave of tiee piesiBusgdndraBmiula’ (ﬁ%ﬂ@bﬁorﬁﬂﬂ# IﬁQﬁ@ *Pérhﬁiéf one of its
Fourth Editi on Banker G S. and odes

signegisongnsk gre equy engtioraee qr req:mqrs' rtﬁéaqemg@tej orin
fﬁfhg k?g r"a%h(‘tﬂ% &a 'I%QNVB j)‘ﬂt? Eﬁ?r%?%%ersaﬁr%z%%g é)r‘e,nantlomers or
diste eetehets|, in aﬂ)QBﬁXmQ Tdirlm roe gpeartéspondingphysislegically

a%ggg a(pﬁ) g op }%{a&q‘)@é% 8&8&? ng‘?l S’so va{e{‘a {h%rrggf? ?orqcﬂg rr?arr(?ufacture
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 |l 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, preferably
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) 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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The pharmaceutical conpositions, as well as the
fornmul ated nedi canents prepared according to the

w@e@semn979 nventi on, may, in addition to at | eaBCT/BP®04/008513

sul fonam de derivative of general formula (1),
optionally in formof one of jds stereoisomers,
preferably enantioners or diastereoners, its racemate,
or in formof a mxture of at least two of its
stereoi somers, preferably enantioners or

di astﬂ‘g gPé;;fq?rianéH ofithe %F%) A dHbridfHd Sharthaceutieal &REGSI GRS as

physi ol'0 y accept e salt or a correspondi ng
wellwstaf the mmulatedahbdnammsamaydmwm@m aut a/iayconventlonal

b k
su sgﬁfOENn qu‘}ﬂqeeprgortgﬁlf r'ﬁ)?é'np rpag?ff tﬁ9 élidlc%%gfti ng
q:q%fkl ?fﬁtgeﬁﬁéé 1 Phd S&Féh@g o@%%faﬁemﬁ@" @écﬂﬂﬂ Bditiéa, Aliton, M.E.

persons In the art a knows, the choice of
(EFR. @bwdhnuuynr@sbmeammgh (20R2)krEneydloprdiaeffPharmaceutical

JSREno8), Shoahd . SHRBLELL AR AL G (€8s, oo

DREKESTHSE N YdrmZ@GE%SﬂModé}fnabhamhcﬁT Fbupth(E;dltlon Banker
Medi canents suitable for oral administration are

&Sn@mcéthst& 3" (2dm) Vioreeleiier. |BarNENEXoTs (062), and “The
SHebbialid pRREET Indi RS PRl et L g i, ond

K@nWS(EIdGQ béa SUFPkbiges Philadsiphid {19886). The pmpzaodme lltﬁ'rature

sui tabl e |iquids. Medi carrent? suitable for

deperintionsrare irearaeratod 284 rfeiense iddd %Fﬁwaﬁf @“;‘5 @P?‘OBB'@

chosen fromthe group consisting of solutions,

suspensi ons, quickly reconstitutable dry preparations

and althe mmmseumuwmmtmmuas atdllead ihe formulated

per cut aneous use t he sul fonamn de co

Brejcarapae RrPARLAGaTyaing 13 tag Bfesait INRARGs megn D 2tiion to at
t LesFl I

8%%2?2? éuﬁgggﬁéd BEAvARISY iaRralgbaAga (TEepiematytia 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 or a corresponding solvate, 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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the prior art. Suitable sustained release forns, as
well as the materials and nethods for the preparation

W(bimsmnﬁw ar e known in the art, for exanple frPCT/EP®04/008513

i ndi ces of "Mbdified- Rel ease Dr ug Delivery

Technol ogy", Rathbone, JJI, Hagdgraft, J. and Roberts,
MS. (Eds.), Marcel Dekker, Inc., New York (2002);
"Handbook of Phar maceuti cal Controll ed Rel ease

Technol ogy", Wse, D.L. (Ed.), Marcel Dekker, Inc. New

York (¢ Qg)nentlsf@ﬁftélﬂé 'f@lgpﬁeHﬁarQ? ltc'%’c‘)f i8&0or: leé’lbtorE agffihitration

Concepts, Bruc ress, oca
Ray grefetsidg be Mebjromltlaei group cemsistingstf salukignssisuspensions,

"Oral Dr Del | E f Co l1ed Dr
PRy aro A prep ol Bp8 ARe s oAby & sons, | -
Inc., New York (1999), Vol. 2, 728-742, F| x, J., "Oal

Drug delivery, small intestine and col on"
EncycM@g@amem saitehle 4ot er! oF pgravéanasssusavmeNirelgiase the

e safpRutb X obnBil T8 ) L E e Piter the

BrePatdtiodr ¢fahase dudtainerf wleasemeadibahwnts penheraily Heieg known in
di scl osure. The nedi canent of the present invention

Weyprigrsst. nave at | east one enteric coating, which

di ssol ves according to the pH As a result of this
coating, the medi cament may pass through the stomach

wi t hoBtitable Sobtainegl redeakd foemspap aalices thie rpatesiatd and methods

13 prondsaiaieEr et Srakngwain Ut 4R<OE Exaple B the indices of
b\%d}ﬁé@ RRIEaE Bry DEH\?ergﬂl:é'éhhél yg,rﬁ?msbhedmswoqgéﬁ J. and

for prepari ng enteric I Ngs SO knovvnln
Boberts dvitS. '(Episc)aMaycelthé(K@ndnnaMw Yok (2092p,04Handbesk of

BRSPS ANt BB o Bl i DY) Wi
Dekker, Inc. New York (2000); “Controlled Drug Delivery”, Vol. |, Basic
Concepts, Bruck, S.D. (Ed.), CRD Press, Inc., Boca Raton (1983), and by
Takada, K. and Yoshikawa, H., “Oral Drug Delivery”, Encyclopedia of Controlied
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 respeciive 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.



general formula (1), and from40 to 99% by wei ght of

one or nore excipients. The active substance anount to
wheooadmom stered to the patient varies accordi PQI/EP20041@08513

patient's weight, the adm nistration route, the

i ndication and the severity ofgthe disorder. Usually

froml gto 2 g of at | east one sul fonam de derivative

of general formula ( are, adm ni st ered

O O Bypicate thaphamade flcabeampasina sgate chalibahbnts

B gsndnmigal derivatives of

RS o L R R R e v
gehéraintorhmga €3, anchiressAdty 99% bewveight ehene 0 maeresxripients.
receptor were supplied by Receptor Biology. The
receptor concentration in said nenbranes is 2.18
prml /R %fctif?%_%ﬁét%né@%nﬁcﬂﬁﬂ% @b&a\d?n@lw‘ﬁ@r%ﬂttbdhe @@tlem varies

(7 he experinental protocol follows th
aed:dmd(hgsifo tBe patirot's weight! the @) lmﬂfatwn rgu@ thhe g}c@@atlon and the

%%rggh ﬂ@hars%gqlqﬂ QUI u%fr ﬁa{nn]; h?é\@lé gaocf aaff |ea§!§ %&t éﬁlfgn'amlde

6@@ Wﬂeﬁal"iﬁﬁﬂhﬁa (tI)Oal’é adﬂmmanetd p’@tpﬁﬂenepér daxd The total
Hydr oxytryptam ne-7 Receptors. The Journal of

Bhlly dese My baadinigiere the patirtdpenecEMoreginsessesg,
1403], with slight nodifications. The conmmerci al
menbrane is diluted (1:40 dilution) with the binding
buffer: 50 MTris-HCl, MMC , 0.5 MEDTA (pH 7.4).
The radioligand used is [ H -LSD at a concentration of
2.7 nM the final volune being 200 m. Incubation

begi ns by addi ng 100 m of the menbrane suspension (
22.9 ng of menbrane protein), and is prolonged for 60
m nutes at a tenperature of 37 C. Incubation ends by
quick filtration in a Harvester Brandel Cell through
fiberglass filters of the Schleicher & Schuell GF 3362
trademark,
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pretreated with a 0.5% pol yet hyl enei mi ne sol ution. The
filters are washed three tines with three milliliters

wW@2005013y% Tris HCl buffer, pH 7.4. The filt er SPEI/EP2004/008513

transferred to vials and 5 ml of Ecoscint H liquid
scintillation cocktail are adged to each vial. The
vials are left to equilibrate for several hours prior
to their counting in a 1414 Wall ac W nspectr al
scintillation counter. The non-specific binding is
BRhAhaLGHcAMvERSode esence of 100 mM of serotonin. The
assays are carried out in triplicate. The inhibition
constants (K nM are cal cul ated by non |inear

BRGNS 2T akTe SERQTBNNGRECERIME Y ot 1y 1580,
107, 220]. The respective literature descriptions are

i ncorporated by reference and form part of the
di scl HE%%@WE@ISWMWSS@RDF@@E\Q theasToambina hamanuBAT ¢

(o8RO ecHARIPY By R Oﬁﬁq%ﬁ‘ﬁ?ﬁpﬁé‘%ﬁgﬁgﬁrg@t‘%ﬂ in said

fHemBHenas id 2ast rﬁom}g%f@frd)l@in éﬁd lm pebteinicteattation 89.17
treat ment. Durln thi's peri od, e animal s are housed

nigfmb erlwnﬁrlmeméb prqtpqql é@l&w&f@ﬁtm@w@sof%a Ratreet aleB.L.
RRAF ST L SriBkE b ST Enb Ay AR P L MORAIELP oo 1Y
g/le@ﬁzslfa :E?mfey ]:f%l:adh}gwfe'll'wﬁcfe& @indoktypival Antipsinahivtie Agents to 5-
Hygeosyingptaming £ @nq?ﬁiyggﬁm)twéfagg'ﬁ'&r Vﬁ%égﬁe e ﬂzﬁ‘nf/&?r%a’ of
#ﬁ& g ongy and g{ge ,%ntghﬁvé,ﬁbéuﬁése Jks@at zeszp 1‘&%?3}8\)_0% slight

con [ ours in their 1ndividu
Afodéfications. Tiee commerbial mensbrane indilted (4140 dilution) with the

bl ity RO T G DA o B B ERTATBRE i e

fé&oligand used is [°H]-LSD at a concentration of 2.7 nM, the final volume

being 200 pl. Incubation begins by adding 100 pl of the membrane suspension
(~ 22.9 ng 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 Winspeciral scintillation counter. The non-specific
binding is determined in the presence of 100 uM of serotonin. The assays are
carried out in triplicate. The inhibition constants (K;, 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.
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or a correspondi ng conposition (vehicle) wthout said
sul fonam de derivative. Imediately after this, the
WO 2005/0839reft wi th pre-wei ghed food and the acceem/ER10e4008513
food intake is neasured after 1, 2, 4 and 6 hours.
This food ingestion neasuri n%zmet hod is al so described

in publications of Kask et al., European Journal of
Phar macol ogy 414 (2001), 215- 224 and Turnbull et al.,
Di abetes, Vol . , August, 2002. The respective

PP GRERAEN S?ﬁE?‘?@Pmmp@Ear?TE?”?E@*EQ‘Z'?‘Z‘SG‘FEM@%%”
preparation of new conpounds according to the
invention is indjcat

d h
af fi nMaje Y\bFat s10d278 tgilrfF%t‘ J‘@E@'ﬁ‘t bow A2 ex%tnﬁjg? %’H’é‘a% are
{
B L TP, BRP el S BARI i lcod o
bay eatrgente ﬁ)tttmgathts pericst, tha anmman@heusgh Golgroups abfive) in
yagslh};g@t;qat&%%ﬁﬁcgﬁave rete ha%cegs\,/ ontsv!aper AL The FhiRsGre
nap%ed ﬁtetﬂur%‘dtmt' gbs %ﬂefb)ét 24 hﬂuwﬁﬁbtewstuhing the treatment

ne- 1- sul onam e.
napht Zhemeute sfi¢dtmfihe §u|fmaru@wvgere/a§m% af qumttxla (1) used

el o foB maea AR e Toftnoisendiipnes then deferpyined as
@d"@gg‘;shyl formam de and 6 ng of N-ethyl diisopropylam ne.
The reaction mxture was stirred at th

t enpefTheunts arerkepd imfastiog copditions fQp<3 EQQ%R}P@& inqjvidual

T s R ST A S A
gblﬁé ?f b&ﬁ)nlf‘tmmgdredd)ty‘tam@ acSLWfohar_mm éen\aa’ml'esﬁtgﬁfmddormula 1)
@?iaga;n?enspgnd%% éour;\npgsltﬁgrg ?%rﬂ%g) wuth0t\1/¥a satg sBﬁlrr?attrﬁ%e cs]ertvattve
Immediately after this, the rat is left with pre-weighed food and the accumulated
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 5HTe 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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wi t h anhydrous sodium sul fate. The organic sol ution
was evaporated to dryness and the resulting solid was

w@eoso13dad by chr omat ogr aphy, obtaining 120 ng PGL/E2004/008513

N-[ 1- (2-di net hyl am noet hyl ) - 1H-i ndol e- 7-yl ] - napht al ene

-1-sul fonam de as a solid cregn Exanple 2. -

Preparati on of

N-[ 1- (2- di et hyl am noet hyl ) - 1H i ndol e- 7-yl ] - 5-

chl or o- 3- et hyl - benzo[ b] t hi ophene- 2- sul f onam de 0 ng

éﬁgﬁ%ﬂgé: t he nentioned conpound were obtained from 122
.6 mwol) of

7-am no-1-( 2-di met hyl am noet hyl )-1H i ndol e and 166 ngy

EXmPl b EraseiaiPnist AH--Cmeliniemingetbyy Yijadole-7-v1-
REbEI h1.§uﬁ%ﬁ§}ﬁldy ocess described in the Exanple |,

as a yellow s I d. Exanpl e 3.- Preparation of
N-[1-(2-di mathyl am noethyl) 1Hindole-7-yl]-4

CATRIAGD BN SRR Gief oyl oforbigfydfed e o
zolafrbﬁ@f 1212 %qi(%trﬁbﬂo@fﬁffméﬁmd -B=(2Hiedtoll gmirud i dyl)rm—l -indole in

henyl benzene sul fonyl chl ori Vi a

hrel qfrobméﬂwlf@e@amlcﬂ% and A 16reg of Ahgthyldiisgeropyiasming. T

ﬁ?ﬁ%ﬁgﬁﬁg#ﬁaﬁ sth]ré;dg g & q’?b@ﬁe%r%eglaturg for %O ours. Then it was

evasorated Wwadghess,-dighty au@hm—zéd switHf mtaumdmeﬁt%omgte( &dtdion and

of the nmentioned conpound re obtai ned f
exractafnyith gyloroform. rrTohe orgavr\ﬁc phase wlas repeart%g]y wasr@d with

ngf’é&é%t??aé?& B iuthaPLoaR i Bidardbhate iR WaststbAPaidd and dried

Wtbmmydfdtjwbmb@m siifaje. firezoigants selufiemwiaseviaporated to dryness
; he%mr oces gjd eggp)lélg ggllpg rr]cgmgf(o%r}grl)ﬁy, ’ob?&n%gs‘?éd roll*ng (51%)

éf N"[H QRiRiTRAnindSthy)-4 BrinBY - P tHaprtaieheyi-salforramide as a

solid cream.

Example 2.- Preparation of N-[1-(2-dimethylaminoethyl)-1H-indole-7-yl]-5-

chloro-3-methyl-benzo[blthiophene-2-sulfonamide

80 mg (30%) of the mentioned compound were obtained from 122 mg (0.6
mMol) of 7-amino-1-(2-dimethylaminoethyl)-1H-indole and 166 mg (0.66 mMol)
of 5-chloro-3-methyl-benzo[b]thiophene-2-sulfonyl chloride, via the process

described in the Example 1, as a yellowish solid.
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i ndol - 7-yl ) - benzo[ b] t hi ophen- 2-sul f onam de 146 ny
(51% of the nentioned conpound were obtained from 137

worgoos0107vol ) of PCT/EP2004/008513

7-am no-1-(2-pyrrolidin-1-yl)ethyl)-1Hindol e and 186
ng (0.66 mvbl) of _54-

5-chl or o- 3- net hyl - benzo[ b] t hi ophen-2-sul fonyl chloride
via the process described in Exanple , id.
EXQWI%SE Prepa@tignafiNsh! -&-dPmethy[;pmi(reloeth%-ﬁ—l-?r%ollg-?-yl]A

i 2 idin=1-yl)ethyl)-1Hindol - 7-
%%@A%ﬁ%g%é%@%ﬁﬁ oﬁazn' dey1)20 rrgI ?48 % of the
%lti on;ed?corrpoung \/\gre obt Iai Sed frolm 137 ng (0.6

0 - no-1-(2-pyrrolidin-1- t hyl.) - 1H: i ndol
ahnd (Mige] ol B mrbiiomesd CvpRLRd Miste O Ry oo 1226 (G
via the. . ) P

] oE7 ot 02 BiAERY RSt ey 7 om0 v
Gf 4hp|g%roflber(2z9ne§]u(fﬂyyl cblatide, via/thpaqirngeys desaribggl inthe Example

i m 0 1- b] t hi azol e- 5-sul f onam de 100 37 9
gfgfﬁ'é(ﬁé $ded conpound vverg obt ai neg fromg1(37 g/()
(0.6 mwl) of 7-am no-1-(2-
ryrrolidin-1-yl)ethyl)-1Hindole and O 1(O._66 m\/blﬂ
Exahipde 4.--iPriepatation, of N t-42-giretyneinpetinir 1 indpledeyll-6-

oA BS g o @5 2 sol1d

2-(naphth-1-yl)-N-(1-(2-(pyrrolidin-1-yl)ethyl)-1H ndo
| - 7-yl)ethansul fonam de 130 d649(90*/2 of the
REg 6AES) @smmﬁatlm@cemp@uﬁg Freqtaiged fipm 3 2¢ mg (0.6

B T B A O i e
oh bathlsteinidazb2e1 -bithizzeke-Gastfonyledhlonidesviantiieeprocess described

sol i d, .
in the Example 1, as a solid cream.

Example 5.- Preparation of 5-chloro-3-methyl-N-(1-(2-(pyrrolidinyl)ethyl)-1H-
indol-7-yl)-benzo[b]thiophen-2-sulfonamide

146 mg (51%) of the mentioned compound were obtained from 137 mg (0.6
mMol) of 7-amino-1-(2-pyrrolidin-1-yl)ethyl)-1H-indole and 186 mg (0.66 mMol)
of 5-chloro-3-methyl-benzo[b]thiophen-2-sulfonyl chloride via the process

described in Example 1, as a solid.

Example 6.- Preparation of N-(1-(2-(pyrrolidin-1-yl)ethyl)-1H-indol-7-
yl)naphthalene-1-sulfonamide

120 mg (48 %) of the mentioned compound were obtained from 137 mg (0.6
mMol) of 7-amino-1-(2-pyrrolidin-1-yl)ethyl)-1H-indole and 150 mg (0.66 mMol)
of naphthalene-1-sulfonyl chloride via the process described in Example 1, as a

solid.
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The yields are indicative and no added effort was nade
to inprove them The nelting point and spectroscopic
wa@ a408/0i3979 i denti fyi ng sone of the conpounds of PCTYEP2004/008513
present invention are indicated in the follow ng
tabl e. Ex RRRRRRRnAm.gs_CRcml H-NI\/R(SOO
I\/Hz ,d (solvent) 2,42(s, 289(t 2H, J=6,4 Hz)

bl 72€reya§a6taoﬁ§'§é-t:9@£é it Py Tty 13*-@36' 7

)l’l'?ibmdgzolﬁ(1db]th|aéolé@‘bﬁlfdﬁarﬂﬂdé| H HHH?2 54-58 1315,
1158, J= Hz); 7,32(dd, 1H, J=7,9 Hz, 132, 772 J

=0, 9 Hz); 7 53(m 1H): 7.63- 581. 7,67(m 2H)

e 8 oottt by o o

mamnyem )anﬁnéﬂl( & pﬁ*rblldlri-sﬁﬂldhy@hi}i lnao[é%lgti 213 gﬁ* ni%% .66 mMol)

@-c!;[ngmﬂzpzo@z 1 lq]gy qge mwggnyl.s:hlop@vﬁ the progess 4qs§;;;|bed in
591 %fh Jgd, 0 Hz, J = 1,7Hz); 57-65 1113, 1079,
%‘%ﬁﬁ 1R, 252 5 1 Hz): 7,49(dd, 1H, 861, 728, J=8,6

Hz, J = 2,0 Hz); 7,91(d, 648, 559. 1=2,0 Hz); 8,00(d,

B ézn?ﬁ N @érat%ﬁ ﬁﬁ%&}p%ﬁﬁ%e@&?l-@#-éﬁcoﬁ% @fethyl)—m-

|ﬁd§|8f-‘§ll)ethansulfonamide

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

as a 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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nono- substituted cycl oaliphatic radical, which may
optionally contain at | east one heteroatomas a ring

woreovb®er39zand whi ch nay be condensed with a sat uPEI/EBp2004/008513

unsaturated, optionally at |east nono-substituted

nono- or brcyclrc cycl oal i phagyc ring systemhich may
optionally contain at | east one heteroatomas a ring
menber, R2, R3, R4, R5 and R6, identical or different,

each represent hydrogen hal ogen, nitro, -al koxy,

cyanosng d%f'i‘lglﬁo% ﬁ HeRsAH Hicdichte id EdHApfised befwaetNe thilligram
optionally eas mono-substituted aliphatic

aadr?cgna,menof mdmalmnadwqt vehich gzayt beradminigtssed inpag or several

di t al,
oY <t Eoipaiond oes Biarey wirBhoriRahat aje. cumpativle with the
BYFHiNSR LR réhtéalskéﬁabﬁﬂer@blyﬂ&wéter@ﬁaﬂéd thble®acapsules,
branched, optionally at |east nono-substituted

aUppmrtoreSr salutians RB SHSRETIONS. dAesEcaIMRRStinTs Aedrepared via

@ﬁfﬂqgﬁwg%aa{r@nﬂécgni?@%ﬁrg (%8? BY grsé{@'ﬂtdf 43¢ ffbdicament

%ubetaﬁubf(t:omggadd af geherar corhmraa tabndwio fo 99% uyrwmghbof the
t hat R8 and are not hydrogen at_the s

istiitalple marma@ﬁptrrp@ vghrqi@comgagblgéyryp g}eeagy,e subm%ance and the
HREbH R or b FORpR R LY. hai ol the ot her

one is a saturat ed or unsaturat ed, |inear or branched,
et égsrlafsfsee% iSRe B Sl oo
WX‘W% RO Ponal |y at | east mono-subst] futed

heterocyclrc ring, which
Example of formula per tablet:

Example 1 5 mg
Lactose 60 mg
Crystalline cellulose 25 mg
Povidone K 90 5 mg
Pregelatinized starch 3 mg
Colloidal silicon dioxide 1mg
Magnesium stearate 1 mg

Total weight per tablet 100 mg
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may contain at | east one additional heteroatomas a
ring menber and/or which may be condensed with a

w@ad0808392d or unsaturated, optionally at | eastPCI/EP2004/008513

nono- substituted nono- or bicyclic cycloaliphatic ring
system which may optionally kantaln at | east one
heteroatom as a ri ng nenber, represents an
optionally at | east nono- substituted mono- or
pol ycyclic aromatic ring system which may be bonded
aa optionally at |east nono-substituted al kyl ene,
§pﬁeﬁ€§ene or al kynyl ene group and/or which may
contain at | east one heteroaton1as a ring nmenber in
one or e of its rings or 4; optionally
T f ofhPdonsged efcqrmgowfaﬁr@aﬁlé‘pgnu@r(éa)er abl y
enantioners or diastereoners, its racemate or in form
of a m xture of at Ieastotmnaof its stereoisoners,
preferably enantioners or*gia ereoners, in any mXxing
ratio, or a salt thereofa” pra er ablgy, \argor r espondi ng,
physi ol ogi cal | yaccept abkge sallt the&eb? or a
correspondi ng sol vate theprg TR conpound accordi ng
to claim, characterized if —TRpresents a - NR
RO radical or a saturat g ONENSS urated, optionally
at | east nonosubstituted 5- ¢r 6- vnbered
cycl oal i phati c radi cal mhlcthay optionally contain at
| east one heteroatom as a ring nmenber and/or which may
be condensed with a saturated OG gnsaturated,
optionally at |east nonosubstit f£d nono- or bi cyclic
cycloali phatic ring system which nay optionally
contain at | east one heteroatomas a ring nmenber
wher eB{"Sr¥B rings of the ring systemare 5- or
6- menber ed,

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

R? R% 'R R® and RS, 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 radical or an optionally at
least mono-substituted heteroaryl radical,

R’ represents hydrogen or a saturated or unsaturated, linear or
branched, optionally at least mono-substituted aliphatic radical,
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preferably Rl represents an -NR R9 radical or a
radi cal chosen fromthe group consisting of N RLO and

WO 230119 wherein, if present, the dotted |i NnBCT/BPRN4/008513

optional chenical bond, and R10 is hydrogen, a linear
or branched C -C al kyl radicals,or a benzyl radical,
preferably hydrogen or a CGrC alkyl radical.3. A
conmpound according to claiml or 2, characterized in
that R2, R3, R4, R5 and R6, identical or different,
each 8y At : ' r
opt i onal |'§ﬁ§t’ 'Fgggcgaq%gﬂgfés?ﬁwé? fg@{?ts gf}t @(‘ﬁ%g’?% |acszﬁtl,1ra£ed or
| i neaunsatusatadc lieegr mxhrbnnlaédi,xombnbﬁxaaf least mono-substituted
nono- Ltuted al kenyl radical or a linear or

AlBRA tAditay

branc | 1y at |east nono-substituted al kynyl

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

different K each represent hydrogen or a linear or
br anc Méih, the Rrpvaalthat Rt and R taremob hydingentatttee saflektithe, and if

[ f bl R4, R5 and R6 each
Fepr cons T RPOReR R e SpaH P AinsaR IS, fBedr ranched,
nor e optidmellycatabas rﬂOﬁ@Sﬁbsﬂhﬁa’@Gﬁ-@%'aﬂ@ﬂgﬁ@ radigd {ﬁ%i other one
represents hydrogen, a linear or branched, optrohally
at | elis? Saiated Msinseturatedllingar erbianghed soptiomadly abteast

br anchggho - Qidinnal la“fipﬁétic radical with at least five carbon atoms,

or

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 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 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,

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
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| east nono-substituted al kenyl radical or a linear or
branched, optionally at |east nono-substituted al kynyl

wOo aws08d979 preferably R7 represents hydrogen orP@EI/EPI968008513

or branched, optionally at |east nono-substituted C -C

al kyl radical, nore preferabl yoR7 represents hydrogen

or a CC al kyl radi caI 5. A corrpound according to one

or nore of clainsi to 4, characterized in t t and

Ro, || deRepiable sl thareeh BR e Coé%?éﬂof‘é}ﬂge%%\fﬁte S

linear or branched, optionally at |east

nmono- substituted C -C10 al kyl radical,a |inear or

[&. anc Aedompptind mecordieg td eain 1noharaf§:t¢rﬁte|dt|nttbat R represents a -
al kenyl _gafdical .or a |inear or bran tion

st RISt Bt avatraret of kos i ontBRa) Afleayono-
R9 't ogebbffuted 5hof Bn&bEdydMbAITPABE radies WRicRIday optionally
saturated or unsaturated, optionally at |east

mono- sobain elesst snedwet@oammasajrlngmmbswbamdfor wihigh may be

2e o PReron A1 A tat G iR ol Rl e Fyono-

sat ur m&@ﬁewﬁwb@bﬁ@ch@@%l@ﬂwaﬂcatnd $&%m, which may

nono- substituted nmono- or bicyclic cycloallphatlc ring
syst edptignatincerpingt iPastons helsrealpm as al rigsmeser, whereby

het o 96 ARLES St R SJBEREBre BIGK Be e, oS of the

ring systemare nenber ed npound
according to claims5, characterlzed in that R8 and RO,

identical or different, each pre t n or a
| i nearPreferably i Hearasents an R'}'R !’ﬁ‘ﬁﬁéﬂ erg rad|cga chosen from the
group consisting of

O -0
] N ’
\
R10
~ 4@ and ‘O
) 3 N
'C/(N} /'\1I ; R0
R

wherein, if present, the dotted line is an optional chemical bond, and R
is hydrogen, a linear or branched C4-Cs alkyl radical or a benzyl radical,

preferably hydrogen or a C4-C, alkyl radical.
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R8 and R9 together wth the bridging nitrogen atom
forma radical chosen fromthe group consisting of - -

WO 2008/008979 N- and - N wherein R11, if present, PCT/EP2004/008513

represents hydrogen, a linear or branched CrC al kyl
radi cal or a benzyl radical, R ef erably hydrogen, or a
Cr C al kyl radical.A conpound according to one or nore
of clains 1 to 6, characterized in that A represents
an optionally at |east nono-substituted nono- or

lyc 3 p4
:@33/ gr f@%érﬁp@ﬁﬁ%bb@roﬁh%g) amﬁﬁqrﬁré"%g?écgeﬁ d{r{/ﬁ'ﬂg '%h R% R*,
opt i ofiland Bf, ideatital opdiffarest leauhed%rmlcs:b%ﬁ Bﬁoléﬁu@hn@@r or
tional |l 0- substitute al kenyl ene
or oup andhie, ppRRRa 3118054 BRbe-swbRboderh 6o ol rasica, a inear
al kynb'r%?@w@{ew%pﬁ@ﬁélﬂfatvl@%ﬁhané REpSHEPE %%Ikenyl radical or
contain at |east one heteroatomas a ri ng
pr ef eedifiear ar bepiahednpptiamallymtileastimgnassubstitsted Co.Cq alkynyl
nono- ;&} j tut ed nono- or polycyclic aromatic ring
system v\éerei n the ring(s) is/are 5- or 6- membered
and wherein one or nore of the rings contain at |east

one het er oat om, a rasdl cal _.chosen fromthe group
consi Pr§fREARYY R 6!5—1- vwl@n’mai oxdiffgreat, each represent

I ndepgpgdiyehYor 4 f?ﬁ%é)rrber bqg%ﬁb% optBilly SPS8 Mond-substituted.
C1-Ce alkyl radical,

more preferably R?, R%, R*, R® and R® each represent hydrogen.

4, A compound according to one or more of the claims 1 to 3, characterized
in that R’ represents hydrogen, a linear or branched, optionally at least
mono-substituted C4-Cy 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,-Cg alkynyl 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 claims1 to 4, characterized in
that R® and R®, identical or different, each represent hydrogen, a linear or
branched, optionally at least mono-substituted C4-Co alkyl radical, a
linear or branched, optionally at least mono-substituted C,_C1q alkenyl
radical or a linear or branched, optionally at least mono-substituted Co-
C1o alkynyl radical,
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radi cal selected fromthe group consisting of
hydr ogen, fluorine, chlorine, bromne, |inear or

whe@sose® C - C al kyl, linear or branched al koxRCT/EP29e4008513

or branched C -C alkylthio, a trifluoronethyl radical,

a cyano radical and a -NR R13 rad| cal, wherein R12 and
R13, identical or different, gach represent hydr ogen

or linear or branched C -C al kyl, Wrepresents a

si ngl ®cheni cal bond between the two rings, a CH, , S
group or a NR14 radical, wherein R14 is hydrogen or a

i near or branched CrC aI kyl, is 0, 1, 2, 3 or 4 and m

is 1 ®RE®andR® tdgeibelpwuhdih@br@gmgrrﬁﬂroééﬁ atdrﬂfdMah saturated or
accordln to one qr to 7, sel ected

from HNE B’rr%t»‘?ﬂ eg’ﬂgn%ﬁf e{de%et rpglpo substltuted 5 or 6- membered
ndol - TP PRI MR CEReRSE e R AR tSroatom

N-(1- @8- pi?g mﬂmbemaﬂd/pr Wdhym)ayh& cordiginséd wilhaghturated or
- 1-
o ohi rREkr Ry Lo atdeastmgng, §9h§ﬁ'tyteﬂmpnaopr bicypiic

gl
{2 m(ngp E;lﬁa%prgléﬁctmg(iéﬁténﬁvﬁ?@;rg |an ?n;% géﬁﬂﬁ"} at least ane

ol -7- hyzte)r@atmmalarmmem dwheeebymmrmo@ﬁfbeng]gswsttem are
and s%I %?%)E?_mén%%lré&nam de conpound of gener al

f or multa

6. A compound according to claim 5, characterized in that R® and R®,
identical or different, each represent hydrogen or a linear or branched C;-
C1o alkyl radical, or

R® and R® together with the bridging nitrogen atom form a radical chosen
from the group consisting of

—N N—RM" —N 0

_/ ; \__/ ; R < >

— — —N/_Q
G ’ N N and \ ;

wherein R", if present, represents hydrogen, a linear or branched C4-Cg
alkyl radical or a benzyl radical, preferably hydrogen, or a C4-C, alkyl
radical.
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(CH) -R1 Rwherein R1L represents a - NR RO radical,
R2, R3, R4, R and R6, identical or different, each

w0 eses®me hydrogen, hal ogen, nitro, al koxy, CBEHBP2084/008513

saturated or unsaturated, l|inear or branched,
optional ly at |east nono-subsistuted ali phatl c
radi cal, or an optionally at | east rmno substi tuted

D £35S SRR SPE b of ¥ o esactorized
hydr ogiest NFe;ﬂe?xéﬁt%rafH 8&(9{3"9%% d A4t PSR- sbbé’cﬁ@(gd%ono- or

br anched, Qﬁl onally at | eaSt nono-substitute
al i ph@pb@w ammnatlmwﬁwstam whireini tbelrings s Jdsfare i5e ot 6-

lrieﬁgg %ﬁb%&é%g%icﬁ‘n a g% qortgéﬁdc’n%tlllf/ra?tleaét mono-
nmono- subsﬁtuted e _a; 4k §Ier@@’bUF éﬁ@pﬁ@haw éﬁ@é@t&ﬁahé stBstituted
opti onal | | east nono-substituted nono-

pol ycfe 6é Mn%gmuwgormp@mnwuairheaetynmoﬁuhatﬁuted C.—Cs

o ke SRR bl Sl e RLAHREH B e s one

cont alheterbaioﬁaatsaqmg hedreb@qt om as a ring rrerrber in
one or nore of its rings, ni , 1, 2, 3 or 4,
optionally in formof one of its stereoisoners,

pref e'bfé}b}’ lﬁ\?ﬂ%g SSehits ah o?it@ﬁ%@ééfl@?%tsmobbsﬁurb%ﬁﬁ.@a fhono- or

or in e of
ster epohmyelrcsaromaifomr@bystenamhemelartbe oing(s) is/are 5- or 6-

di ast er eo
! Bne ed’ anc[1 wﬁeyem one ogr more of the rings contain at least one
heteroatom,

or a radical chosen from the group consisting of

X — X
X (CH )7 CH=CH—
z z
X
\ w
CH~CH;—
X
Y

/X
1y

—(CHa)m1

X A
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ratio, or a salt thereof, preferably a corresponding,
physi ol ogi cally acceptable salt thereof, or a

weorosesendi ng sol vate thereof. 10. A conpoundPCT/EP2004/008513

according to claim9, characterized in that R2, RS,
R4, R5 and R6, identical or di ferent each represent
hydr ogen a linear or br ancheg opt i onaI ly at | east

nono- s StJ al k dical, a |ljnear or
br anc r#rr g'(rjél n e@?n‘{eégg/aﬁ%r%lesﬁf@h% &eeh rapresapt a

r adi caidie ﬁﬁgﬂ%ﬁ %l

nono- sublstélr f’ed{edétgeg O@Ehf?bra i ca P]pl db?{%/%h%@g chlorine,
R4, R@r@nmeRdinearjembnanahed IC1e4 élkyle linearemrdiraneimsd 034G, alkoxy,
hydr o or a_lipe 0 ched tional | | east

mono- iBadhr Banshed Gestrs slkiltiay s wibleomrt fadie. Amyano

R3, Réadithl sitla BAREGRN rhgigpESENt hydrogen. A compound
according to claim9 or 10, characterized in that R7

represents hydrogen, a linear or branched, optronally

or br an(t‘:ahgg%ﬁ%%t t3u C%%gf:all (ga(i'ﬁg'r%‘r g %o'?pf Bygrogen or

al keniihedast rahched @11@6@@97 or branched, optionally at
| east nono-substituted C -C al kynyl r adi cal , preferably

R7 represents hydrogen or a l|inear or branched

R LT

al kyl group o NFiirad\calon‘pound according to any of
claims 9 to , characterized in that R8 and R9,
identical or different, each represent hydr ogen or a

| i neajyhefeik A | )
mono- SUBST t ut g gd 0%45 OQ%G‘IA d C1-Ce alkyl,
mis 0,1, 2, 3or4 and

m1is 1 or2.

8. A compound of general formula (la) according to one or more of claims 1

to 7 selected from the group consisting of

[5] 5-chloro-3-methyl-N-(1-(2-(pyrrolidin-1-yl)ethyl)-1H-indol-7-y)-
benzo[b]thiophen-2-sulfonamide,

[6] N-(1-(2-(pyrrolidin-1-yl)ethyl)-1H-indol-7-yl)naphthalene-1-
sulfonamide,

[7]  6-chloro-N-(1-(2-(pyrroldin-1-yl)ethyl)-1 H-indol-7-yl)imidazo[2,1-
blthiazole-5-sulfonamide and

[8]  2-(naphth-1-yl)-N-(1-(2~(pyrrolidin-1-yl)ethyl)-1H-indol-7-
yl)ethansulfonamide



preferably R8 and R9, identical or different, each
represent hydrogen or a Cl-C2 al kyl radical, with the
wEe@sios®74 hat R8 and RO are not hydrogen at theCHEPI®04/008513

time. 13. A conmpound according to one or nore of
claims 9 to 12, characterizedgh,n that A represents an
optionally at |east nono-substituted nono- or
pol ycyclic aromatic ring system wherein the ring(s)
is/are 5- or 6- nenbered, which may be bonded via an
opt | oaaklted coh@aBondRg BB htIdEReE _ C al kvl ene
group, an optionally at least nono-substituted C C
al kenyl ene group or an optionally at |east

no- su ituted - al kynylene grqup and/aqr wherein the

i ng( g%a@gﬁ?aﬁompﬁdﬁdye‘gﬁer@g@%ﬂgwgc@f om as a ring
menber, preferably A represents an optionally at | east
mono- substituted nono- 0R§Q¢1ycgclic aromatic ring
system wherein the ring&s%\'sﬁ re 5- or 6- nenbered
and wherein one or nore’of the rin)cRtain at | east
one heteroatomor a radgs fromthe group
consisting of (CH)ST - , g, MY wherein X
Y, Z, independently fromg . , each represent a

radi cal selected fromt®e grpup cphnsisting of

hydrogen, fluorine, chlorineg, bromne, |inear or
branched C -C al kyl, linear or nched C - C al koxy,
l'inear or branched C -C al kylthi'd; a trifluoronethyl

radi cal, a cyano

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

R’ represents hydrogen or a saturated or unsaturated, linear or
branched, optionally at least mono-substituted aliphatic radical,

R® and R®, identical or different, represent hydrogen or a saturated or

unsaturated, linear or branched, optionally at least mono-substituted Cia
aliphatic radical,
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radical and a -NR R13 radical, wherein R12 and R13,
identical or different, each represent hydrogen or

wo pevemr39ey branched C -C al kyl, Wrepresents aPGI/RP1084/008513

chenical bond between the two rings, a CH, , S group
or a NR14 radical, wherein Rlggis hydrogen or a linear
or branched C-Calkyl, i , 1, 2 3 or 4 andnlL is 1 or

Lo 15A GRS HA el ABles St SRSy Gedmgnd: oFpolycycii
N- [ 1- Gomhalie riny! syatdiaevAch mayivestdided Ay bh-dpoRbAY shRast
-1 - sulfonam.et,aw{Zl§ '
N-[ 1- (eonp-gebshiuted alsdengl alkenylene or alkynylenesgrolip @nd/@ which

N Fﬁt %&8?@@%%#@%'3%@?%5?%@%0[7%%1g]é’ fjn%_ (}'{eﬁlbﬁr in one or more of

phenylitsgfmgenesul f onam de and [ 4] .
N-[ 1- (2- di et hyl am noet hyl ) - 1H i ndol e-7-yl ] - 6-chl oroi m
i dazo[ 2, 1- b]thi azol e-5-sul fonam de and their

corre 4N ts and sol vates. 15. A process for
obt ai W%;ﬁjéguﬁﬁérﬁm de derivative of general formula

(la) and/or (1b), according to one or nore of clairr}a 1
- 14, characterjzed _in that at |east one conpound of
gener let'PB%fVu'lnaf opm of ong;of digesterecisomeys; praiekaAbiy enarticsaers or

deri v@fidst&®omers, 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.

10. A compound according to claim 9, 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.C¢ alky! radical, a linear
or branched, optionally at least mono-substituted C,.Cg alkenyl radical or
a linear or branched, optionally at least mono-substituted C,.Cg alkynyl
radical,

preferably R?, R%, R*, R® and R, identical or different, each represent
hydrogen or a linear or branched, optionally at least mono-substituted,
C1-Cs alkyl radical,

more preferably R?, R®, R*, R® and R® each represent hydrogen.

11. A compound according to claim 9 or 10, characterized in that R’
represents hydrogen, a linear or branched, optionally at least mono-
substituted C4-Cs alkyl radical, a linear or branched, optionally at least
mono-substituted C»-Cg alkenyl radical or a linear or branched, optionally
at least mono-substituted C,-Cs alkynyl radical,
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wherein A has the nmeaning according to one or nore of
clains 1 - 14, and X is an acceptabl e | eavi ng group,

w@e@beram y an hal ogen atom nore preferably cPCDEP2984/008513

is reacted with at | east one 7-am noi ndol e of general
formula (111), or one of its gyitably protected
derivatives;,(CH) -RL (H), erein R -R7 and n have
t he neani ng according to one or nore of clains 1 - 4
to obtain the correspondi ng sul fonam de and

optio § r ' p
be. r opcrably R Tehiteh® hiroobtor Bl BleEr bl BrariiHad: SpiBtany =
sul f oteast deordesibsiitited ©f-Cgalkgt eddidady nul a (1a) and/ or

(I'b), according to one or nore of clains 1 - 14,

wherein R -R6, R8 and RO, n and A have the neaning
accor éidre 7 | - &4 1.5 a
prefepaisly | r@%?@séi’ft? ﬁ&%ﬂr?ggn%r a é%-g&aéligll t %@agt

i near or branched CrC al ky acter|
| east one conpound of general fornula (la) and/or at

ligast A0 nd qf general. fornu [ b),, wherein.R

185, A OTpBSIR, Hiording B GiRl B MicharpeerzRd i that R°
cl ai mand R®, itbntiaaldoriffeferdNedutiepacserdt9liodeh 22 fhéest or
with an al kyl hal ogeni de or dialkyl sulfate. 1/7. A

pr oce 8EANGhEd ppRiinialptterstsarne substititadaBi-C4tatikyl radical,
physi ol ogi cally acceptable salts of the conpounds of
general formula (la) and/or (Ib), according to one or

mor e pfefetabiy®® and RY iderticsl ot diffgrert, 6e@tidpr8sait Hyadsden or a
one an‘ﬁ%ué]gﬂ-gf the general formula (la) and/or at

| east VT 8disal.of the general formula (1b) with a

m neral acid or organic acid in a suitable solvent.

with the proviso that R® and R® are not hydrogen at the same time.

13. A compound according to one or more of claims 9 to 12, 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 C;1_Cg alkylene group, an optionally at least mono-substituted
C»—Cg alkenylene group or an optionally at least mono-substituted C,_Cq

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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18. A nedi canent conprising at |east one conpound
according to one or nore of clains 1 to 8 and

wW@piosomard y one or nore pharnacol ogi cal | y acceptEBP®04/008513

exci pients. 19. A nedi canent according to claim 18, for
5-HT receptor regul ation, for_,hhe prophylaxis and/or
treatnment of a disorder .or disease related to food

i nt ake fera e reqgul ation of appetite, for
t he né”fﬁf’r@ﬁ RO%’%&%%’S egirote §eReisHRI &f body wei ght ,
for the prophylaxis and/or treatnment of obesity,
bulima, anorexia, cacheX|a or xt ype IL ﬂj betes (non
insulin depende 6 T el X %re er abl ~e-
Il diabetes ca y obeS| tw, the pr ophyl ax Y
and/ or treatnen gastroi ntesggral tract dISO ders
preferably irritable bowel syndrone, for cognitive
enhancenent, for the prpphylaxis and/or treatnent of

di sorders of t he central)xnrervous systen1 anxi ety,

pani ¢ di sorders, depr es pref erab bkyol ar
di sorders, cognitive -n di sorders, 9 denentia .
processes, neurodegenerative d;l,L.ap.r.ders ef eyabl y

Al zhei mer' s di sease, Par
di sease and/ or nultlple

on' s dlsease Hu gton's
@r osi s, schi zophr ey X
psychosis or infantile -.o' klne3|a ( ADHD, att-' i On
deficit / hyperactivityydisorder), preferably for 5-HT
receptor regulation, for the prophylaxis and/or
treatment of a disorder or disease related to food

i ntake, preferably for the regulation of appetite, for
t he mai ntenance, increase or reduction of Kody weight,
for the prophylaxis and/or treat sity,
bulim a, anorexia, cachexi@HHnq [
i nsul i n dependent di abetes

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-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,

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

mis 0,1, 2,3 0r4 and
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mellitus), preferably type Il diabetes caused by
obesity, for the prophylaxis and/or treatnent of

w@amsooioms esti nal tract disorders, preferably PCT/EPZDI/@8513

bowel syndronme. 20. The use of at |east one conpound
according to one or nore of chainms 1 to 8 for the
manuf acture of a nedi canent for 5-HT receptor
regul atLon 2.. The use of at |east one conpound
accor§ih§ 18 8ne or nore of claims 1 to 8 for the
manuf acture of a nedi canent for the prophylaxis and/or
treatnment of a disorder or disease related to food
ilft ak&. compauied aseordingso dreast mone of olajms Bdod@csaldited from
to ong, 0 re of .claims 1 to 8 for the manufacture of
a rredﬁqceaglﬁ? ?0615'%“5‘8 qfegul ation of appetite. 23. The
use of at |east one conpound according to one or nore
of clainms 1 to 8 for the manufacture of a nedi canent
for thd naNAdfldR=dimethylamiresatbylpi Heindote:7-off-refphialdpe-1-
wei ght . 24sulFJ?1% 38 of at |east one conpound according
to one or nore of Clains 1 to 8 for the manufacture of
a medi canent for the prophylaxis and/or treatnent of
25. The use of at |east one conpound

obesi {.y. . . : ]

accor @j ng Nd1dR-igletimrmingetiaylxil Heindoleo?- 815 ehiore 3-
manuf act ur j gr .0phyl axi s and/ or
t r eat nent @fe %&%@b@%éegu%}éﬂagﬁﬁg?&l east one
compound according to one or nore of clainms 1 to 8 for
t he uf agt ur f di canent  t he prophyl axi s and/ or
treathvent a@f[kf'éﬁ?fﬁré@ﬂy%e@ﬂo )'i]ﬂé’én@?’leaf'y “ast one
conpound  asisHyIbdHrehBsQfShathiddiry of clainms 1

[4] N-[1-(2-dimethylaminoethyl)-1 H-indole-7-yl]-6-chloroimidazo[2,1-
blthiazole-5-sulfonamide

and their corresponding salts and solvates.

15. A process for obtaining a sulfonamide derivative of general formula (Ia)
and/or (Ib), according to one or more of claims 1 - 14, characterized in

that at least one compound of general formula (I1), or one of its suitably
protected derivatives,

o\\s//o
AT X

(I

wherein A has the meaning according to one or more of claims 1 - 14,
and X is an acceptable leaving group, preferably an halogen atom, more
preferably chlorine is reacted with at least one 7-aminoindole of general
formula (1l), or one of its suitably protected derivatives;
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to 8 for the manufacture of a nedicanent for the
prophyl axi s and/ or treatnent of cachexia. 28. The use

wo@Rooan139east one conpound according to one or POT/EPN4/008513

claims 1 to 8 for the manufacture of a medi cament for
the prophyl axis and/or treatngpt of type Il diabetes
(non insulin dependent diabetes nmellitus), preferably
type di abetes caused by obesity. 29. The use of at

| east one conpound accordi ng to one or nore of clains
1to 8 for the rranufacture,.,gf’g\ medi cament for the
prophyl axi s and/ or treatnment of Bl ntestinal tract
di sorders. 30. The use B C one conpound
according to one or nore 140 8 for the
manuf acture of a medi cang e prophyl axi s and/ or
treatment of irritabl eRbowe] syn§rome. 3 . The use of
at | east one conmpound accorgi ng tR§ one or nore of
clains 1 to 8 for the manufacture of a nedicanment for
the prophyl axis and/or treatnent of anxiety. 32. The
use of at |east one conpound(HHcording to one or nore
of clajns .1 &Pnufacxure of a medi canent

0.8 fqr the ) _
for thReheD yﬁaﬁf‘a Ry eapingraccsrdiag e essiasimore of
33. Thmi 0 OERTEHI 1?190‘?1% o)
nor e g%mé‘?gi njs4?id?gﬁg§¥hor tl:1e nragu het Ur e?@{‘jg%nh opcfi%%ally,
medi cERBntheflgtter, lilke pratpbijteagiiosipamiay be trermivad it nadessary.
bi pol ar disorders. 34. The use of at |east one
compound according to one or nore of clainms 1 to 8 for

16he mAmrbeessor obtaifingRAs@RITRIMIdE YerlBRvPbPEEN X otmula (1a)

d/ or
anar O ndor (Ib), according to one or more of claims 1 - 14, wherein R'-R®, R®

and R% n and A have the meaning according to one or more of claims 1 - '
14, and R is a linear or branched C1-Cs alkyl, characterized in that at
least one compound of general formula (la) and/or at least one
compound of general formula (Ib), wherein R*-R%, R, R?, n and A have
the meaning indicated in claims 1 - 14, and R’ is an hydrogen atom, is
reacted with an alkyl halogenide or dialkyl sulfate.

17. A process for preparing the salts, preferably the physiologically
acceptable salts of the compounds of general formula (la) and/or (Ib),
according to one or more of claims 1 - 14, consisting of reacting at least
one compound of the general formula (la) and/or at least one compound

of the general formula (Ib) with a mineral acid or organic acid in a suitable
solvent.

18. A medicament comprising at least one compound according to one or

more of claims 1 to 8 and optionally one or more pharmacologically
acceptable excipients.
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treatment of cognitive nenory disorders. 35. The use
of at | east one conpound according to one or nore of

w@k@sns3919to 8 for the manufacture of a nedi caPeEnEPf004/008513

t he prophyl axis and/or treatnment of senile denentia
processes. 36. The use of at _I7§§st one conpound
according to one or nore of clains 1 to 8 for the

2 phyl d/

; 2;{ ctuae of rﬁ medi mmfnt fo; t he _r hh)e/gaxtagfgn lat?orn for
I t r

1e? g é@gfrwﬁa %ﬂ?@g?{? r%gﬂg?tt (g_f é)neagogdfne@t&?%set 'Jr‘?zétgﬁ fo food

pr ophintake,sprefetably for thet mutatioh dPappietitn foisthe maintenance,

Di 8. Th f .at | east .ope accor di ng

o onbegrimpLrestietpd orBody iant B (R d ommas eariorafeatment
a ”Edbﬁéb”éﬁty,fb@hrrﬁﬁearﬁir@ﬂﬁ)l/_& iRt blf&i%%(@%r@oﬂfmsuhn
Hunti ngton's Di sease he use of east
conpodﬁﬂe@@@@irdjah@teﬁcm@hwsbrpraiwablyﬂymﬁe Hidisbetes calsédby

b oBBESEE ol e Hirp By BRI AEES tré et Or Ba SRt qXfipal tract
def i cdlsopderdppiciaiabsy Irﬁi@bleTHS@Né'ISs%/n@lForﬁb fo%% R

conmpound according to one or nore of clains 8 for
t he nBRb@Rgaeat, d‘ﬁ" the psepldden andir tf&?énpnbpﬁgllsardejs of the

and/ ope bt SRS Q)Ostgmatah?feg{, ?gnf(% 8| ﬂgd%? q&;{rggggﬁ epreferably

at | east one conmp ccor

cl ai nblpblarajlébrﬂers tdognitie whambry @lsofdeis neshileadgnéntiLr
the pr \sll axi s and/or treat rrent of chosis. 42. The
use oPrfg:te peSidiewnecspiativridiserdara WQ’ erabbnplzheimgrrsedisease,

of cl phAlindon’s disease, Huntington's disease and/or multiple sclerosis,
schizophrenia, psychosis or infantile hyperkinesia (ADHD, attention
deficit / hyperactivity d isbrder),

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,
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.

20. The use of at least one compound according to one or more of claims 1

to 8 for the manufacture of a medicament for 5-HT¢ receptor regulation.

21.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of a disorder or disease related to food intake.
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to 8 for the manufacture of a nedicanment for the _
prophyl axis and/or treatnent of infantile hyperkinesia

W@ 20051013924 t enti on deficit / hyperactivity di sSOPCEEP2004/008513

43. The use of at |east one conpound according to one

or nore of claims 1 to 8 for the manufacture of a

nmedi canent for the prophyl axis and/or treat nent of
nervo stem 44. The use

32 ot e of e ieBehond ombeund sre Rind IS oRdiass of claims 1
cl ai mio 8 fbpthe MahutAturdBsTy Afelditizrn t r Zop%ﬁmi@h Jf%g)petlte

t he prophyl axis and/or treatnment o reni
The use of at |east one conpound accordl ng to one or
t he manuf

2 e BPatlshh chel Smhtnd BReaMAo ore et mossef claims

conpr s 8rfer fiie MaAttachie &%@H%nﬁ’é}ﬁ%r‘jﬂhﬁ%éﬁlt&ﬁ%c@ increase
nmore of claims 9 to 14 and optionally one or

phar nRE 53@tienl afposlycugighbl e exci pi ents. 47. A
medi canment according to claim46 for 5-HT receptor
regul ation, for the prophylaxis and/or treatnent of a

@4sor dJbe uye ofi stdaast orel @irafodid é@é&dld@tt@kcﬁ'\e OF @oPé BPEMIms 1
for the ppetite, for the maintenance,

'g ation of a
i ncrel8 f% Lﬁeéaaevfa&wrsfof@dmdmmm forrthe praphylaxis and/or

proph p(ﬂq{ reatment of obesity, bulima,
anoreylegﬁhénc exl a 'r type Il diabetes (non insulin

dependent di abetes nellitus), preLerabI yhtlype I Ny
abetes cau obesi t for the prop yl axi s and/ or

gheat ﬁﬁt ngfié‘%%/% é‘éﬁﬁ’%nq acegardimode ansr er, more of claims 1

pr ef efpd Ifd(r ﬂwbﬁhéﬁ@ﬂa@ttﬁ@‘&?% $AEERTt ;cfrocﬁ? ?)?&?ﬁn)éé)\(lg and/or

enhancenent, for the prophylaxis and/or ea 0

di sor tfeatmestt affilimia.

26. . The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament the prophylaxis and/or

treatment of anorexia.

27.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of cachexia.

28.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of type Il diabetes (non insulin dependent diabetes mellitus),
preferably type Il diabetes caused by obesity.

29.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of gastrointestinal tract disorders.
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central nervous system anxiety, panic disorders,
depression, preferably bipolar disorders, cognitive

woreewsny3odd sorders, senile denmentia processes, PCT/EP2004/008513

neur odegenerati ve disorders, preferably Al zheiner's

di sease, Parkinson's disease, _7guntington’'s disease

and/ or nultiple scl erosis, schizophrenia, psychosis or
on deficit /

h ADHD
2 R BPAEAEOAR bR e On e S e ot s 1
enhanc¢e et the ManuftireOsT Y hid¥icandéIt f8F tHd 5@ ?)ﬂ?l%(lsoénd/or

di sorders of the central nervous system anx

pani c lgatmeatekirritable bewelsyndpreeer abl y bi pol ar

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

A1zheiTerise of stdesst or@é&hfié@rﬁ’d ac&br@lﬁ@f@y or&!BE At Bf cRims 1

di sease and/or multiple sclerosis, schizophrenia,
psych& Bdopthg Waahfaqt@rergf@emeri ivasient feoiHe, praphyakisand/or

defi Ciifoatm gxpgfrmléglty di sorder). 48. The use of at

| east one conpound according to one or nore of clains
9to 14 for the manuf acture of a medi canent for 5-HT
| east one

r.ecep ti on 49. The use of at

gn'pohﬁﬁ c‘gfj ilegstianespmpeungaecasding teione or mera af claims 1
f t

pr ophyg e %"“ﬁ%ﬂﬁ'ﬁfﬁ‘%g?’f%e'?b‘i?%ti%ﬁa‘%%hﬂﬁ@sgg«g/or

r el at He@atmentoafdlepresdien. 50. The use of at | east one

conmpound according to one or nore of clains 9 to 14
for the manufacture of a nedi canent for the regul ation

GB. apwakiuse- ofat leddndS®Onh ojfé' Y i

accor di ng to one or nore ofO@daJlj@rr(gﬁ m@ 1 for8"§1ﬁfez(:la"rr's’1t08
manuf fdtthe amaiufaciveeliot ameedicsment foe thepraphyémde and/or treatment
i ncr eg_fsglpgrarrd?é%%& on of body wei ght.

34.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of cognitive memory disorders.

35.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
-treatment of senile dementia processes.

36. The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of Alzheimer’s Disease.

37.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of Parkinson’s Disease.
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52. The use of at |east one conpound according to one
or nore of clainms 9 to 14 for the manufacture of a

woreasomyent for the prophyl axi s and/ or treat neP€T/BP2004/008513

obesity. 53. The use of at |east one compound
according to one or nore of clgims 9 to 14 for the
manuf acture of a nedi canent for the prophyl axis and/or

tyeat t i1 5 he use of at |east one )
c%sr?pou %%%:8?%4 'ﬁ%ﬁ%"%ﬁ%@??ﬂ@@&%’ﬂ"& 19 e gr mpre of claims 1
for the 8vfentiesianutactlirecoMefcelrdERndntfeF thehﬁrgph;ﬂ?xis and/or
prophyl axi s and/ or treatnent of anorexia. 55. e use

of at WeaiEenbatHUBHMEORS Riseasali ng to one or nore of
claims 9 to for the manufacture of a nedicament for
t he prophyl axis and/or treatnment of cachexia. 56. The

\B9e ofThetudecaisat loast arenesvpdumd eesstditly {oPomE8r RlordBF Blaims 1
of cl igs 9 to 14 for the nmanufacture of a nedi canent
fe 8o

for t bR Marptacig o meé&antent_f@wtrue;mepu¥laxbtaln;m/or
- i A i 1t . s er.a
Lype. (Testnefit oeRsfenta foReh elediinld d5ai Medofidet

| east one conpound accordi ngt o oneor m)regf clainms9 to

far t manuf acture of a medi cament for the _
ﬁ@whﬁﬁﬂ%‘? %@r?g/'%?ﬁtqf@aﬁ%mu%fawﬂm terqng phaore phefaims 1
di sor ¢eBYor @ mahEreffe Of sdhelRafern? S ¢ i
accorgiﬁn ?2) onrgor r?g:r egf gﬁ??mgﬁ{eg ?(grr ﬁgﬁwﬂﬂams andfor
manuf eatment of MuliplecSdlerasis.or t he prophyl axi s and/ or
treatment of irritable bowel syndrome. 59. The use of

at | east one conpound accordi ngto oneor noreof clains9

41.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of psychosis.

42.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of infantile hyperkinesia (ADHD, attention deficit / hyperactivity
disorder).

43.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of disorders of the central nervous system.

44.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for the prophylaxis and/or
treatment of schizophrenia.

45.  The use of at least one compound according to one or more of claims 1
to 8 for the manufacture of a medicament for cognitive enhancement.
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to for the manufacture of a nedi canent for the
prophyl axi s and/or treatnent of anxiety. 60. The use

wo@Rooaniddeast one conpound accordi ngt o oneor noOPEDEP2004/008513

clainms9 to for the manufacture of a nedi canent for the
prophyl axi s and/or treatnment @f_depression. 6 . The
use of at |east one conpound accordi ngto oneor noreof
cl.ai re of a medi cament for

f h
A LR LeaamoreItg Bh sh s CoBTRSBIA a@oEdnads ene or
62. Theordsst c‘l’émﬂiglt@@@tan%rlﬁ)t@‘ﬁ Hﬂgoﬁ‘ g#a%gfﬂb‘?cally '

or nore of clainms 9 to fo manu act

medi c @&seeptable extipieptnphy! axi s and/or treat rrent of
cognitive nmenory disorders. 63. The use of at | east
one conpound according to one or nore of clainms 9 to

Wy fom ﬁﬁﬁldﬁ%ﬁtaé‘dc@hﬁn?fto @Ia“mdlﬁci%?‘%mﬁg Rice‘p'ﬂ?f regulatlon for the

prophyl axi s and/ or treatnment of senile denent
pr oce PEARYIBds andéorimatmentof 4 disordener disepsa rejated to food

ot Ttdke. SteftanR o RictrebhidtoR drappetits, i the Baintenance.
treat inoneasd oAradietion of HoBly seAGiR, fr-thd %Waﬂé aﬁH/or treatment

| east one conmpound according to one or nore of clail
9 to PEOP%“}{,W@'ﬁ%@%@ﬁﬁecwh%lm@aty@s&d@bﬁﬁs@w@lnsulm

pr oPh¥bBhdeHiaBE es THaNHIRY prefers’a;{gwéﬂfh.%?%ét%gagﬁg by

se of a accor
or nopbesity, fbathespdphylakié afmd/ort theatrentiofglstreintdstinal tract

r,_rﬁﬁltf 59@@%“9{9&2% Htg%‘eaéov?/elasny%/d%mter Fo?’tcggmtlvgf
enhancement, for the prophylaxis and/or treatment of disorders of the
central nervous system, anxiety, panic disorders, depression, préferably
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 cognitive enhancement, for the prophylaxis and/or
treatment of disorders of the central nervous system, anxiety, panic
disorders, depression, preferably 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).

48.  The use of at least one compound according to one or more of claims 9
to 14 for the manufacture of a medicament for 5-HT; receptor regulation.



10

15

20

25

30

67. The use of at |east one conpound according to one
or nore of clainms 9 to for the manufactureof a

woreasomyent for the prophyl axi s and/ or treat neP€T/BP2004/008513

Mul tiple Sclerosis. 68. The use of at |east one
conmpound according to one or mgre of claims 9 to for
the nanufacture of a nedicament for the prophylaxis

/ f. dementias in which itive .
Fi ol oo Harekone Gomidting et ( S3EPr piase of claims 9
CONPOH 4 456 HednAAUFRIIBOTY m@erc%nsént%natth@r%phﬂam and/or

for the manufacture of a nedi canent for

pr ophylegimentatia disorderarrdiseasss relaledio$oed intéke.The use
of at |east one conpound according to one or nore of
clainms 9 to for the nmanufacture of a nedi canent for

e pThehydead &t least she ¢drapbimbe6drdiny ®dnd 8r more of claims 9
hyper ki nesi a (ADHD, attention deficit / hyperactivity

di sor &1 forsthe mapufasturgrof & medisement dorctbepegulation of appetite.
according to one or nore of claims 9 to for the
manuf acture of a nedi canent for the prophyl axis and/ or

Hrieat Mietusef ofthideastare admpbend astdraingerorisr fvFé eNtlaims 9
ast one conpound according to one

72. Th f at | ! )
or rroF‘g1g1§fg"cﬁ?‘5ﬁ 'ﬁ@"@featCB"P&f arhedisameni éerithe raaintenance, increase
medi C%F?éﬂucfti%h 6f%ﬁjﬁrm§m' axis and/or treatnent of

e u

schi zophreni a. 73. e of at |east one conpound
according to one or nore of clains 9 to 14 for the

' jtive enhancenent.
%3.”““ Ef’?\teuurs% (%f at?eg&%n%acr{)errrﬁt)otﬁno aggogrgfngl t\c/> one or more of claims 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of obesity.

53.  The use of at least one compound according to one or more of cléims 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of bulimia.

54.  The use of at least one compound according to one or more of claims 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of anorexia.

85.  The use of at least one compound according to one or more of claims 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of cachexia.

56.  The use of at least one compound according to one or more of claims 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of type 1l diabetes (non-insulin-dependent diabetes mellitus),
preferably type Il diabetes caused by obesity.
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WO 2005/013979 PCT/EP2004/008513

57.

58.

59.

60.

61.

62.

63.

64.

-79-

The use of at least one compound according to one or more of claims 9
to 14 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 9
to 14 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 9

~ to 14 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 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of depression.

The use of at least one compound according to one or more of claims 9
to 14 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 9
to 14 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 9
to 14 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 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of Alzheimer's Disease.
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The use of at least one compound according to one or more of claims 9
to 14 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 9
to 14 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 9
to 14 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 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of dementias in which a cognitive deficit predominates.

The use of at least one compound according to one or more of claims 9
to 14 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 9
to 14 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 9
to 14 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 9
to 14 for the manufacture of a medicament for the prophylaxis and/or
treatment of schizophrenia.
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73.  The use of at least one compound according to one or more of claims 9

to 14 for the manufacture of a medicament for cognitive enhancement.



