
Stable Aqueous Dispersions of colour developer This
invention relates to compositions comprising a colour
developer, an anionic dispersant and a thickening
agent as well as to heat-sensitive recording materials
comprising such compositions, a process for its
manufacture and its use. Heat-sensitive recording is a
well known technique and is used as a system for
recording transferred information through the
mediation of heat, by utilising a colour reaction
between a colour forming compound and a developer. A
need exists to produce an aqueous dispersion of a
colour developer that is low in viscosity, such that
it can be pumped and handled easily, has high active
ingredient content, e.g. in order to reduce
transportation costs, is storage-stable in particular
with regard to sedimentation, and is economic to
produce, i.e. uses low amounts of other ingredients
such as anionic dispersants. JP 2004-284262 discloses
mixtures of the colour developer
N-p-toluenesulfonyl-N'-3-(ptoluenesulfonyloxy)
phenylylurea and the anionic dispersant
Gohseran(r)L3266, in which the concentration of the
colour developer is 36.4%. JP 2003-292807 discloses a
mixture of the same colour developer together with a
10% aqueous solution of a sulfonated polyvinylalcohol,
wherein the concentration of the colour developer is
40%. It is therefore an object of the present
invention to provide a composition with an even higher
concentration of the colour developer and which is
storage-stable. Another object is to provide
corresponding heat-sensitive recording materials
comprising such a composition, wherein the oil
resistance and the initial image intensity are not
deteriorated The present invention is directed to a
composition, which comprises a colour developer of the
general formula I O 



R1-S-N-X-N-A-B-R 2 O whereinRi is phenyl or naphthyl,
which can be unsubstituted or substituted by CrC
8alkyl, CrC 8- alkoxy or halogen; or CrC 2oalkyl,
which can be unsubstituted or substituted by CrC
8-alkoxy or halogen, X is a group of the formula
-C(=NH)-, -C(=S)- or -C(=O)-, A is unsubstituted or
substituted phenylene, naphthylene or d-C^alkylene, or
is an unsubstituted or substituted heterocyclic group,
B is a linking group of formula -0-SO 2- , -SO2-O-,
-NH-SO2- , -SO2-NH-, -S-SO2- , -0-C0-NH-, -NH-CO-,
-NH-CO-O-, -S-CO-NH-, -S-CS-NH-, -CO-NH-SO 2- ,
-0-CO-NH-SO 2- , -NH=CH-, -CO-NH-CO-, -S-, -CO-, -0-,
-SO2-NH-CO-, -0-CO-O- and -O-PO-(OR 2)2, and R2 is
aryl, preferably phenyl or naphthyl, which can be
unsubstituted or substituted by d - C8alkyl,
halogen-substituted Cr C8alkyl, Cr
C8alkoxy-substituted Cr C8alkyl, Cr C8alkoxy,
halogen-substituted d-C 8alkoxy or halogen; or benzyl,
which can be substituted by Cr C8alkyl,
halogen-substituted Cr C8alkyl, Cr C8alkoxysubstituted
d-C 8alkyl, d-C 8alkoxy, halogen-substituted d-C
8alkoxy or halogen; or Ci-C 2Oalkyl, which can be
unsubstituted or substituted by d-C 8alkoxy, halogen,
phenyl or naphthyl, and a) 0.1 to 5, preferably 0.1 to
3.0 dry parts per 100 dry parts of colour developer I
by weight of an anionic dispersant and b) 0.01 to 2.0,
preferably 0.01 to 1.0, more preferably 0.01 to 0.5
dry parts per 100 parts of colour developer I per
weight of a thickening agent. Ri as phenyl or naphthyl
can be unsubstituted or substituted by, for example,
Ci-C 8alkyl, Ci-C 8alkoxy or halogen. Preferred
substituents are d-C 4alkyl, especially methyl or
ethyl, 



d-dalkoxy, especially methoxy or ethoxy, or halogen,
especially chlorine. Ri as naphthyl is preferably
unsubstituted. Ri as phenyl is preferably substituted,
especially by one of the above alkyl substituents. Ri
as Ci-C 2Oalkyl can be unsubstituted or substituted
by, for example d-C 8alkoxy or halogen. Preferred
substituents are Ci-C 4alkoxy, especially methoxy or
ethoxy, or halogen, especially chlorine. Ri as d-C
2Oalkyl is preferably unsubstituted. Preferably, Ri is
phenyl which is unsubstituted or substituted by d-C
8alkyl, Cr C8alkoxy or halogen. Of most importance are
the substituted phenyl groups. Highly preferred are
phenyl groups which are substituted by d-C 4alkyl,
preferably by methyl.X is preferably a group of the
formula -S(=O)- or -C(=O)- , especially -C(=O)-. A as
a phenylene or naphthylene group can be unsubstituted
or substituted by, for example, Ci-C 8alkyl,
halogen-substituted Ci-C 8alkyl, d-C
8alkoxy-substituted Ci-C 8alkyl, CrC 8alkoxy,
halogen-substituted CrC 8alkoxy, CrC 8alkylsulphonyl,
halogen, phenyl, phenoxy or phenoxycarbonyl. Preferred
alkyl and alkoxy substituents are those containing 1
to 4 carbon atoms. Preferred substituents are CrC
8alkyl, halogen-substituted CrC 8alkyl, Cr
C8alkylsulphonyl or halogen. A as a naphthylene group
is preferably unsubstituted. A as a heterocyclic group
is preferably pyrimidylene which is unsubstituted or
substituted by CrC 8alkyl, especially by Cr C4alkyl. A
as a CrCi 2alkylene group is preferably CrC 8alkylene,
especially Cr C4alkylene. Preferred groups A are
phenylene groups which are unsubstituted or
substituted by CrC 8alkyl, halogen-substituted CrC
8alkyl, Ci-C 8alkoxy-substituted CrC 8alkyl, CrC
8alkoxy, halogen-substituted CrC 8alkoxy, CrC
8alkylsulphonyl, halogen, phenyl, phenoxy or
phenoxycarbonyl, especially d-C 8alkyl,
halogen-substituted d-C 8alkyl, Ci-C 8alkylsulphonyl
or halogen. Highly preferred groups A are phenylene
groups which are unsubstituted or substituted by 



d-dalkyl or halogen, especially unsubstituted
phenylene groups. Preferred linking groups B are those
of formulae -0-SO 2- , -SO2-O-, -SO2-NH-, -S-SO2- ,
-0-, -0-C0- and -O-CO-NH-, especially linking groups
of formulae -0-SO 2- , -SO2-O- and -SO2-NH-. Highly
preferred are the linking groups B of formula -0-SO 2-
and -0-. R2 as aryl is preferably phenyl or naphthyl
which can be unsubstituted or substituted by, for
example, d-C 8alkyl, halogen-substituted d-C 8alkyl,
d-C 8alkoxy-substituted d-C 8alkyl, d - C8alkoxy,
halogen-substituted d-C 8alkoxy or halogen. Preferred
alkyl and alkoxy substituents are those containing 1
to 4 carbon atoms. Preferred substituents are d-dalkyl
and halogen. R2 as naphthyl is preferably
unsubstituted.R2 as benzyl can be substituted by the
substituents given for R2 as phenyl or naphthyl.
Unsubstituted benzyl is preferred. R2 as CrC 2Oalkyl
is preferably Ci-C8alkyl, especially Ci-C6alkyl, and
can be unsubstituted or substituted by, for example,
CrC 8alkoxy, halogen, phenyl or naphthyl. Preferred
are the unsubstituted alkyl groups, especially d-C
4alkyl. Preferred groups R2 are CrC 6alkyl;
halogen-substituted CrC 6alkyl; phenyl-substituted CrC
6alkyl; naphthyl-substituted Cr C6alkyl; phenyl which
is unsubstituted or substituted by CrC 8alkyl,
halogen-substituted CrC 8alkyl,
Ci-C8alkoxy-substituted CrC 8alkyl, CrC 8alkoxy,
halogen-substituted Cr C8alkoxy or halogen; naphthyl
and benzyl which is substituted by CrC 4alkyl or
halogen. Highly preferred groups R2 are Ci-C4alkyl;
halogen-substituted Ci-C4alkyl; phenyl which is
unsubstituted or substituted by Cr C4alkyl or halogen;
naphthyl and benzyl which is unsubstituted or
substituted by d-C 4alkyl or halogen, especially
phenyl which is unsubstituted or substituted by
d-dalkyl. Preferred are developers of formula (1),
wherein Ri is phenyl which is substituted by d-dalkyl,
preferably by methyl, 



X is a group of the formula -C(=O)-, A is phenylene
which is unsubstituted or substituted by d-dalkyl or
halogen, preferably unsubstituted phenylene, like
1,3-phenylene, B is a linking group of formula -0-SO
2- or -O- and R2 is phenyl, naphthyl or benzyl which
is unsubstituted or substituted by d-dalkyl or
halogen, especially phenyl which is substituted by
d-dalkyl. The compounds of formula (1) are known or
can be prepared as disclosed e.g. in EP 1,140,515. A
preferred embodiment of the instant invention concerns
the inventive composition, in which a colour developer
of formula (1) is chosen, wherein Ri is phenyl which
is substituted by d-dalkyl, preferably by methyl, X is
a group of the formula -C(=O)-,A is phenylene which is
unsubstituted or substituted by d-C 4alkyl or halogen,
preferably unsubstituted phenylene, like
1,3-phenylene, B is a linking group of formula -0-SO
2- or -O- and R2 is phenyl, naphthyl or benzyl which
is unsubstituted or substituted by Cr C4alkyl or
halogen, especially phenyl which is substituted by d-C
4alkyl. Preferably the anionic dispersant is a
sulfonated polyvinylalcohol preferably exhibiting a
saponification degree of 86.5 to 89.0 mol-% and a
viscosity of 2.3 to 2.7 mPa-s for a 4% by weight
solution at 200C. Such anionic dispersants are known
in the art, an example would be Gohseran(r)L3266 (from
Nippon Gohsei). Alternatively, the anionic dispersant
may be an aromatic sulfonic acid, e.g. an ammonium
salt of naphthalene sulfonic acid formaldehyde
condensate such as Dehscofix(r)930 (from Huntsman
Performance Products) or a carboxylated polymer such
as Ciba(r)Glascol(r)LS 16, a carboxylated acrylic
copolymer manufactured by Ciba Specialty Chemicals
Inc. 



As thickening agent or thickeners usually the known
materials can be used in order to increase viscosity,
i.e. natural organic thickening agents such as
agar-agar, alginates, e.g. sodium alginate, pectines,
starch, which can be usually modified such as
hydroxypropylated starch, caseine, xanthan gum,
preferably xanthan gum, synthetic organic thickening
agents such as water-soluble carboxylates, e.g.
carboxymethylcellulose, or polymers or copolymers
based on acrylamide, acrylic acid, methacrg lic acid
or ethylacrg late, or inorganic thickening agents such
as polysilicates, clay minerals such as
montmorillonites, or zeolithes. A preferred embodiment
therefore concerns an inventive composition, wherein
the thickening agent is selected from the group
consisting of xanthan gum, sodium alginate,
water-soluble carboxylates, polymers or copolymers
based on acrylamide, acrylic acid, ethyl acrylate or
methacrylic acid. Furthermore, another embodiment
relates to the use of thickening agents for the
manufacturing of storage-stable colour developer
compositions. In another preferred embodiment the
inventive composition comprises as an additional
component a biocide. Generally, the known biocides in
this field can be used, preferred aree.g. ActicideOMBS
(a mixture of isothiazolones from Thor GmbH),
Biochek(r)410 (a mixture of
1,2-dibromo-2,4-dicyanobutane and
1,2-benzisothiazolin-3-one from Lanxess Deutschland
GmbH), Biochek(r)721M (a mixture of
1,2-dibromo-2,4-dicyanobutane and 2-bromo-2-nitro-
1,3-propandiol from Lanxess Deutschland GmbH) or
MetasolOTK 100 (2-(4-thiazolyl)- benzimidazole from
Lanxess Deutschland GmbH). Usually, the biocide is
added in amounts from 0.01 to 2.0, preferably from 0.1
to 1.5 % by weight, based on the amount of the colour
developer I . Another preferred embodiment of this
invention relates to compositions, in which the
concentration of the colour developer is at least 50%,
i.e. dispersions which comprise a) at least 50% by
weight of colour developer I 



b) an anionic dispersant, in an amount from 0.1 to 5
dry parts per 100 parts of dry colour developer I, c)
a thickening agent, in an amount from 0.01 to 2.0 dry
parts per 100 parts of dry colour developer I, d)
optionally a biocide, and e) rest water, which adds up
to 100%. The inventive compositions usually are
manufactured by first blending together at ambient
temperature the colour developer I with the anionic
dispersant and, if required, a biocide and water. The
colour developer I may be employed in the form of a
dry powder, or preferably as a water-wet filter cake.
As a rule, the mixture is then mixed thoroughly with a
high shear stirring device to produce a coarse
dispersion. The coarse dispersion is preferably then
processed further in a mill or attritor until the
desired reduction in particle size of colour developer
I is achieved. Suitable mills include horizontal and
vertical bead mills that may operate with
re-circulation. The average particle size of colour
developer I after further processing is normally in
the range 0.2 to 2.0 mm, preferably in the range of
0.5 to 1.5 mm. The resulting fine dispersion is
usually then blended with a solution of the thickening
agent to yield the inventive stable aqueous
dispersion. Therefore another embodiment of the
instant invention relates to a process for the
manufacture of the inventive composition, whereina) a
colour developer I, an anionic dispersant and water
are mixed together, optionally with a biocide,
preferably at ambient temperature, b) the such
obtained mixture is further treated in order to obtain
an average particle size in the range of from 0.2 to
2.0 mm, and c) blending the treated mixture of step b)
with a thickening agent. The inventive compositions
generally are used as for the manufacture of
storage-stable 



colour developer compositions as well as for
heat-sensitive recording materials. A further
embodiment of this invention relates to a
heat-sensitive recording material comprising a) a
colour forming compound, and b) the inventive
composition. Usually the amounts of colour forming
compound and the inventive composition are choosen in
such a way, that the weight ratio of colour forming
compound to colour developer I is in the range of from
1:1.5 to 1:5.0, preferably from 1:1.8 to 1:3.5. The
colour forming compounds are, for example,
triphenylmethanes, lactones, benzoxazines, spiropyrans
or preferably fluorans. Preferred colour formers
include but are not limited to;
3-diethylamino-6-methylfluoran, 3-
dimethylamino-6-methyl-7-anilinofluoran,
3-diethylamino-6-methyl-7-anilinofluoran, 3-
diethylamino-6-methyl-7-(2,4-dimethylanilino) fluoran,
3-diethylamino-6-methyl-7- chlorofluoran,
3-diethylamino-6-methyl-7-(3-trifluoromethylanilino)
fluoran, 3-diethylamino-6- methyl-7-(2-chloroanilino)
fluoran, 3-diethylamino-6-methyl-7-(4-chloroanilino)
fluoran, 3- diethylamino-6-methyl-7-(2-fluoroanilino)
fluoran, 3-diethylamino-6-methyl-7-(4-n-octylanilino)
fluoran, 3-diethylamino -7-(4-n-octylanilino) fluoran,
3-diethylamino -7-(n-octylamino) fluoran,
3-diethylamino -7-(dibenzylamino) fluoran,
3-diethylamino-6-methyl-7-(dibenzylamino) fluoran,
3-diethylamino-6-chloro-7-methylfluoran,
3-diethylamino-7-t-butylfluoran, 3- diethylamino
-7-carboxyethylfluoran,
3-diethylamino-6-chloro-7-anilinofluoran, 3-
diethylamino-6-methyl-7-(3-methylanilino) fluoran,
3-diethylamino-6-methyl-7-(4- methylanilino) fluoran,
3-diethylamino-6-ethoxyethyl-7-anilinofluoran,
3-diethylamino-7- methylfluoran,
3-diethylamino-7-chlorofluoran,
3-diethylamino-7-(3-trifluoromethylanilino)fluoran,
3-diethylamino-7-(2-chloroanilino) fluoran,
3-diethylamino-7-(2-fluoroanilino) fluoran,
3-diethylamino-benzo[a] fluoran,
3-diethylamino-benzo[c] fluoran, 3-dibutylamino-7- 



dibenzylaminofluoran , 3-dibutylamino-7-anilinofluoran
, 3-diethylamino-7-anilinofluoran, 3-
dibutylamino-6-methyl fluoran,
3-dibutylamino-6-methyl-7-anilinofluoran,
3-dibutylamino-6- methyl-7-(2,4-dimethylanilino)
fluoran, 3-dibutylamino-6-methyl-7-(2-chloroanilino)
fluoran, 3- dibutylamino-6-methyl-7-(4-chloroanilino)
fluoran, 3-dibutylamino-6-methyl-7-(2-fluoroanilino)
fluoran,
3-dibutylamino-6-methyl-7-(3-trifluoromethylanilino)
fluoran, 3-dibutylamino-6-
ethoxyethyl-7-anilinofluoran,
S-dibutylamino-b-chloro-anilinofluoran,
3-dibutylamino-6-methyl- 7-(4-methylanilino) fluoran,
3-dibutylamino-7-(2-chloroanilino) fluoran,
3-dibutylamino-7-(2- fluoroanilino) fluoran,
3-dibutylamino-7-(N-methyl-N-formylamino) fluoran,
3-dipentylamino-6- methyl-7-anilinofluoran,
3-dipentylamino-6-methyl-7-(4-2-chloroanilino)
fluoran, 3- dipentylamino-7-(3-trifluoromethylanilino)
fluoran, 3-dipentylamino-6-chloro-7-anilinofluoran,
3-dipentylamino-7-(4-chloroanilino) fluoran,
3-pyrrolidino-6-methyl-7-anilinofluoran, 3-
piperidino-6-methyl-7-anilinofluoran,
3-(N-methyl-N-propylamino)-6-methyl-7-anilinofluoran,
3-(N-methyl-N-cyclohexylamino)-6-methyl-7-anilinofluor
an, 3-(N-ethyl-N-cyclohexylamino)-6-
methyl-7-anilinofluoran,
3-(N-ethyl-p-toluidino)-6-methyl-7-anilinofluoran,
3-(N-ethyl-Nisoamylamino)- 6-methyl-7-anilinofluoran,
3-(N-ethyl-N-isoamylamino)-6-chloro-7- anilinofluoran,
3-(N-ethyl-N-tetrahydrofurfurylamino)-6-methyl-7-anili
nofluoran, 3-(N-ethyl-Nisobutylamino)-
6-methyl-7-anilinofluoran,
3-(N-butyl-N-isoamylamino)-6-methyl-7- anilinofluoran,
3-(N-isopropyl-N-3-pentylamino)-6-methyl-7-anilinofluo
ran, 3-(N-ethyl-Nethoxypropylamino)-
6-methyl-7-anilinofluoran,
S-cyclohexylamino-b-chlorofluoran, 2-methyl-
6-p-(p-dimethylaminophenyl)aminoanilinofluoran,
2-methoxy-6-p-(pdimethylaminophenyl)
aminoanilinofluoran,
2-chloro-3-methyl-6-p-(pphenylaminophenyl)
aminoanilinofluoran,
2-diethylamino-6-p-(pdimethylaminophenyl)
aminoanilinofluoran,
2-phenyl-6-methyl-6-p-(pphenylaminophenyl)
aminoanilinofluoran, 2-benzyl-6-p-(pphenylaminophenyl)



aminoanilinofluoran,
3-methyl-6-p-(p-dimethylaminophenyl)aminoanilinofluora
n,
3-diethylamino-6-p-(p-diethylaminophenyl)aminoanilinof
luoran, 3-diethylamino-
6-p-(p-dibutylaminophenyl)aminoanilinofluoran,
2,4-dimethyl-6-[(4-dimethylamino)- anilino] fluoran,
3-[(4-dimethylaminophenyl)amino]-5,7-dimethylfluoran,
3,6,6'-tris(dimethylamino)
spiro[fluorene-9,3'-phthalide],
3,6,6'-tris(diethylamino)spiro[fluorene-9,3'-phthalide
],
3,3-bis(p-dimethylaminophenyl)-6-dimethylaminophthalid
e, 3,3-bis(p-dimethylaminophenyl) phthalide,
3,3-bis-[2-(p-dimethylaminophenyl)-2-(p-methoxyphenyl)
ethenyl-4,5,6,7- tetrabromophthalide,
3,3-bis-[2-(p-dimethylaminophenyl)-2-(p-methoxyphenyl)
ethenyl4,5,6,7-tetrachlorophthalide, 3,3-bis[1
,1-bis(4-pyrrolidinophenyl)ethylene-2-yl]-4,5,6,7-
tetrabromophthalide, 3,3-bis-[1 -(4-methoxyphenyl)-1
-(4-pyrridinophenyl)ethylene-2-yl]-
4,5,6,7-tetrachlorophthalide,
3-(4-diethylamino-2-ethoxyphenyl)-3-(1-ethyl-2-methyli
ndole-3- yl)-4-azaphthalide,
3-(4-diethylamino-2-ethoxyphenyl)-3-(1-octyl-2-methyli
ndole-3-yl)-4- azaphthalide,
3-(4-cyclohexylethylamino-2-methoxyphenyl)-3-(1
-ethyl-2-methylindole-3-yl)-4- azaphthalide,
3,3-bis(1-ethyl-2-methylindole-3-yl) phthalide,
3,3-bis(1-octyl-2-methylindole-3- yl) phthalide,
mixture of
2-phenyl-4-(4-diethylaminophenyl)-4-(4-methoxyphenyl)-
6-methyl-7- dimethylamino-3, 1-benzoxazine and
2-phenyl-4-(4-diethylaminophenyl)-4-(4-
methoxyphenyl)-8-methyl-7-dimethylannino-3,
1-benzoxazine, 4,4'-[1 -methylethylidene)-
bis(4,1-phenyleneoxy-4,2-quinazolinediyl)]bis[N,N-diet
hylbenzenamine], bis(Nmethyldiphenylamine)-
4-yl-(N-butylcarbazole)-3-yl-methane and mixtures
thereof. All of the above colour forming compounds can
be used singly or as a mixture with other colour
forming compounds; or they may also be used together
with further black colour forming compounds. Highly
preferred are
3-diethylamino-6-methyl-7-anilinofluoran,
3-diethylamino-6-methyl-7-(3- methylanilino) fluoran,
3-diethylamino-6-methyl-7-(2,4-dimethylanilino)
fluoran, 3- dibutylamino-6-methyl-7-anilinofluoran,
3-dipentylamino-6-methyl-7-anilinofluoran, 3-(Nmethyl-



N-propylamino)-6-methyl-7-anilinofluoran,
3-(N-methyl-N-cyclohexylamino)-6-methyl-
7-anilinofluoran,
3-(N-ethyl-N-isoamylamino)-6-methyl-7-anilinofluoran,
3-diethylamino-6- chloro-7-anilinofluoran,
3-dibutylamino-7-(2-chloroanilino)fluoran,
3-N-ethyl-p-toluidino-6- methyl-7-anilinofluoran,
3-(N-ethyl-N-tetrahydrofurfurylamino)-6-methyl-7-anili
nofluoran, 3-(Nethyl-
N-isobutylamino)-6-methyl-7-anilinofluoran,
3-N-ethyl-N-ethoxypropylamino-6-methyl-7-
anilinofluoran,
2,4-dimethyl-6-[(4-dimethylamino)anilino]fluoran,
3-(4-diethylamino-2-
ethoxyphenyl)-3-(1-octyl-2-methylindole-3yl)-4-azaphth
alide, 3,3-bis(p-dimethylaminophenyl)-
6-dimethylaminophthalide and mixtures thereof. It is
also possible to use solid solutions comprising at
least two colour forming compounds. A monophase (or
single-phase or guest-host) solid solution possesses a
crystal lattice which is identical with the crystal
lattice of one of its components. One component is
embedded as the 'guest' in the crystal lattice of the
other component, which acts as the 'host'. The X-ray
diffraction pattern of such a monophase solid solution
is substantially identical to that of oneof the
components, called the 'host'. Within certain limits,
different proportions of the components produce almost
identical results. In the literature, the definitions
by the various authors, such as, G.H.Van't Hoff,
A.I.Kitaigorodsky and A.Whitacker for solid solutions
and mixed crystals are often contradictory, (cf, e.g.
'Analytical Chemistry of Synthetic Dyes', Chapter
10/page 269, Editor K.Venkataraman, J.Wiley, New York,
1977). The term 'monophase solid solution' or
'multiphase solid solution' or mixed crystal', as
defined herein, therefore, should be taken from the
following definitions, which have been adapted to the
current improved state of knowledge of such systems: A
monophase (or single-phase or guest-host) solid
solution possesses a crystal lattice which is
identical with the crystal lattice of one of its
components. One component is embedded as the 'guest'
in the crystal lattice of the other component, which
acts as the 'host'. The X-ray 



diffraction pattern of such a monophase solid solution
is substantially identical to that of one of the
components, called the 'host'. Within certain limits,
different proportions of the components produce almost
identical results. A multiphase solid solution
possesses no precise, uniform crystal lattice. It
differs from a physical mixture of its components in
that the crystal lattice of at least one of its
components is partially or competely altered. In
comparison to a physical mixture of the components,
which gives an X-ray diffraction diagram that is
additive of the diagrams seen for the individual
components. The signals in the X-ray diffraction
diagram of a multiphase solid solution are broadened,
shifted or altered in intensity. In general, different
proportions of the components produce different
results. A mixed crystal (or solid compound type)
solid solution possesses a precise composition and a
uniform crystal lattice, which is different from the
crystal lattices of all its components. If different
proportions of the components lead, within certain
limits, to the same result, then a solid solution is
present in which the mixed crystal acts as a host. For
the avoidance of doubt it may also be pointed out
that, inter alia, there may also be amorphous
structures and mixed aggregates consisting of
different particles of different physical type, such
as, for example, an aggregate of different components
each in purecrystal modification. Such amorphous
structures and mixed aggregates cannot be equated with
either solid solutions or mixed crystals, and possess
different fundamental properties. As hereinbefore
detailed, the monophase solid solutions comprise a
plurality of colour compounds. Suitable colour forming
materials which may be included in the solid solutions
are those given above. Of particular interest are the
following monophase solid solutions:
3-dibutylamino-6-methyl-7-anilinofluoran and
3-dibutylamino-7-dibenzylaminofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-dibutylamino-7-anilinofluoran; 



3-dibutylamino-6-methyl-7-anilinofluoran and
3-diethylamino-7-anilinofluoran;
3-diethylamino-6-methyl-7-anilinofluoran and
3-diethylamino-7-anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-diethylamino-6-methyl-7-anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-N-isoamyl-N-ethylamino-6-methyl-7- anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-N-2-pentyl-N-ethylamino-6-methyl-7- anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-N-isopropyl-N-ethylamino-6-methyl-7- anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
S-N-Cyclohexylmethyl-N-ethylamino-b-methyl-
7-anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-dipropylamino-6-methyl-7-anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-N-2-butyl-N-ethylamino-6-methyl-7- anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-N-cyclohexyl-N-methylamino-6-methyl-7-
anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-diethylamino-6-methyl-7-(3-methylanilino) fluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-diethylamino-6-methyl-7-(2,4-dimethylanilino)
fluoran; 3-dibutylamino-6-methyl-7-anilinofluoran and
3-dipentylamino-6-methyl-7-anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-(N-methyl-N-propylamino)-6-methyl-7- anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-diethylamino-6-chloro-7-anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-dibutylamino-7-(2-chloroanilino)fluoran; 



S-dibutylamino-q-nnethyl-Z-anilinofluoran and
S-N-ethyl-p-toluidino-q-nnethyl-Z-anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-(N-ethyl-N-tetrahydrofurfurylamino)-6-methyl-
7-anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
3-(N-ethyl-N-isobutylamino)-6-methyl-7-
anilinofluoran;
3-dibutylannino-6-nnethyl-7-anilinofluoran and
3-N-ethyl-N-ethoxypropylannino-6-nnethyl-7-
anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and
2,4-dimethyl-6-[(4- dimethylamino)anilino]fluoran
3-N-isoamyl-N-ethylamino-6-nnethyl-7-anilinofluoran
and 3-diethylamino-6-methyl-7- anilinofluoran;
3-diethylamino-6-methyl-7-anilinofluoran and
3-N-propyl-N-methylamino-6-nnethyl-7- anilinofluoran;
3-diethylamino-6-methyl-7-(3-tolyl)anninofluoran and
3-diethylamino-6-methyl-7- anilinofluoran;
3-dibutylamino-6-methyl-7-anilinofluoran and 3,3-bis(1
-octyl-2-methylindol-3-yl)phthalide;
3-dibutylamino-6-methyl-7-anilinofluoran and mixture
of 2-phenyl-4-(4-diethylaminophenyl)-4-
(4-methoxyphenyl)-6-methyl-7-dimethylamino-3,
1-benzoxazine and 2-phenyl-4-(4-
diethylaminophenyl)-4-(4-methoxyphenyl)-8-methyl-7-din
nethylannino-3, 1-benzoxazine;
3-dibutylamino-6-methyl-7-anilinofluoran and 4,4'-[1
-methylethylidene)bis(4, 1-phenyleneoxy-
4,2-quinazolinediyl)]bis[N,N-diethylbenzenamine]. In
the above monophase solid solutions the first compound
is in a molar ratio of 75 to 99.9% by mole, the second
compound is in a ratio of 25 to 0.1% by mole. Examples
of monophase solid solutions comprising two components
A and B in the stated 



ratios are: 3-dibutylamino-6-methyl-7-anilinofluoran
(99.9%), 3-diethylamino-6-methyl-7- anilinofluoran
(0.1%); 3-dibutylamino-6-methyl-7-anilinofluoran
(99%), 3-diethylamino-6-methyl-7-anilinofluoran (1%);
3-dibutylamino-6-methyl-7-anilinofluoran (95%),
3-diethylamino-6-methyl-7-anilinofluoran
3-dibutylamino-6-methyl-7-anilinofluoran (90%) and
3-N-2-pentyl-N-ethylamino-6-methyl-7- anilinofluoran
(10%);3-dibutylamino-6-methyl-7-anilinofluoran (95%)
and 3-N-2-pentyl-N-ethylamino-6-methyl-7-
anilinofluoran (5%);
3-dibutylamino-6-methyl-7-anilinofluoran (90%) and
3-N-isopropyl-N-ethylamino-6-methyl-7- anilinofluoran
(10%); 3-dibutylamino-6-methyl-7-anilinofluoran (95%)
and 3-N-isopropyl-N-ethylamino-6-methyl-7-
anilinofluoran (5%);
3-dibutylamino-6-methyl-7-anilinofluoran (90%) and
S-N-Cyclohexylmethyl-N-ethylamino-q-
methyl-7-anilinofluoran (10%);
3-dibutylamino-6-methyl-7-anilinofluoran (95%) and
S-N-Cyclohexylmethyl-N-ethylamino-q-
methyl-7-anilinofluoran (5%);
3-dibutylamino-6-methyl-7-anilinofluoran (90%) and
3-dipropylamino-6-methyl-7- anilinofluoran (10%);
3-dibutylamino-6-methyl-7-anilinofluoran (95%) and
3-dipropylamino-6-methyl-7- anilinofluoran (5%);
3-dibutylamino-6-methyl-7-anilinofluoran (90%) and
3-N-2-butyl-N-ethylamino-6-methyl-7- anilinofluoran
(10%); 3-dibutylamino-6-methyl-7-anilinofluoran (95%)
and 3-N-2-butyl-N-ethylamino-6-methyl-7-
anilinofluoran (5%); 



3-dibutylamino-6-methyl-7-anilinofluoran (90%),
3-diethylamino-6-methyl-7-anilinofluoran (10%);
3-dibutylamino-6-methyl-7-anilinofluoran (85%),
3-diethylamino-6-methyl-7-anilinofluoran (15%);
3-dibutylamino-6-methyl-7-anilinofluoran (80%),
3-diethylamino-6-methyl-7-anilinofluoran (20%);
3-dibutylamino-6-methyl-7-anilinofluoran (95%),
3-N-isoamyl-N-ethylamino-6-methyl-7- anilinofluoran
(5%); 3-dibutylamino-6-methyl-7-anilinofluoran (90%),
3-N-isoamyl-N-ethylamino-6-methyl-7- anilinofluoran
(10%); 3-dibutylamino-6-methyl-7-anilinofluoran (80%),
3-N-isoamyl-N-ethylamino-6-methyl-7- anilinofluoran
(20%); 3-dibutylamino-6-methyl-7-anilinofluoran (90%),
3-N-cyclohexyl-N-methylamino-6-nnethyl-7-
anilinofluoran (10%);
3-diethylamino-6-methyl-7-anilinofluoran (90%),
3-N-isoamyl-N-ethylamino-6-methyl-7- anilinofluoran
(10%);3-diethylamino-6-methyl-7-anilinofluoran (80%),
3-N-isoamyl-N-ethylamino-6-nnethyl-7- anilinofluoran
(20%); 3-diethylamino-6-methyl-7-anilinofluoran (20%),
3-N-isoamyl-N-ethylamino-6-nnethyl-7- anilinofluoran
(80%); 3-diethylamino-6-methyl-7-anilinofluoran (10%),
3-N-isoamyl-N-ethylamino-6-nnethyl-7- anilinofluoran
(90%); 3-diethylamino-6-methyl-7-anilinofluoran (90%),
3-N-propyl-N-methylamino-6-nnethyl-7- anilinofluoran
(10%); 3-diethylamino-6-methyl-7-anilinofluoran (80%),
3-N-propyl-N-methylamino-6-nnethyl-7- 



anilinofluoran (20%);
3-diethylamino-6-methyl-7-anilinofluoran (20%),
3-N-propyl-N-methylamino-6-nnethyl-7- anilinofluoran
(80%); 3-diethylamino-6-methyl-7-anilinofluoran (10%),
3-N-propyl-N-methylamino-6-nnethyl-7- anilinofluoran
(90%); 3-diethylamino-6-methyl-7-anilinofluoran (10%),
3-diethylamino-6-methyl-7-(3- tolyl)aminofluoran
(90%); 3-diethylamino-6-methyl-7-anilinofluoran (20%),
3-diethylamino-6-methyl-7-(3- tolyl)aminofluoran
(80%); 3-dibutylamino-6-methyl-7-anilinofluoran (90%),
3,3-bis(1 -octyl-2-methylindol-3-yl)phthalide (10%);
3-dibutylamino-6-methyl-7-anilinofluoran (80%),
3,3-bis(1 -octyl^-methylindol-Syl) phthalide(20%);
3-dibutylamino-6-methyl-7-anilinofluoran (90%),
mixture of 2-phenyl-4-(4-
diethylaminophenyl)-4-(4-methoxyphenyl)-6-methyl-7-din
nethylannino-3,1-benzoxazine and 2-
phenyl-4-(4-diethylaminophenyl)-4-(4-methoxyphenyl)-8-
methyl-7-dinnethylannino-3, 1- benzoxazine(10%);
3-dibutylamino-6-methyl-7-anilinofluoran (80%),
mixture of 2-phenyl-4-(4-
diethylaminophenyl)-4-(4-methoxyphenyl)-6-methyl-7-dim
ethylamino-3, 1-benzoxazine and 2-
phenyl-4-(4-diethylaminophenyl)-4-(4-methoxyphenyl)-8-
methyl-7-dimethylamino-3,1- benzoxazine(20%);
3-dibutylamino-6-methyl-7-anilinofluoran (90%),
4,4'-[1 -methylethylidene)bis(4, 1-
phenyleneoxy-4,2-quinazolinediyl)]bis[N,N-diethylbenze
namine](10%); 3-dibutylamino-6-methyl-7-anilinofluoran
(80%), 4,4'-[1 -methylethylidene)bis(4, 1- 



phenyleneoxy-4,2-quinazolinediyl)]bis[N,N-diethylbenze
namine] (20%).The monophase solid solutions can be
used singly or as a mixture with other colour forming
compounds such as triphenylmethanes, lactones,
fluorans, benzoxazines and spiropyrans; or they may
also be used together with further black colour
forming compounds. Examples of such other colour
forming compounds are given hereinbefore. The
monophase solid solutions can be prepared by a variety
of methods. One such method is the recrystallisation
method wherein a physical mixture of the desired
components is dissolved, with or without heating, in a
suitable solvent or solvent mixture. Suitable solvents
include but are not limited to toluene, benzene,
xylene, dichlorobenzene, chlorobenzene, 1,2-
dichloroethane, methanol, ethanol, iso-propanol,
n-butanol, acetonitrile, dimethylformamide or mixtures
of these solvents with each other and with water. The
monophase solid solution is then isolated by
crystallisation from the solvent or solvent mixture.
This can be brought about by cooling, standing,
addition of a further solvent to promote
crystallisation or concentration by standard means
such as distillation, steam distillation and vacuum
distillation. When the monophase solid solution is
isolated by concentration it may be advantageous to do
so in the presence of a small amount of base, to
improve the visual aspect of the isolated product.
Alternatively, monophase solid solutions can be
prepared from mixtures of the appropriate starting
materials. The technique can be used to produce
mixtures of two or more fluorans or phthalides. For
example, mixtures of two fluorans are produced by
replacing a single starting material with two
analogous materials to the same total molar
concentration in the reaction. In the case of
fluorans, these starting materials are derivatives of
amino phenols, phthalic anhydrides, keto acids and
diphenylamines. In addition, the heat sensitive
recording material can contain a previously known
developer, unless the colour forming performance of
the resultant heat sensitive material is disturbed 



thereby. Such developers are exemplifed by but not
limited to; 4,4'-isopropylidene bisphenol,
4,4'-sec-butylidene bisphenol, 4,4'-cyclohexylidene
bisphenol, 2,2-bis-(4-hydroxyphenyl)-4- methylpentane,
2,2-dimethyl-3,3-di(4-hydroxyphenyl)butane,
2,2'-dihydroxydiphenyl, 1- phenyl-1
,1-bis(4-hydroxyphenyl)butane,
4-phenyl-2,2-bis(4-hydroxyphenyl)butane, 1-phenyl-
2,2-bis(4-hydroxyphenyl)butane,
2,2-bis(4'-hydroxy-3'-methylphenyl)-4-methylpentane,
2,2-
bis(4'-hydroxy-3'-tert-butyllphenyl)-4-methylpentane,
4,4'-sec-butylidene-bis (2- methylphenol),
4,4'-isopropylidene-bis (2-tert-butyl phenol),
2,2-bis(4'-hydroxy-3'-isopropylphenyl)-4-methylpentane
, allyl-4,4-bis (4'-hydroxyphenyl) pentanoate,
propargyl- 4,4-bis(4'-hydroxyphenyl) pentanoate,
n-propyl-4,4-bis (4'-hydroxyphenyl) pentanoate, 2,4-
bis (phenylsulfonyl) phenol,
2-(4-methylsulfonyl)-4-(phenylsulfonyl) phenol, 2-
(phenylsulfonyl)-4-(4-methylsulfonyl) phenol, 2,4-bis
(4-methylphenylsulfonyl) phenol,
pentamethylene-bis(4-hydroxybenzoate),
2,2-dimethyl-3,3-di(4-hydroxyphenyl)pentane, 2,2-
di(4-hydroxyphenyl)hexane, 4,4'-dihydroxydiphenyl
thioether, 1,7-di(4-hydroxyphenylthio)-
3,5-dioxaheptane, 2,2'-bis(4-hydroxyphenylthio)diethyl
ether, 4,4'-dihydroxy-3,3'- dimethylphenyl thioether;
benzyl-4-hydroxybenzoate, ethyl-4-hydroxybenzoate,
propyl-4- hydroxybenzoate,
isopropyl-4-hydroxybenzoate, butyl-4-hydroxybenzoate,
isobutyl-4- hydroxybenzoate, 4,4'-dihydroxydiphenyl
sulfone, 2,4'-dihydroxydiphenyl sulfone, 4-hydroxy-
4'-methyldiphenyl sulfone,
4-hydroxy-4'-isopropoxydiphenyl sulfone, 4-hydroxy-4'-
butoxydiphenyl sulfone,
4,4'-dihydroxy-3,3'-diallyldiphenyl sulfone,
3,4-dihydroxy-4'- methyldiphenyl sulfone,
4,4'-dihydroxy-3,3',5,5'-tetrabromodiphenyl sulfone,
4,4'-bis (ptoluenesulphonylaminocarbonylamino)
diphenylmethane, N-p-toluenesulphonyl-N'-phenyl urea,
dimethyl 4-hydroxyphthalate, dicyclohexyl
4-hydroxyphthalate, diphenyl 4- hydroxyphthalate,
4-[2-(4-methoxyphenyloxy)ethyloxy] salicylate,
3,5-di-tert-butylsalicylic acid, 3-benzyl salicylic
acid, 3-(a-methylbenzyl) salicylic acid,
3-phenyl-5-(a,a- dimethylbenzyl) salicylic acid,
3,5-di-a-methylbenzyl salicylic acid; metal salts of
salicylic 



acid, 2-benzylsulfonylbenzoic acid,
3-cyclohexyl-4-hydroxybenzoic acid, zinc benzoate,
zinc 4-nitrobenzoate, 4-(4'-phenoxybutoxy)phthalic
acid, 4-(2'-phenoxyethoxy)phthalic acid, 4-(3'-
phenylpropyloxy)phthalic acid, mono (2-hydroxyethyl)
-5-nitro-isophthalic acid, 5- benzyloxycarbonyl
isophthalic acid, 5-(1'-phenylethanesulfonyl)
isophthalic acid, bis(1,2-
dihydro-1,5-dimethyl-2-phenyl-3H-pyrazol-3-one-O)bis(t
hiocyanato-N) zinc and mixtures thereof. In addition,
the heat sensitive recording material of the invention
can contain a sensitiser. Representative examples of
sensitiser are stearamide, methylol stearamide,
pbenzylbiphenyl, m-terphenyl, 2-benzyloxynaphthalene,
4-methoxybiphenyl, dibenzyl oxalate,
di(4-methylbenzyl) oxalate, di(4-chlorobenzyl)
oxalate, dimethyl phthalate, dibenzyl terephthalate,
dibenzyl isophthalate, 1,2-diphenoxyethane,
1,2-bis(4-methylphenoxy) ethane,
1,2-bis(3-methylphenoxy) ethane,
4,4'-dimethylbiphenyl, phenyl-1-hydroxy-2-naphthoate,
4- methylphenyl biphenyl ether,
1,2-bis(3,4-dimethylphenyl) ethane,
2,3,5,6-4'-methyldiphenyl methane,
1,4-diethoxynaphthalene, 1,4-diacetoxybenzene,
1,4-diproprionoxybenzene, oxylylene-bis(phenyl ether),
4-(m-methylphenoxymethyl) biphenyl,
p-hydroxyacetanilide, phydroxybutyranilide,
p-hydroxynonananilide, p-hydroxylauranilide,
p-hydroxyoctadecananilide, N-phenyl-phenylsulphonamide
and sensitisers of the formula wherein R and R' are
identical or different from each other and each
represent d-C 6alkyl. Examples of R and R' are methyl,
ethyl, n- or iso-propyl and n-, sec- ortert-butyl. The
substituents R and R' are identical or different from
each other and each are preferably Ci-C4alkyl,
especially methyl or ethyl, in particular ethyl. The
above sensitisers are known or can be prepared
according to known methods. In addition, the heat
sensitive recording material of the invention can
contain a stabiliser. Representative stabilisers for
use in heat sensitive recording materials include
2,2'- methylene-bis(4-methyl-6-tert-butylphenol),
2,2'-methylene-bis(4-ethyl-6-tert-butylphenol), 



4J4'-butylidene-bis(3-methyl-6-tert-butylphenol),
4J4'-thio-bis(2-tert-butyl-5-methylphenol) J
1,1,3-tris(2-methyl-4-hydroxy-5-tert-butylphenyl)
butane, 1,1,3-tris(2-methyl-4-hydroxy-5-
cyclohexylphenyl) butane, bis
(3-tert-butyl-4-hydroxy-6-methylphenyl) sulfone, bis
(3,5- dibromo-4-hydroxyphenyl) sulfone, 4,4'-sulfinyl
bis (2-tert-butyl-5-methylphenol), 2,2'- methylene bis
(4,6-di-tert-butylphenyl) phosphate and alkali metal,
ammonium and polyvalent metal salts thereof,
4-benzyloxy-4'-(2-methylglycidyloxy) diphenyl sulfone,
4,4'- diglycidyloxydiphenyl sulfone,
1,4-diglycidyloxybenzene,
4-[a-(hydroxymethyl)benzyloxy]-4- hydroxydiphenyl
sulfone, metal salts of p-nitrobenzoic acid, metal
salts of phthalic acid mono benzyl ester, metal salts
of cinnamic acid and mixtures thereof.Preferred
stabilisers are
4,4'-butylidene-bis(3-methyl-6-tert-butyl phenol),
4,4'-thio-bis(2-tertbutyl- 5-methylphenol),
1,1,3-tris(2-methyl-4-hydroxy-5-tert-butylphenyl)
butane, 1,1,3-tris(2-
methyl-4-hydroxy-5-cyclohexylphenyl) butane,
4-benzyloxy-4'-(2-methylglycidyloxy) diphenyl sulfone
and mixtures thereof. The heat sensitive recording
material of the invention can be prepared according to
conventional methods. For example, at least one colour
forming compound, and the inventive composition, and,
if desired, at least one sensitiser are mixed in water
or a suitable dispersing medium, such as aqueous
polyvinyl alcohol, to form an aqueous or other
dispersion. If desired a stabiliser is treated in the
same manner. The fine particle dispersions thus
obtained are combined and then mixed with conventional
amounts of binder, filler and lubricant.
Representative binders used for the heat sensitive
recording material include polyvinyl alcohol (fully
and partially hydrolysed), carboxy, amide, sulfonic
and butyral modified polyvinyl alcohols, derivatives
of cellulose such as hydroxyethyl cellulose, methyl
cellulose, ethyl cellulose, carboxymethyl cellulose
and acetyl cellulose, copolymer of styrene-maleic
anhydride, copolymer of styrene-butadiene, polyvinyl
chloride, polyvinyl acetate, 



polyacrylamide, polyamide resin and mixtures thereof.
Exemplary fillers which can be used include calcium
carbonate (precipitated as well as ground), kaolin,
calcined kaolin, aluminium hydroxide, talc, titanium
dioxide, zinc oxide, amorphous silica, polystyrene
resin, urea-formaldehyde resin, hollow plastic pigment
(e.g. Ropaque(r) from Rohm & Haas) and mixtures
thereof. Representative lubricants for use in heat
sensitive recording materials include dispersions or
emulsions of stearamide, methylene bisstearamide,
polyethylene, camauba wax, paraffin wax, zinc stearate
or calcium stearate and mixtures thereof. Other
additives can also be employed, if necessary. Such
additives are for example fluorescent whitening agents
and ultraviolet absorbers. The coating composition so
obtained can be applied to a suitable substrate such
as paper, plastic sheet, for example, polyethylene or
polypropylene, and resin coated paper, and usedas the
heat sensitive recording material. The system of the
invention can be employed for other end use
applications using colour forming materials, for
example, a temperature indicating material. The
quantity of the coating is usually in the range of 2
to 10 g/m2, most often in the range 3 to 6 g/m2. The
recording material containing such a thermosensitive
colouring layer can in addition contain a protective
layer and, if desired, an undercoat layer. The
undercoat layer may be interposed between the
substrate and the thermosensitive colouring layer. The
protective layer usually comprises a water-soluble
resin in order to protect the thermosensitive
colouring layer. If desired, the protective layer may
contain water-soluble resins in combination with
water-insoluble resins. As such resins conventional
resins can be employed. Specific examples are:
polyvinyl alcohol; silanol and acetoacetyl-modified
polyvinyl alcohols; starch and starch 



derivatives; cellulose derivatives such as
methoxycellulose, hydroxyethylcellulose,
carboxymethylcellulose, methylcellulose and
ethylcellulose; sodium polyacrylate; polyvinyl
pyrrolidone; polyacrylamide/acrg lic acid ester
copolymers; acrg lamide/acrg lic acid
ester/methacrylic acid copolymers; alkali metal salts
of styrene/maleic anhydride copolymers; alkali metal
salts of isobutylene/maleic anhydride copolymers;
polyacrylamide; sodium alginate; gelatin; casein;
water-soluble polyesters and carboxyl-group-modified
polyvinyl alcohols. The protective layer may also
contain a water-resisting agent such as a
polyamideepichlorohydrin resin, melamine-formaldehyde
resin, formaldehyde, glyoxal, zirconium compounds such
as ammonium zirconium carbonate or chromium alum.
Furthermore, the protective layer may contain fillers,
such as finely-divided inorganic powders, e.g. of
calcium carbonate (precipitated or ground), amorphous
silica, zinc oxide, titanium oxide, aluminium
hydroxide, zinc hydroxide, barium sulphate, clay,
talc, surfacetreated calcium or silica, or a
finely-divided organic powder of, e.g., a
urea-formaldehyde resin, a styrene/methacrylic acid
copolymer or polystyrene, or mixtures therof.The
undercoat layer usually contains as its main
components a binder resin and a filler. Specific
examples of binder resins for use in the undercoat
layer are: polyvinyl alcohol; starch and starch
derivatives; cellulose derivatives such as
methoxycellulose, hydroxyethylcellulose,
carboxymethylcellulose, methylcellulose and
ethylcellulose; sodium polyacrg late; polyvinyl
pyrrolidone; polyacrylamide/acrg lic acid ester
copolymers; acrylamide/acrylic acid ester/methacrylic
acid copolymers; alkali metal salts of styrene/maleic
anhydride copolymers; alkali metal salts of
isobutylene/maleic anhydride copolymers;
polyacrylamide; sodium alginate; gelatin; casein;
water-soluble polymers such as water-soluble
polyesters and carboxyl-group-modified polyvinyl
alcohols; polyvinyl acetate; polyurethanes;
styrene/butadiene copolymers; polyacrylic acid;
polyacrylic acid 



esters; vinyl chloride/vinyl acetate copolymers;
polybutylmethacrylate; ethylen/vinylacetate copolymers
and styrene/butadiene acrylic derivative copolymers.
Specific examples of fillers for use in the undercoat
layer are: finely-divided inorganic powders, e.g. of
calcium carbonate (precipitated or ground), amorphous
silica, zinc oxide, titanium oxide, aluminium
hydroxide, zinc hydroxide, barium sulphate, clay,
talc, surface-treated calcium, silica or calcined clay
(eg Ansilex(r), from Engelhard Corp.), and
finely-divided organic powders of, e.g.,
urea-formaldehyde resins, styrene/methacrylic acid
copolymers and polystyrene and hollow plastic pigments
(e.g. Ropaque(r) from Rohm & Haas). In addition, the
undercoat layer may contain a water-resisting agent.
Examples of such agents are given above. In particular
the invention provides low viscos, aqueous dispersions
with a high content of colour developer exhibiting
good storage stability. Examples 50% aqueous
dispersions (1-9) of
N-p-toluenesulfonyl-N'-3-(p-toluenesulfonyloxy)phenylu
rea (compound A) are prepared by mixing together 74.3
parts of a 67.3% strength water-wet filter cake of
Compound A, 15.4 parts of a 6.5% aqueous solution of
dispersing agent and 0.3 parts of biocide as shown in
the Table below. The mixture is then milled to a
median particlesize of about 1 micron. To dispersions
1-6, 10.0 parts of water are subsequently added to
produce a 50% aqueous dispersion of compound A. To
dispersions 7 - 9 are added 10.0 parts of a 1% aqueous
solution of xanthan gum to produce a 50% aqueous
dispersion of compound A. The initially produced
dispersions 7 -9 are each split into 4 samples, i.e.
7, 8 and 9 are subsequently used immediately after
preparation for measurement of initial particle size
and viscosity; 7a, da and 9a are stored for 4 weeks at
40C before being used to prepare a heatsensitive 



coating composition; 7b, 8b and 9b are stored for 4
weeks at 230C before being used to prepare a
heat-sensitive coating composition; 7c, dc and 9c are
stored for 4 weeks at 4O0C before being used to
prepare a heat-sensitive coating composition.Case
23237 INDOL^-YL-CARBONYL-PIPERIDIN AND PIPERAZIN
DERIVATIVES The present invention relates to compounds
of general formula (I) wherein R1 is H, or is
Ci_6-alkyl substituted by CN, C1-6-alkoxy, OH, halo,
or by NR1R11, or is C2_6-alkyl, or is aryl, 5 or 6
membered heteroaryl or sulfonylaryl which are
optionally substituted by one or more B, or is -(CH
2)m-Ra wherein Ra is: CN, OR1, NR1R11,
C3-6-cycloalkyl, 4 to 7 membered-heterocycloalkyl,
aryl, or 5 or 6 membered heteroaryl which are
optionally substituted by one or more B, or is -(CH 2
(CO) -Rb or -(CH 2),,-(SO2)-Rb, wherein Rb is:
Ci_6-alkyl, Ci-6-alkoxy, C3-6-cycloalkyl, -(CH
2)m-NRmRlv, NR1R11, C3-6-cycloalkyl, 4 to 7
membered-heterocycloalkyl, aryl, or 5 or 6 membered 



heteroaryl which are optionally substituted by one or
more B, or R1 and R3 together with the indole ring to
which they are attached form a 5 or 6 membered
heterocycloalkyl which can be substituted by =0,
C(O)O-C 1-6- alkyl or C1-6-alkyl; MWA/24.05.2006R2 is
one or more of H, OH, halo, CN, nitro, - -alkoxy,
-O-CH 2-C2_6-alkenyl, benzyloxy, Ci- -haloalkoxy,
Q-o-alkyl optionally substituted by-NR mRlv or halo,
or two R2 may form an oxo or dioxo bridge together
with the indole ring to which they are attached; R3 is
H, or is F, or is -(CO)-R C, wherein Rc is:
Ci_6-alkyl, -(CH 2VNR 1R11, -(CH 2)n-NRmRlv, 5 or 6
membered heterocycloalkyl optionally substituted by
C^-allcyl, or is Ci- -alkyl which is optionally
substituted by halo, NR1R11, NRmRlv, -O(CO)-C
1_6-alkyl, or by-NH(CO)R d, wherein Rd is Ci- -alkyl
optionally substituted by halo or nitro, or Rd is aryl
or a 5 or 6 membered heteroaryl, which are optionally
substituted by halo, nitro, C^-alky! or Ci-
-haloalkyl; A is selected from the group consisting of
(a), (a'), (b), (c) and (d): 



wherein R4 is is -NH(CO)R , wherein Re is - -alkoxy,
or aryl optionally substituted by halo, or is
Ci-6-alkoxy, CN, or is aryl, 5 or 6 membered
heteroaryl, benzyl, aryloxy or a 9 or 10-membered
bicyclic heteroaryl ring, which are optionally
substituted by CN, halo, C1-6- alkyl, Ci_6-alkoxy,
Ci-e-haloalkyl, nitro, hydroxyl, NR1R11,NRmRlv, C1-6-
alkoxy-Ci- -alkylene, S(O)2-C1_6-alkyl, Ci-
-haloalkoxy, or by a oxo or dioxo bridge; and R5 is H,
OH, CN, COOR111 or CONRmRlv; R6 is C2_6-alkyl,or is
-C(O)-R f wherein Rf is an aryl group substituted by
halo, - -alkoxy, or CN, or is aryl, 5 or 6 membered
heteroaryl, or a 9 or 10-membered bicyclic heteroaryl
ring which are optionally substituted by halo,
C1-6-alkyl, - -alkoxy, C1-6- haloalkyl, CN, nitro,
NR1R11 ,NRmRlv, Ci_6-alkoxy-Ci_6-alkylene, COOH,
S(O)2- Ci- -alkyl, hydroxyl, - -haloalkoxy, or by a
oxo or dioxo bridge, or is benzyl substituted by halo,
C1-6-alkyl, Ci- -haloalkyl or by a oxo - or dioxo
bridge; B is halo, CN, NR1R11, Ci_6-alkyl optionally
substituted by CN, halo or Ci_6-alkoxy, Ci-
-haloalkyl, - -alkoxy, - -haloalkoxy, C3-6-cycloalkyl,
- C(O)NR 1R11, -C(O)-Ci_6-alkyl, -S(O)2-Ci_6-alkyl,
-S(O)2-NR1R11, (CR111R1V phenyl, or (CRluRlv)n-5 or 6
membered heteroaryl wherein the phenyl or 5 or 6
membered heteroaryl moiety is optionally substituted
by one or more substituent(s) selected from the group
consisting of: halo, CN, NR1R11, Ci_6-alkyl optionally
substituted by CN or Ci_6-alkoxy, 



Ci_6-alkoxy, Ci-e-haloalkoxy, C3-6-cycloalkyl,
-C(O)O-C 1_6-alkyl, -C(O)- NR1R11, -C(O)-Ci_6-alkyl,
-S(O)2-Ci_6-alkyl, -S(O)2- NR1R11 ; R1and R11 are H,
Ci_6-alkyl, Ci_6-alkyl-NRmRlv, -(CO)O-Ci_6-alkyl,
-C(0)-NR mRlv, -C(O)- Ci_6-alkyl, -S(O)2-Ci_6-alkyl or
-S(O)2- NR1UR1V ; R111 and R1V are H or Ci_6-alkyl; m
is 1 to 6; n is Oto 4; as well as pharmaceutically
acceptable salts thereof. The compounds of formula (I)
may contain some asymmetric carbon atoms. Accordingly,
the present invention includes all stereioisomeric
forms of the compounds of formula I, including each of
the individual enantiomers and mixtures thereof. It
has been found that the compounds of formula (I) have
a good activity on the Via receptor. Therefore, the
invention provides the use of a compound of formula
(I) or a pharmaceutically acceptable salt thereof in
the manufacture of medicaments for the treatment of
dysmenorrhea, hypertension, chronic heart failure,
inappropriate secretion of vasopressin, liver
cirrhosis, nephrotic syndrome, obsessive compulsive
disorder, anxious and depressive disorders.
Vasopressin is a 9 amino acid peptide mainly produced
by the paraventricular nucleus of the hypothalamus.
Three vasopressin receptors, all belonging to the
class I G- A - protein coupled receptors, are known.
The Via receptor is expressed in the brain, liver,
vascular smooth muscle, lung, uterus and testis, the
VIb or V3 receptor is expressed in the brain and
pituitary gland, the V2 receptor is expressed in the
kidney where it regulates water excretion and mediates
the antidiuretic effects of vasopressin. In the
periphery vasopressin acts as a neurohormone and
stimulates 



vasoconstriction, glycogenolysis and antidiuresis. In
the brain vasopressin acts as a neuromodulator and is
elevated in the amygdala during stress ( Ebner, K , C.
T. Wotjak, et al. (2002). "Forced swimming triggers
vasopressin release within the amygdala to modulate
stress-coping strategies in rats." Eur JNeurosci
15(2): 384-8). The Via receptor is extensively
expressed in the brain and particularly in limbic
areas like the amygdala, lateral septum and
hippocampus which are playing an important role in the
regulation of anxiety. Indeed Via knock-out mouse show
a reduction in anxious behavior in the plusmaze, open
field and light-dark box ( Bielsky, I . R , S. B. Hu,
et al. (2003). "Profound Impairment in Social
Recognition and Reduction in Anxiety-like Behavior in
Vasopressin Via Receptor Knockout Mice."
Neuropsvchopharmacologv ). The downregulation of the
Via receptor using antisense oligonucleotide injection
in the septum also causes a reduction in anxious
behavior ( Landgraf, R., R. Gerstberger, et al.
(1995). "Vl vasopressin receptor antisense
oligodeoxynucleotide into septum reduces vasopressin
binding, social discrimination abilities, and
anxiety-related behavior in rats." Regul PepJ 59(2):
229-39). The Via receptor is also mediating the
cardiovascular effects of vasopressin in the brain by
centrally regulating blood pressure and heart rate in
the solitary tract nucleus (Michelini, L. C. and M.
Morris (1999). "Endogenous vasopressin modulates the
cardiovascular responses to exercise." Ann N YAcad Sci
897: 198-211). In the periphery it induces the
contraction of vascular smooth muscles and chronic
inhibition of the Via receptor improves hemodynamic
parameters in myocardial infarcted rats ( Van
Kerckhoven, R., I . Lankhuizen, et al. (2002).
"Chronic vasopressin V(IA) but not V(2) receptor
antagonism prevents heart failure in chronically
infarcted rats." Eur J Pharmacol 449(1-2): 135-41). 



Thus vasopressin receptor antagonists are useful as
therapeutics in the conditions of dysmenorrhea,
hypertension, chronic heart failure, inappropriate
secretion of vasopressin, liver cirrhosis, nephrotic
syndrome, obsessive compulsive disorder, anxious and
depressive disorders.The preferred indications with
regard to the present invention are the treatment of
anxious and depressive disorders. As used herein, the
term "aryl" means a monovalent cyclic aromatic
hydrocarbon moiety consisting of a mono-, bi- or
tricyclic aromatic ring. Examples of aryl moieties
include, but are not limited to, optionally
substituted phenyl, naphthyl, phenanthryl, fluorenyl,
indenyl, pentalenyl, azulenyl, oxydiphenyl, biphenyl,
methylenediphenyl, aminodiphenyl, diphenylsulfidyl,
diphenylsulfonyl, diphenylisopropylidenyl,
benzodioxanyl, benzofuranyl, benzodioxylyl,
benzopyranyl, benzoxazinyl, benzoxazinonyl,
benzopiperadinyl, benzopiperazinyl, benzopyrrolidinyl,
benzomorpholinyl, methylenedioxyphenyl,
ethylenedioxyphenyl, as well as those specifically
illustrated by the examples herein below. Substituents
for aryl include but are not limited to halogen,
C1-6-alkyl, - -alkoxy. Preferred aryl are phenyl and
naphthyl and still preferably phenyl. The term
"aryloxy" denotes a group wherein the aryl residue is
as defined hereinabove, and which is attached via an
oxygen atom. The preferred aryloxy group is phenyloxy,
optionally substituted by halo, e.g. F, as well as
those specifically illustrated by the examples herein
below. The term "C1-6-alkyl" denotes a saturated
straight- or branched-chain group containing from 1 to
6 carbon atoms, for example, methyl, ethyl, propyl,
isopropyl, nbutyl, i-butyl, 2-butyl, t-butyl as well
as those specifically illustrated by the examples
herein below. Preferred C^-alky! groups are
Ci-4-groups, i.e. with 1 - 4 carbon atoms. 



The term "Ci- -alkoxy" denotes a group wherein the
alkyl residues are as defined above, and which is
attached via an oxygen atom. Preferred - -alkoxy
groups are methoxy and ethoxy as well as those
specifically illustrated by the examples herein below.
The term "C2_6-alkenyl" denotes a carbon chain of 2 to
6 carbon atoms comprising a double bond in its chain.
C2_6-alkenyl groups include ethenyl, propen-1-yl,
propen-2-yl, buten-1-yl, buten-3-yl, penten-1-yl,
penten-2-yl, penten-3-yl, penten-4-yl, hexen-1-yl,
hexen-2-yl, hexen-3-yl, hexen-4-yl and hexen-5-yl, as
well as those specifically illustrated by the examples
herein below. The term "benzyloxy" denotes a benzyl
group attached via an oxygen atom. The term "halogen"
or "halo" denotes chlorine (Cl), iodine (I), fluorine
(F) and bromine (Br).The term "Ci- -haloalkyl" denotes
a Ci- -alkyl group as defined above which is
substituted by one or more halogen. Examples of -
-haloalkyl include but are not limited to methyl,
ethyl, propyl, isopropyl, isobutyl, sec-butyl,
tert-butyl, pentyl or nhexyl substituted by one or
more Cl, F, Br or I atom(s) as well as those groups
specifically illustrated by the examples herein below.
Preferred Ci- -haloalkyl are difluoro- or trifluoro-
methyl or ethyl. "Ci- -haloalkoxy" denotes a - -alkoxy
group as defined above which is substituted by one or
more halogen. Examples of - -haloalkoxy include but
are not limited to methoxy or ethoxy, substituted by
one or more Cl, F, Br or I atom(s) as well as those
groups specifically illustrated by the examples herein
below. Preferred - -haloalkoxy are difluoro- or
trifluoro-methoxy or ethoxy. The term "Cs-
-cycloalkyl" denotes a monovalent or divalent
saturated carbocyclic moiety consisting of a
monocyclic ring. Cycloalkyl can optionally be
substituted with one, two, three or four substituents,
wherein each substituent is independently hydroxy,
C1-6- 



alkyl, - -alkoxy, halogen, amino, unless otherwise
specifically indicated. Examples of cycloalkyl
moieties include optionally substituted cyclopropyl,
optionally substituted cyclobutyl, optionally
substituted cyclopentyl and optionally substituted
cyclohexyl as well as those specifically illustrated
by the examples herein below. The term "4 to 7
membered heterocycloalkyl" means a monovalent
saturated moiety, consisting of one ring of 4 to 7
atoms as ring members, including one, two, or three
heteroatoms chosen from nitrogen, oxygen or sulfur,
the rest being carbon atoms. 4 to 7 membered
heterocycloalkyl can optionally be substituted with
one, two, three or four substituents, wherein each
substituent is independently hydroxy, Ci- -alkyl, -
-alkoxy, Ci- -thioalkyl, halo, Ci- -haloalkyl, Ci-
-hydroxyalkyl, alkoxycarbonyl, amino, C1-6-
alkylamino, di(C1_6)alkylamino, aminocarbonyl, or
carbonylamino, unless otherwise specifically
indicated. Examples of heterocyclic moieties include,
but are not limited to, optionally substituted
oxetane, optionally substituted tetrahydro-furanyl,
optionally substituted piperidinyl, optionally
substituted pyrrolidinyl, optionally substituted
morpholinyl, optionally substituted piperazinyl, and
the like or those which are specifically exemplified
herein. Substituents can be selected from Ci-6-alkyl,
Ci-6-alkoxy, Ci- -haloalkyl, halo, CN, OH, NH2, as
well as those substituents which are are specifically
illustrated in the examples hereinafter. Preferred 4
to 7 membered heterocycloalkyl are 5 to 6 membered
heterocycloalkyl. The term "5 or 6 membered
heteroaryl" means an aromatic ring of 5 or 6 ring
atoms as ring members containing one, two, or three
ring heteroatoms selected from N,O, or S, the rest
being carbon atoms. 5 or 6 heteroaryl can optionally
be substituted with one, two, three or four
substituents, wherein each substituent is
independently hydroxy, C1-6-alkyl, - -alkoxy, Ci-
-thioalkyl, halo, Ci- -haloalkyl, Ci- -hydroxyalkyl,
alkoxycarbonyl, amino, Ci- -alkylamino, di(C
1_6)alkylamino, aminocarbonyl, or 



carbonylamino, unless otherwise specifically
indicated. Examples of heteroaryl moieties include,
but are not limited to, optionally substituted
imidazolyl, optionally substituted oxazolyl,
optionally substituted thiazolyl, optionally
substituted pyrazinyl, optionally substituted
pyrrolyl, optionally substituted pyrazinyl, optionally
substituted pyridinyl, optionally substituted
pyrimidinyl, optionally substituted furanyl, and those
which are specifically exemplified herein. The term
"sulfonylaryl" denotes an aryl group as defined
hereinabove which is attached via a sulfonyl group.
The term "9 or 10 membered bicyclic heteroaryl" means
an aromatic bicyclic ring of 9 or 10 ring atoms as
ring members containing one, two, or three ring
heteroatoms selected from N, O, or S, the rest being
carbon atoms. 9 or 10 membered bicyclic heteroaryl can
optionally be substituted with one, two, three or four
substituents, wherein each substituent is
independently hydroxy, -C(O), C1-6-alkyl, - -alkoxy,
Ci- -thioalkyl, halo, Ci- -haloalkyl, Ci-
-hydroxyalkyl, alkoxycarbonyl, amino, Ci- -alkylamino,
di(Ci_ 6)alkylamino, aminocarbonyl, or carbonylamino,
unless otherwise specifically indicated. Examples of 9
membered bicyclic heteroaryl moieties include, but are
not limited to, optionally substituted indolyl,
optionally substituted thieno[2,3-c] pyridinyl,
thieno[3,2- c]pyridinyl, benzoxazolyl, benzisoxazolyl
as well as those 9 membered bicyclic heteroaryl which
are specifically exemplified herein. The expression
"two R2 may form an oxo or dioxo bridge together with
the indole ring to which they are attached" denotes an
oxo or dioxo bridge of the following formulae: which
bind two adjacent carbon atoms of the phenyl or indole
ring of the compound of formula (I) to which R2 is
binding.Analogously, the expression "oxo or dioxo
bridge" denotes an oxo or dioxo bridge 



of the following formulae: Examples of group
illustrating the expression "R1 and R3 together with
the indole ring to which they are attached form a 5 or
6 membered heterocycloalkyl which can be substituted
by =0" are: as well as those specifically illustrated
by the examples. The term "pharmaceutically acceptable
acid addition salts" embraces salts with inorganic and
organic acids, such as hydrochloric acid, nitric acid,
sulfuric acid, phosphoric acid, citric acid, formic
acid, fumaric acid, maleic acid, acetic acid, succinic
acid, tartaric acid, methane- sulfonic acid,
p-toluenesulfonic acid, as well as those specifically
illustrated by the examples herein below. In certain
embodiments of the invention, the compounds of formula
(I) are those compounds wherein: R1 is H, or is
C1-6-alkyl optionally substituted by CN or by
C1-6-alkoxy, or is aryl, 5 or 6 membered heteroaryl or
sulfonylaryl which are optionally substituted by one
or more B, or is -(CH 2)m-Ra wherein Ra is: CN, OR1,
NR1R11, C3_6-cycloalkyl, 4 to 7
membered-heterocycloalkyl, aryl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more B, or is -(CH 2)n-(CO)-Rb or -(CH 2)n-(SO2)-Rb,
wherein Rb is:C1-6-alkyl, Ci-6-alkoxy, 



C3_6-cycloalkyl, -(CH 2)m-NRmRlv, NR1R11,
C3-6-cycloalkyl, 4 to 7 membered-heterocycloalkyl,
aryl, or 5 or 6 membered heteroaryl which are
optionally substituted by one or more B, or R1 and R3
together with the indole ring to which they are
attached form a 5 or 6 membered heterocycloalkyl which
can be substituted by (CO); R2 is one or more of H,
OH, halo, CN, nitro, C1-6-alkyl optionally substituted
by - NRmRlv, Ci_6-alkoxy, -O-CH 2-C2_6-alkenyl,
benzyloxy, or two R2 may form an oxo or dioxo bridge
together with the indole ring to which they are
attached; R3 is H, or is halo, or is -(CO)-R C,
wherein Rc is: Ci_6-alkyl, -(CHz)n-NR1R11 , -(CH
2)n-NRmRlv, 5 or 6 membered heterocycloalkyl
optionally substituted by Ci- -alkyl, or is Ci- -alkyl
or aryl, which are optionally substituted by halo,
-O(CO)-C 1_6-alkyl, or by-NH(CO)R d, wherein Rd is Ci-
-alkyl optionally substituted by halo or nitro, or Rd
is aryl or a 5 or 6 membered heteroaryl, which are
optionally substituted by halo, nitro, Ci- -alkyl or -
-haloalkyl; 



A is selected from the group consisting of (a), (b),
(c) and (d): (a) (b) (C) (d) wherein R4 is is -NH(CO)R
, wherein Re is - -alkoxy, or aryl optionally
substituted by halo, or is Ci-6-alkoxy, CN,or is aryl,
5 or 6 membered heteroaryl, benzyl, aryloxy or a 9 or
10-membered bicyclic heteroaryl ring which are
optionally substituted by CN, halo, C1-6- alkyl, -
-alkoxy, Ci- -haloalkyl, or by a dioxo bridge; and R5
is H, OH, CN, COOR111 or CONRmRlv; R6 is Q-6-alkyl, or
is -C(O)-R f wherein Rf is an aryl group optionally
substituted by halo, C1-6- alkoxy, or CN, or is aryl,
5 or 6 membered heteroaryl, benzyl, or a 9 or
10-membered bicyclic heteroaryl ring which are
optionally substituted by halo, C1-6-alkyl, - -alkoxy,
Ci- -haloalkyl, CN or by a dioxo bridge; B is halo,
CN, NR1R11, Ci_6-alkyl optionally substituted by CN,
halo or Ci_6-alkoxy, Ci_6-alkoxy, Ci-e-haloalkoxy,
C3-6-cycloalkyl, -C(O)O-C 1_6-alkyl, -C(O)NR 1R11, -
C(O)-Ci_6-alkyl, -S(O)2-Ci_6-alkyl, -S(O)2-NR1R11,
(CRmRlv)n-phenyl, or (CRmRlv)n-5 or 6 membered
heteroaryl wherein the phenyl or 5 or 6 membered
heteroaryl moiety is optionally substituted by one or
more substituent(s) selected from the group consisting
of: halo, CN, NR1R11, Ci_6-alkyl optionally
substituted by CN or Ci_6-alkoxy, Ci_6-alkoxy,
Ci-e-haloalkoxy, C3_6-cycloalkyl, -C(O)O-C 1_6-alkyl,
-C(O)- NR1R11, -C(O)-C 1_6-alkyl, -S(O)2-C1_6-alkyl,
-S(O)2- NR1R11 ; R1and R11 are H, Ci_6-alkyl,
Ci_6-alkyl-NRmRlv, -(CO)O-Ci_6-alkyl, -C(O)-NR mRlv,
-C(O)- 



Ci_6-alkyl, -S(O)2-Ci_6-alkyl or -S(O)2- NR1UR1V ;
R111 and R1V are H or Ci_6-alkyl; m is 1 to 6; n is
Oto 4; as well as pharmaceutically acceptable salts
thereof. In certain embodiments of the invention, the
compounds of formula (I) are those compounds wherein:
R1 is H, or is Ci- -alkyl optionally substituted by CN
or by - -alkoxy, or is aryl, or is 5 or 6 membered
heteroaryl, or is sulfonylaryl, or is -(CH 2)m-Ra
wherein Ra is C3_6-cycloalkyl, 5 or 6
memberedheterocycloalkyl, aryl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more substituents selected from the group consisting
of:halo, CN, C1-6-alkyl, C1-6-alkoxy, C1-6-haloalkoxy,
-C(O)O-C 1-6-alkyl and phenyl optionally substituted
by halo, C1-6-alkyl, Ci- -haloalkyl or Ci-6-alkoxy, or
is -(CH 2) 11 -NR1R11, 5 or is -(CH 2)n-(CO)-R b,
wherein Rb is aryl or 5 or 6
membered-heterocycloalkyl; R2 is one or more of H,
halo, CN, nitro, C1-6-alkyl, C1-6-alkoxy, -O-CH
2-C2_6-alkenyl, benzyloxy, or two R2 may form an oxo
or dioxo bridge together with the indole 



ring to which they are attached; R3 is H, 0 or is
halo, or is -(CO)-R C, wherein Rc is C1-6-alkyl, 5 or
6 membered heterocycloalkyl optionally substituted by
C1-6-alkyl, or Rc is -(CH 2) -NR1R11 or, or is
C1-6-alkyl or aryl, which are optionally substituted
by -O(CO)-Ci_ 6-alkyl, 5 or by -NH(CO)R d, wherein Rd
is C1-6-alkyl optionally substituted by halo or nitro,
or Rd is aryl or a 5 or 6 membered heteroaryl, which
are optionally substituted by halo, nitro, C1-6-alkyl
or C1-6-haloalkyl; R1and R11 are independently
selected from H, C1-6-alkyl or -(CO)O-C 1-6-alkyl; m
is 1 to 6; O n is 0 to 4; A is selected from the group
consisting of (a), (b), (c) and (d): wherein R4 is is
-NH(CO)R , wherein Re is C1-6-alkoxy, or aryl
optionally substituted by halo, 5 or is aryl, benzyl,
aryloxy or a 9 or 10-membered bicyclic heteroaryl ring
which are optionally substituted by halo, C1-6-alkyl,
C1-6-alkoxy, C1-6-haloalkyl, or by a dioxo bridge; and
R5 is H, OH or CN; R6 is Ci_6-alkyl, 0 or is -C(O)-R f
wherein Rf is an aryl group optionally substituted by
halo,or is aryl, benzyl, or a 9 or 10-membered
bicyclic heteroaryl ring which are optionally
substituted by halo, Ci- -alkyl, - -alkoxy, -
-haloalkyl, or by a dioxo bridge; 



as well as pharmaceutically acceptable salts thereof.
In certain embodiments of the invention, the compounds
of formula (I) are those compounds wherein: R1 is H,
or is Ci_6-alkyl substituted by NR1R11, or is -(CH
2)m-Ra wherein Ra is: NR1R11, 5 to 6
membered-heterocycloalkyl, aryl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more B, or is -(CH 2)n-(CO) -Rb or -(CH 2)n-(SO2)-Rb,
wherein Rb is: C1-6-alkyl, Ci-6-alkoxy, NR1R11, 5 to 6
membered-heterocycloalkyl, aryl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more B, or R1 and R3 together with the indole ring to
which they are attached form a 5 or 6 membered
heterocycloalkyl which can be substituted by =0,
C(O)O-C 1 - alkyl or C1-6-alkyl; R2 is one or more of
H, halo, C1-6-alkyl; R3 is H, or is Ci-6-alkyl; A is
selected from the group consisting of (a), (a'), (b),
(c) and (d): (a) (a ) (b) (C) (d) wherein 



R4 is is -NH(CO)R , wherein Re is C1-6-alkoxy, or aryl
optionally substituted by halo, or is aryl, 5 or 6
membered heteroaryl, benzyl, aryloxy or a 9 or
10-membered bicyclic heteroaryl ring, which are
optionally substituted by halo, C1-6-alkyl, - -alkoxy,
Ci- -haloalkyl, nitro, hydroxyl, - -haloalkoxy, or by
a oxo or dioxo bridge; and R5 is H, OH, CN; R6 is
aryl, 5 or 6 membered heteroaryl, or a 9 or
10-membered bicyclic heteroaryl ring which are
optionally substituted by halo, C1-6-alkyl, - -alkoxy,
Ci- -haloalkyl, CN, nitro, NR1R11 , NRmRlv,
Ci_6-alkoxy-Ci_6-alkylene, COOH, S(O)2-Ci_6-alkyl, or
by a oxo or dioxo bridge; B is halo, C^-alky!
optionally substituted by CN, halo or - -alkoxy, -
-alkoxy; R1and R11 are H, Ci_6-alkyl,
Ci_6-alkyl-NRmRlv, -C(O)-Ci_6-alkyl or -S(O)
2-Ci_6-alkyl; R111 and R1V are H or Ci_6-alkyl; m is 1
to 6; n is Oto 4; as well as pharmaceutically
acceptable salts thereof. Preferably, the invention
encompasses compounds according to the general formula
(I) as described herein, with the proviso that R1, R2
and R3 are not simultaneously H, as well as
pharmaceutical acceptable salts thereof. Preferably,
the invention encompasses compounds according to the
general formula (I) as described herein, with the
proviso that R4 is not an lH-benzimidazole derivative:
optionally substituted by CN, halo, Q-o-alkyl, -
-alkoxy, - -haloalkyl, nitro, hydroxyl, NR1R11,
NRmRlv, Q-e-alkoxy-Q-e-alkylene, S(O)2-C1_6-alkyl,
Ci-e-haloalkoxy, or by a oxo or dioxo bridge. 



Also encompassed by the compounds of formula (I) are
the following compounds of formula (I-a) or (I-a')
according to the invention:wherein R1 to R4 are as
defined hereinabove for formula (I). Preferred
compounds of formula (I-a) are those compounds
wherein, R1 is H or-(CH 2)m-Ra wherein Ra is aryl and
m is 1 to 6; R2 is one or more of H or halo; R3 is H
or C1-6-alkyl; R4 is aryl which is optionally
substituted by halo or - -alkoxy; as well as
pharmaceutically acceptable salts thereof. Again, it
is preferred that R1, R2 and R3 are not simultaneously
H. Examples of compounds according to the invention
are: (l-Benzyl-2-methyl-l
H-indol-3-yl)-[4-(4-fluoro-phenyl)-3,6-dihydro-2
Hpyridin- 1-yl] -methanone; (l-Benzyl-2-methyl-l
H-indol-3-yl)-(4-phenyl-3,6-dihydro-2 H-pyridin-l-yl)-
methanone; (l-Benzyl-2-methyl-l
H-indol-3-yl)-[4-(2-methoxy-phenyl)-3,6-dihydro-2
Hpyridin- 1-yl] -methanone; (6-Chloro-l
H-indol-3-yl)-(4-phenyl-3,6-dihydro-2
H-pyridin-l-yl)-methanone; (6-Chloro-l
H-indol-3-yl)-[4-(4-fluoro-phenyl)-3,6-dihydro-2
H-pyridin-l-yl]- methanone; (6-Chloro-l
H-indol-3-yl)-(4-phenyl-3,6-dihydro-2
H-pyridin-l-yl)-methanone; (6-Chloro-l
H-indol-3-yl)-[4-(4-fluoro-phenyl)-3,6-dihydro-2
H-pyridin-l-yl]- methanone; (6-Chloro-l
H-indol-3-yl)-[4-(4-chloro-phenyl)-3,6-dihydro-2
H-pyridin-l-yl]- methanone; and 



(l-Benzyl-2-methyl-
lH-indol-3-yl)-(5-methyl-4-phenyl-3,6-dihydro-2
Hpyridin- l-yl)-methanone.Also encompassed by the
compounds of formula (I) are the following compounds
of formula (I-b) according to the invention: wherein
R1 to R5 are as defined hereinabove for formula (I).
Preferred compounds of formula (I-b) are those
compounds wherein, R1 is H, or is -(CH 2)m-Ra wherein
Ra is: NR1R11, aryl, or 5 or 6 membered heteroaryl
which are optionally substituted by one or more halo,
C1-6-alkyl, - -alkoxy, or is -(CH 2 (CO) -Rb or -(CH
2),,-(SO2)-Rb, wherein Rb is: Ci_6-alkyl, Ci-6-alkoxy,
NR1R11, 5 to 6 membered-heterocycloalkyl, or 5 or 6
membered heteroaryl which are optionally substituted
by one or more halo, C1-6-alkyl, - -alkoxy, or R1 and
R3 together with the indole ring to which they are
attached form a 5 or 6 membered heterocycloalkyl which
can be substituted by C(O)O-C 1_6-alkyl or C1- -alkyl;
R2 is one or more of H, halo or C1- -alkyl; R3 is H or
C1-6-alkyl; R4 is is -NH(CO)R , wherein Re is -
-alkoxy or aryl which is optionally substituted by
halo, or is aryl, benzyl, aryloxy or a 9 or
10-membered bicyclic heteroaryl ring which 



are optionally substituted by halo, C^-allcyl, -
-alkoxy, - -haloalkyl, nitro, hydroxyl, - -haloalkoxy
or by a oxo or dioxo bridge; and R5 is H, OH or CN;
R1and R11 are H, C1-6-alkyl, Ci-6-alkyl-NRmRlv;R111
and R1V are H or C1-6-alkyl; m is 1 to 6; n is 0 to 4;
as well as pharmaceutically acceptable salts thereof.
Again, it is preferred that R1, R2 and R3 are not
simultaneously H. Moreover, it is preferred that R4 is
not an lH-benzimidazole derivative as described
hereinabove. Examples of compounds of formula (I-b)
according to the invention are:
(4-Benzyl-4-hydroxy-piperidin- l-yl)-(
l-benzyl-2-methyl- lH-indol-3-yl)- methanone;
(4-Benzyl-4-hydroxy-piperidin-l-yl)-[l-(2-chloro-benzy
l)-2-methyl-l H-indol-3- yl] -methanone;
(l-Benzyl-5-chloro-2-methyl-
lH-indol-3-yl)-(4-benzyl-4-hydroxy-piperidin- 1- yl)
-methanone;
(4-Benzyl-4-hydroxy-piperidin-l-yl)-[5-chloro-l-(3-met
hoxy-benzyl)-2-methyllH- indol-3-yl] -methanone;
(4-Benzyl-4-hydroxy-piperidin-l-yl)-[l-(2-methoxy-benz
yl)-2-methyl-l H-indol- 3-yl] -methanone;
(l-Benzyl-2-methyl-
IH-indol-3-yl)-[4-(3-fluoro-phenoxy)-piperidin- 1-yl]
- methanone; (l-Benzyl-2-methyl-
lH-indol-3-yl)-(4-hydroxy-4-phenyl-piperidin- 1-yl)- 



methanone; (l-Benzyl-2-methyl- IH-indol-3-yl)-[4-(4-
fluoro-phen yl)-4-hydroxy-piperidin- 1- yl]
-methanone; (l-Benzyl-2-methyl-l
H-indol-3-yl)-[4-(4-chloro-3-trifluoromethyl-phenyl)-4
- hydroxy-piperidin- 1-yl] -methanone; (4-Benzo[ 1,3]
dioxol-5-yl-4-hydroxy-piperidin- l-yl)-(
l-benzyl-2-methyl- IHindol- 3-yl)-methanone;
(l-Benzyl-2-methyl-
lH-indol-3-yl)-(4-hydroxy-4-/?-tolyl-piperidin- 1-yl)-
methanone; (l-Benzyl-2-methyl-
IH-indol-3-yl)-[4-hydroxy-4-(3-trifluoromethyl-phenyl)
- piperidin- 1-yl] -methanone; (6-Chloro-l
H-indol-3-yl)-[4-hydroxy-4-(3-trifluoromethyl-phenyl)-
piperidin-lyl] -methanone; l-(6-Chloro-l
H-indole-3-carbonyl)-4-phenyl-piperidine-4-carbonitril
e; (6-Chloro-l
H-indol-3-yl)-(4-hydroxy-4-/?-tolyl-piperidin-l-yl)-me
thanone;(6-Chloro-l
H-indol-3-yl)-[4-(4-chloro-phenyl)-4-hydroxy-piperidin
-l-yl]- methanone; (6-Chloro-
IH-indol-3-yl)-[4-(4-chloro-3-trifluoromethyl-phenyl)-
4-hydroxypiperidin- 1-yl] -methanone;
[4-(4-Bromo-phenyl)-4-hydroxy-piperidin- 1-yl]-
(6-chloro- IH-indol-3-yl)- methanone; [l-(6-Chloro-
lH-indole-3-carbonyl)-piperidin-4-yl] -carbamic acid
tert-butyl ester; -[l-(6-Chloro-l
H-indole-3-carbonyl)-piperidin-4-yl]-2-fluoro-benzamid
e; (6-Chloro-
IH-indol-3-yl)-[4-(4-chloro-phenyl)-4-hydroxy-piperidi
n- 1-yl] - 



methanone; (6-Chloro-l
H-indol-3-yl)-[4-(4-nitro-phenyl)-piperidin- 1-yl]
-methanone; (6-Chloro-l
H-indol-3-yl)-(4-methoxy-4-phenyl-piperidin-l-yl)-meth
anone; (6-Chloro-l
H-indol-3-yl)-[4-(2-methoxy-phenyl)-piperidin- 1-yl]
-methanone; (6-Chloro-
IH-indol-3-yl)-[4-(2,3-dihydro-benzofuran-7-yl)-piperi
din- 1-yl] - methanone;
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2,3-dihydro-benzofu
ran-7-yl)-piperidine- 1-carbonyl] -indol-
l-yl}-acetamide; 2- {6-Chloro-3-
[4-(2,3-dihydro-benzofuran-7-yl)-piperidine-
1-carbonyl] -indol- 1- yl }-N- (2-methylamin o-ethyl)
-acetamide; (6-Chloro-
IH-indol-3-yl)-[4-(2-trifluoromethoxy-phenyl)-piperidi
n- 1-yl] - methanone; (6-Chloro-
IH-indol-3-yl)-[4-(2-trifluoromethyl-phenyl)-piperidin
- 1-yl] - methanone; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl }-N- (2-dimethylamin
o-ethyl) -acetamide; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl}-acetamide; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl }-N- (2-methylamin o-ethyl)
-acetamide;
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-trifluoromethoxy-
phenyl)-piperidine-lcarbonyl] -indol- 1-yl}-acetamide;
2-
{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- acetamide; 



2-
{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- N-(2-methylamin o-ethyl)
-acetamide or hydrochloride salt thereof;
N-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-trifluoromethyl-
phenyl)-piperidine-lcarbonyl]- indol-l-yl}-acetamide
or hydrochloride salt thereof; 2-
{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- N-(2-dimethylamin o-ethyl)
-acetamide; [l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2,3-dihydro-benzofuran-7-yl)-
piperidin- 1-yl] -methanone;
[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-trifluoromethoxy-phenyl)-
piperidin- 1-yl] -methanone;
[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-piperidin-lyl]
-methanone; [l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-piperidin-lyl]
-methanone; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- acetamide; (6-Chloro-l
H-indol-3-yl)-(3,4,5,6-tetrahydro-2
H-[4,4']bipyridinyl-l-yl)- methanone;
(6-Chloro-2-methyl-
IH-indol-3-yl)-[4-(2-methoxy-phenyl)-piperidin- 1-yl]
- methanone; (6-Chloro-l-methanesulfonyl-l
H-indol-3-yl)-[4-(2-methoxy-phenyl)-piperidin- 1-yl]
-methanone; 10-[4-(2-Methoxy-phenyl)-piperidine-
1-carbonyl] -3,4-dihydro- lH-pyrazino[ 1,2- a]indole-
2-carboxylic acid tert-butyl ester;
[4-(2-Methoxy-phenyl)-piperidin- 1-yl] -(
1,2,3,4-tetrahydro-pyr azino[ l,2- a]indol- 



10-yl) -methanone or hydrochloride salt thereof; and
[4-(2-Methoxy-phenyl)-piperidin- 1-yl] -(2-methyl-
1,2,3,4-tetrahydropyrazino[ l,2- a]indol- 10-yl)
-methanone. Preferred examples of compounds of formula
(I-b) according to the invention are: (
1-Benzyl-2-methyl-
IH-indol-3-yl)-[4-(4-chloro-phenyl)-4-hydroxy-piperidi
n-lyl] -methanone; ( 1-Benzyl-2-methyl-
IH-indol-3-yl)-
[4-(4-bromo-phenyl)-4-hydroxy-piperidin- 1- yl]
-methanone; (6-Chloro-l
H-indol-3-yl)-(4-phenyl-piperidin-l-yl)-methanone;
(4-Benzo[l,3]dioxol-5-yl-4-hydroxy-piperidin-l-yl)-(6-
chloro-l H-indol-3-yl)- methanone; (
1-Benzyl-2-methyl- IH-indol-3-yl)-
[4-(4-fluoro-phenyl)-piperidin- 1-yl] - methanone;
(6-Chloro-l
H-indol-3-yl)-[4-(3-chloro-phenyl)-piperidin-l-yl]-met
hanone; (6-Chloro-l
H-indol-3-yl)-[4-(2-hydroxy-phenyl)-piperidin-l-yl]-me
thanone; (6-Chloro-l
H-indol-3-yl)-[4-(4-fluoro-phenyl)-piperidin-l-yl]-met
hanone; (6-Chloro-l
H-indol-3-yl)-[4-(2-isopropoxy-phenyl)-piperidin-l-yl]
-methanone; 2-
{3-[4-(2,6-Dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1-yl}- 1-(4-methylpiper azin- l-yl)-ethanone;
2- {6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- l-yl}- - (2-dimethylamin o-ethyl)
-acetamide; 2- {6-Chloro-3-
[4-(2-methoxy-phenyl)-piperidine- 1-carbonyl] -indol-
1-yl}- 1- piperazin-1-yl-ethanone; 2- {6-Chloro-3-
[4-(2,3-dihydro-benzofuran-7-yl)-piperidine-
1-carbonyl] -indol- 1- yl }-N- (2-dimethylamin
o-ethyl) -acetamide; 



2- {6-Chloro-3-
[4-(2,3-dihydro-benzofuran-7-yl)-piperidine-
1-carbonyl] -indol- 1- yl}- 1-piperazin-
1-yl-ethanone; 2- {6-Chloro-3-
[4-(2-methoxy-phenyl)-piperidine- 1-carbonyl]
-5-methyl- indol- 1- yl }-N,N-dimethyl- acetamide; 2-
{6-Chloro-3-
[4-(2,3-dihydro-benzofuran-7-yl)-piperidine-
1-carbonyl] -indol- 1- yl}-acetamide; 2-
{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }-N- (2-methylamin o-ethyl)
-acetamide; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl}- 1-piperazin-
1-yl-ethanone; 2-
{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- 1-piperazin- 1-yl-ethanone
or hydrochloride salt thereof;
[6-Chloro-l-(2-methylamino-ethyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)- piperidin- 1-yl]
-methanone; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }-N-(2- dimethylamin o-ethyl)
-acetamide; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }-N-(2- methylamin o-ethyl)
-acetamide or hydrochloride salt thereof;
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-fluoro-phenyl)-pi
peridine- 1-carbonyl] - indol- 1-yl}-acetamide or
hydrochloride salt thereof; 2-
{6-Chloro-3-[4-(5-fluoro-benzo[
f]isoxazol-3-yl)-piperidine- 1-carbonyl] -indol- 1-yl
}- -methyl- acetamide; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-4-hydroxy-piperidine-
1-carbonyl] -indol- 1- yl}- -methyl-acetamide;
and2-[6-Chloro-3-(3,4,5,6-tetrahydro-2
H-[4,4']bipyridinyl-l-carbonyl)-indol-l-yl]- 



N-methyl- acetamide. Particularly preferred examples
of compounds of formula (I-b) according to the
invention are: ( l-Benzyl-2-methyl-
lH-indol-3-yl)-(4-phenyl-piperidin- l-yl)-methanone;
(6-Chloro-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)-piperidin-l-yl
]- methanone; 2- {6-Chloro-3-
[4-(2,6-dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl}- , -dimethyl- acetamide; 2-
{6-Chloro-3- [4-(2,6-dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl}-l-pyridin-2-yl-ethanone;
(6-Chloro-l-pyridin-4-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)- piperidin-
1-yl] -methanone; (6-Chloro-l-pyridin-3-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)- piperidin-
1-yl] -methanone; (6-Chloro-l-pyridin-2-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)- piperidin-
1-yl] -methanone;
[6-Chloro-l-(6-chloro-pyridin-3-ylmethyl)-l
H-indol-3-yl]-[4-(2,6- dimethoxy-phenyl)-piperidin-
1-yl] -methanone;
{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- acetic acid tert-butyl
ester; (6-Chloro-l-pyrazin-2-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxyphenyl)- piperidin-
1-yl] -methanone; [6-Chloro-l-(3,5-difluoro-benzyl)-l
H-indol-3-yl]-[4-(2,6-dimethoxyphenyl)- piperidin-
1-yl] -methanone; 



[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2,6-dimethoxyphenyl)- piperidin-
1-yl] -methanone; 2- {6-Chloro-3-
[4-(2,6-dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl}-l-(4-methyl-piperazin-l-yl)-ethanone;
[6-Chloro-l-(3,5-difluoro-benzyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)- piperidin- 1-yl]
-methanone; 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- , -dimethyl- acetamide; 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }-
l-(4-methyl-piperazin-l-yl)-ethanone;
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- acetic acid tert-butyl
ester;
2-{6-Chloro-3-[4-cyano-4-(2-methoxy-phenyl)-piperidine
-l-carbonyl]- indol- 1-yl }- ,./V-dimethyl-acetamide;
2-{6-Chloro-3-[4-cyano-4-(2-fluoro-phenyl)-piperidine-
l-carbonyl]-indol- 1-yl }-N,N-dimethyl- acetamide; 2-
{3-[4-(2,6-Dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- l-yl}- , - dimethyl- acetamide;
[6-Chloro-l-(2-methyl-pyridin-4-ylmethyl)-l
H-indol-3-yl]-[4-(2,6- dimethoxy-phenyl)-piperidin-
1-yl] -methanone; 2- {6-Chloro-3-
[4-(2-isopropoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl }-N,N-dimethyl- acetamide; 2-
{6-Chloro-3- [4-(2-isopropoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-
yl}-l-(4-methyl-piperazin-l-yl)-ethanone; 2-
{6-Chloro-3- [4-(2,6-dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- 



yl}- 1-piperazin- 1-yl-ethanone; 2-
{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperidin
e- 1-carbonyl] - indol- 1-yl}-
l-(4-methyl-piperazin-l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperidin
e- 1-carbonyl] - indol- 1-yl }- , -dimethyl-
acetamide; 2-
{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperidin
e- 1-carbonyl] - indol- 1-yl - -methyl-acetamide; 2-
{5,6-Dichloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl }-NJf- dimethyl- acetamide;
2- {6-Chloro-3- [4-(2,6-dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl}-acetamide; 2- {6-Chloro-3-
[4-(2,6-dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl}- -methyl-acetamide;
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2,6-dimethoxy-pheny
l)-piperidine-lcarbonyl] -indol- 1-yl }-acetamide;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidin- 1-yl] -methanone; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] - indol- 1-yl}-
l-(4-methyl-piperazin-l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] - indol- 1-yl - -methyl-acetamide;
2-{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyi]- indol-l-yl}- , -dimethyl-acetamide;
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indol- 1-yl }-N-methyl- acetamide; 



2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indoll-
yl}-l-(4-methyl-piperazin-l-yl)-ethanone;
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indol- 1-yl }-N,N-dimethyl- acetamide;
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-l-carbo
nyl]-indol-l-yl}- -methyl-acetamide;
[6-Chloro-l-(2-methylamino-ethyl)-l
H-indol-3-yl]-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidin- 1-yl] -methanone;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-methoxyphenyl)- piperidin- 1-yl]
-methanone;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}- - methyl- acetamide;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}- , -dimethyl- acetamide;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- piperidin- 1-yl]
-methanone;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}-l- (4-methyl-piperazin-l-yl)-ethanone;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}-lpiperazin- 1-yl-ethanone or
hydrochloride salt thereof; and
2-[6-Chloro-3-(3,4,5,6-tetrahydro-2
H-[4,4']bipyridinyl-l-carbonyl)-indol-lyl] - ,
-dimethyl- acetamide. Also encompassed by the
compounds of formula (I) are the following compounds
of formula (I-c) according to the invention:wherein R1
to R3 and R6 are as defined hereinabove for formula
(I). 



Preferred compounds of formula (I-c) are those
compounds wherein, R1 is H or or is Ci_6-alkyl
substituted by NR1R11, or is -(CH 2)m-Ra wherein Ra
is: NR1R11, 5 to 6 membered-heterocycloalkyl, aryl, or
5 or 6 membered heteroaryl which are optionally
substituted by one or more Ci- -alkyl, or is -(CH 2
(CO) -Rb, wherein Rb is: NR1R11, 5 to 7
membered-heterocycloalkyl which is optionally
substituted by one or more C1-6-alkyl; R2 is one or
more of H, halo or C1-6-alkyl; R3 is H or C1-6-alkyl;
R6 is is aryl, 5 or 6 membered heteroaryl, or a 9 or
10-membered bicyclic heteroaryl ring which are
optionally substituted by halo, Ci- -alkyl, - -alkoxy,
C1-6- haloalkyl, CN, nitro, NR1R11 ,NRmRlv,
Ci_6-alkoxy-Ci_6-alkylene, COOH, S(O)2- Ci-6-alkyl, or
by a oxo or dioxo bridge; R1and R11 are H, C1-6-alkyl,
Q-e-alkyl-NR 111 , -C(O)-C 1_6-alkyl, or -S(O)
2-C1_6-alkyl; R111 and R1V are H or C1-6-alkyl; m is 1
to 6; n is 0 to 4; as well as pharmaceutically
acceptable salts thereof. It is preferred that R1, R2
and R3 are not simultaneously H. Examples of compounds
of formula (I-c) according to the invention are: 



(l-Benzyl-2-methyl-
lH-indol-3-yl)-(4-phenyl-piperazin- l-yl)-methanone;
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(2-methoxy-phenyl
)-piperazin-l-yl]-methanone;(l-Benzyl-2-methyl-l
H-indol-3-yl)-[4-(4-methoxy-phenyl)-piperazin-l-yl]-me
thanone; (l-Benzyl-2-methyl-l
H-indol-3-yl)-[4-(2-chloro-phenyl)-piperazin-l-yl]-met
hanone; (l-Benzyl-2-methyl-l
H-indol-3-yl)-[4-(4-chloro-phenyl)-piperazin-l-yl]-met
hanone; (6-Chloro- lH-indol-3-yl)-(4-phenyl-piperazin-
l-yl)-methanone; (6-Chloro-l
H-indol-3-yl)-[4-(2-chloro-6-nitro-phenyl)-piperazin-l
-yl]-methanone; (6-Chloro-l
H-indol-3-yl)-[4-(2,6-dichloro-phenyl)-piperazin-l-yl]
-methanone; (6-Chloro-
IH-indol-3-yl)-[4-(2,3-dihydro-benzo[l,4]dioxin-5-yl)-
piperazin-l-yl]- methanone; (6-Chloro-l
H-indol-3-yl)-[4-(2-nitro-4-trifluoromethyl-phenyl)-pi
perazin-l-yl]- methanone; (6-Chloro-l
H-indol-3-yl)-[4-(2-chloro-phenyl)-piperazin-l-yl]-met
hanone;
[4-(2-Amino-6-chloro-phenyl)-piperazin-l-yl]-(6-chloro
-l H-indol-3-yl)-methanone; (6-Chloro- lH-indol-3-yl)-
[4-(4-methoxy-phenyl)-piperazin- l-yl]-methanone;
(6-Chloro-l
H-indol-3-yl)-[4-(3-methoxy-phenyl)-piperazin-l-yl]-me
thanone; (6-Chloro-
IH-indol-3-yl)-[4-(2-nitro-phenyl)-piperazin-l-yl]-met
hanone; (6-Chloro- lH-indol-3-yl)-
[4-(2-methoxy-phenyl)-piperazin- l-yl]-methanone;
(6-Chloro-
IH-indol-3-yl)-[4-(4-fluoro-phenyl)-piperazin-l-yl]-me
thanone; (6-Chloro-
IH-indol-3-yl)-[4-(3-fluoro-phenyl)-piperazin-l-yl]-me
thanone; 3-Chloro-4-[4-(6-chloro-l
H-indole-3-carbonyl)-piperazin-l-yl]-benzonitrile;
(6-Chloro-
IH-indol-3-yl)-[4-(2-ethoxy-phenyl)-piperazin-l-yl]-me
thanone; 2-
{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-
l-carbonyl]-indol- 1-yl}- l-(4-methylpiperazin-
l-yl)-ethanone;
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}- N-(2- 



dimethylamino-ethyl)-acetamide;
2-{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- N-(2- dimethylamino-ethyl)-acetamide;
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}-acetamide;
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-5-methyl-indol-l-yl}- N,Ndimethyl- acetamide; 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-
l-carbonyl]-indol- 1-yl}- 1-piperazin- 1- yl-ethanone
or hydrochloride salt thereof;
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}- N-(2- methylamino-ethyl)-acetamide
or hydrochloride salt thereof;
N-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-methoxy-phenyl)-
piperazine-l-carbonyl]-indoll- yl}-acetamide or
hydrochloride salt thereof;
[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-piperazin-l-yl]-
methanone; [6-Chloro- l-(2-methylamino-ethyl)-
IH-indol-3-yl]- [4-(2-methoxy-phenyl)-piperazin- 1-
yl] -methanone;[6-Chloro-l-(2-methylamino-ethyl)-l
H-indol-3-yl]-[4-(2-ethoxy-phenyl)-piperazin-lyl]-
methanone;
2-{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- N-(2- methylamino-ethyl)-acetamide;
[6-Chloro- l-(2-dimethylamino-ethyl)-
lH-indol-3-yl]-[4-(2-ethoxy-phenyl)-piperazin- 1-
yl]-methanone; (6-Chloro-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazin-l-yl]-met
hanone; [l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-piperazin-l-yl]-
methanone; 



2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- N-(2- dimethylamino-ethyl)-acetamide;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- N-(2- methylamino-ethyl)-acetamide;
N-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-fluoro-phenyl)-p
iperazine-l-carbonyl]-indol-lyl}- acetamide;
2-{6-Chloro-3-[4-(2-methoxymethyl-phenyl)-piperazine-l
-carbonyl]-indol-l-yl}- N-(2-
dimethylamino-ethyl)-acetamide;
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperazine
-l-carbonyl]-indol-l-yl}- N-(2-
dimethylamino-ethyl)-acetamide;
2-[6-Chloro-3-(4-pyridin-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- N-(2-dimethylaminoethyl)- acetamide;
(6-Chloro-l
H-indol-3-yl)-[4-(2,4-difluoro-phenyl)-piperazin-l-yl]
-methanone; (6-Chloro-l
H-indol-3-yl)-[4-(3-methyl-pyridin-2-yl)-piperazin-l-y
l]-methanone; (6-Chloro-l
H-indol-3-yl)-[4-(3,5-dichloro-pyridin-4-yl)-piperazin
-l-yl]-methanone; (6-Chloro-l
H-indol-3-yl)-[4-(3-trifluoromethyl-pyridin-2-yl)-pipe
razin-l-yl]- methanone; 2- [4-(6-Chloro-
lH-indole-3-carbonyl)-piperazin-
l-yl]-nicotinonitrile; (6-Chloro-l
H-indol-3-yl)-(4-pyridin-2-yl-piperazin-l-yl)-methanon
e; (6-Chloro-l
H-indol-3-yl)-(4-thiazol-2-yl-piperazin-l-yl)-methanon
e;
2-[6-Chloro-3-(2,3,5,6-tetrahydro-[l,2']bipyrazinyl-4-
carbonyl)-indol-l-yl]- N-methylacetamide;
2-{6-Chloro-3-[4-(3-methyl-pyridin-2-yl)-piperazine-l-
carbonyl]-indol-l-yl}- N-methylacetamide;
2-{6-Chloro-3-[4-(3,5-dichloro-pyridin-4-yl)-piperazin
e-l-carbonyl]-indol-l-yl}- Nmethyl- acetamide; 



2-[6-Chloro-3-(4-pyridin-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- N-methyl-acetamide;
2-[6-Chloro-3-(4-thiazol-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- N-methyl-acetamide;
2-{6-Chloro-3-[4-(3-cyano-pyridin-2-yl)-piperazine-l-c
arbonyl]-indol-l-yl}- N-methylacetamide;(6-Chloro-
1-(S)- l-piperidin-3-ylm ethyl- IH-indol-3-yl)-
[4-(2-fluoro-phenyl)-piperazinl- yl]-methanone;
(6-Chloro- 1-(RS)- l-pyrrolidin-3-ylmethyl-
IH-indol-3-yl)- [4-(2-fluoro-phenyl)- piperazin-
l-yl]-methanone;
[6-Chloro-l-((S)-l-methyl-piperidin-3-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- piperazin-
l-yl]-methanone;
[6-Chloro-l-((RS)-l-methyl-pyrrolidin-3-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone;
2-[6-Chloro-3-(2,3,5,6-tetrahydro-[l,2']bipyrazinyl-4-
carbonyl)-indol-l-yl]- N,Ndimethyl- acetamide;
2-{6-Chloro-3-[4-(3-methyl-pyridin-2-yl)-piperazine-l-
carbonyl]-indol-l-yl}- N,Ndimethyl- acetamide;
2-{6-Chloro-3-[4-(3,5-dichloro-pyridin-4-yl)-piperazin
e-l-carbonyl]-indol-l-yl}- N,Ndimethyl- acetamide;
2-[6-Chloro-3-(4-pyridin-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- N,N-dimethylacetamide;
2-[6-Chloro-3-(4-thiazol-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- N,N-dimethylacetamide;
2-{6-Chloro-3-[4-(3-cyano-pyridin-2-yl)-piperazine-l-c
arbonyl]-indol-l-yl}- N,Ndimethyl- acetamide;
2-[6-Chloro-3-(4-pyrimidin-2-yl-piperazine-l-carbonyl)
-indol-l-yl]- N,N-dimethylacetamide;
(6-Chloro-2-methyl- IH-indol-3-yl)-
[4-(2-methoxy-phenyl)-piperazin- l-yl]-methanone;
2-{6-Chloro-3-[4-(6-chloro-pyridin-2-yl)-piperazine-l-
carbonyl]-indol-l-yl}- N-methylacetamide;
2-{6-Chloro-3-[4-(5-trifluoromethyl-pyridin-2-yl)-pipe
razine-l-carbonyl]-indol-l-yl}- Nmethyl- 



acetamide;
2-[6-Chloro-3-(4-thieno[2,3-c]pyridin-7-yl-piperazine-
l-carbonyl)-indol-l-yl]- Nmethyl- acetamide; 2-
{6-Chloro-3-
[4-(3-chloro-5-trifluoromethyl-pyridin-2-yl)-piperazin
e- 1-carbonyl]- indol- l-yl}-N-methyl-acetamide; 2-
[4-(6-Chloro- 1-methylcarbamoylmethyl-
lH-indole-3-carbonyl)-piperazin- 1-yl]- nicotinic
acid;
2-{6-Chloro-3-[4-(2,4-difluoro-phenyl)-piperazine-l-ca
rbonyl]-indol-l-yl}- N-(2-
dimethylamino-ethyl)-acetamide; and
2-{6-Chloro-3-[4-(4-fluoro-2-methanesulfonyl-phenyl)-p
iperazine-l-carbonyl]-indol-lyl}- N-methyl-acetamide.
Preferred examples of compounds of formula (I-c)
according to the invention are:2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-
1-carbonyl] -indol- l-yl}- , - dimethyl- acetamide; 2-
{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-
1-carbonyl] -indol- l-yl}- , - dimethyl- acetamide; 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-
1-carbonyl] -indol-1-yl}- 1-(4-
methyl-piperazin-l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl }- - methyl- acetamide;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-
piperazin-l-yl]-methanone;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- piperazin- 1-yl]
-methanone; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol-1-yl}- 1-(4- 



methyl-piperazin-l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol-1-yl }-N,Ndimethyl- acetamide; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl }- acetamide; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl }-Nmethyl- acetamide; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl}- 1- piperazin-
1-yl-ethanone; 2-
{6-Chloro-3-[4-(2,4-difluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl }-Nmethyl- acetamide; 2-
{6-Chloro-3-[4-(3-trifluoromethyl-pyridin-2-yl)-pipera
zine- 1-carbonyl] -indol- 1-yl }- -methyl-acetamide;
[l-((S)-2-Amino-propyl)-6-chloro-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- piperazin- 1-yl]
-methanone; (6-Chloro-l-(S)-l-pyrrolidin-2-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)- piperazin- 1-yl]
-methanone;
[6-Chloro-l-((S)-l-methyl-pyrrolidin-2-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluorophenyl) -piperazin- 1-yl]
-methanone; 2-
{6-Chloro-3-[4-(2,4-difluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl }-NJfdimethyl- acetamide; 2-
{6-Chloro-3-[4-(3-trifluoromethyl-pyridin-2-yl)-pipera
zine- 1-carbonyl] -indol- 1-yl }-N,N-dimethyl-
acetamide;(6-Chloro-l-(R)-l-pyrrolidin-2-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)- piperazin- 1-yl]
-methanone; 



[6-Chloro-l-((R)-l-methyl-pyrrolidin-2-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluorophenyl)- piperazin- 1-yl]
-methanone;
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyi]-indol-l-yl}- ethyl)-acetamide;
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}- ethyl) -methanesulfonamide;
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyi]-indol-l-yl}- ethyl)- -methyl-acetamide;
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}- ethyl)- -methyl-methanesulfonamide;
2-[6-Chloro-3-(4-thieno[3,2-c]pyridin-4-yl-piperazine-
l-carbonyl)-indol-l-yl]- - methyl-acetamide; and
2-{6-Chloro-3-[4-(3-iodo-pyridin-2-yl)-piperazine-l-ca
rbonyl]-indol-l-yl}- - methyl- acetamide. Also
encompassed by the compounds of formula (I) are the
following compounds of formula (I-d) according to the
invention: wherein R1 to R3 and R6 are as defined
hereinabove for formula (I). Again, it is preferred
that R1, R2 and R3 are not simultaneously H. Preferred
compounds of formula (I-d) are those compounds wherein
the substitution pattern is analogously to that of the
preferred compounds of formula (I-c), and further
preferred are those compounds wherein R1 is H;R2 is
one or more halo; R3 is H; R6 is aryl substituted by -
-alkoxy; 



as well as pharmaceutically acceptable salts thereof.
As an example,
(6-chloro-lH-indol-3-yl)-[4-(2-methoxy-phenyl)-4-oxy-p
iperazin-l-yl]- methanone is mentioned. It maybe
stated that combinations of the substitution patterns
of compounds of formula (I), (I- a), (I-a'), (I-b),
(I-c) and (I-d) according to the embodiments as given
above are also encompassed by the invention. The
invention also encompasses the compounds of formulae
(I), (I-a), (I-a'), (I-b), (I-c) and (I-d) for a use
in the prevention or treatment of dysmenorrhea,
hypertension, chronic heart failure, inappropriate
secretion of vasopressin, liver cirrhosis, nephrotic
syndrome, obsessive compulsive disorder, anxious and
depressive disorders. The invention also encompasses a
pharmaceutical composition comprising a compound of
formula (I), (I-a), (I-a'), (I-b), (I-c) or (I-d)
which pharmaceutical composition is useful against
dysmenorrhea, hypertension, chronic heart failure,
inappropriate secretion of vasopressin, liver
cirrhosis, nephrotic syndrome, obsessive compulsive
disorder, anxious and depressive disorders. The
invention further encompasses the use of a compound of
formula (I), (I-a), (Ia'), (I-b), (I-c) or (I-d) for
the preparation of a medicament which is useful
against dysmenorrhea, hypertension, chronic heart
failure, inappropriate secretion of vasopressin, liver
cirrhosis, nephrotic syndrome, obsessive compulsive
disorder, anxious and depressive disorders. In a
certain embodiment, the compounds of formula (I) of
the invention can be manufactured according to a
process comprising the step of reacting a compound of
formula (II) :with a compound of formula A-H, to
obtain a compound of formula (I) wherein A, R1, R2 and
R3 are as defined hereinabove for formula (I). 



In another embodiment, the compounds of formula (I) of
the invention can b e manufactured according to a
process comprising the step of reacting a compound of
formula (1-1), wherei R1 equals H : with a compound of
formula R X, to obtain a compound of formula (I)
wherein wherein A, R1, R2 and R3 are a s defined
hereinabove for formula (I) and X is halo. In another
embodiment, the compounds of formula (I) of the
invention can b e manufactured according to a process
comprising the step of hydrolyzing a compound of
formula (V): to obtain a compound of formula (II): and
then reacting the compound of formula (II) with a
compound of formula A-H, to oobbttaaiinn a coonmpound
of formula (I) wherein R1, R2 and R3 are a s defined
hereinabove for formula (I).These processes are
described more in details with the following general
schemes and procedures A to C. General scheme A
General scheme A Compounds of formula (I) can be
prepared via an amide coupling between an indole 3-
carboxylic acid (II) and a compound of formula (A-H),
wherein A is defined as hereinabove. The usual
reagents and protocols known in the art can be used to
effect the amide coupling. Indole 3-carboxylic acids
(II) are either commercially available or readily
prepared using a procedure described in J.Med.Chem.
1991, 34, 140. Alternatively, they can be prepared
following the general scheme C as described
hereinafter. The compounds of formula (A-H) are either
commercially available or prepared using methods known
in the art starting from commercially available
materials. General scheme A is hereinafter further
illustrated with general procedure I . 



General scheme B General procedure B Compounds of
formula (I) with R1 different from H can be prepared
using methods known in the art, e.g. by
N-deprotonation of a compound of formula (1-1)
(compounds of formula (I) wherein R1 is H) followed by
treatment with an electrophilic reactant R*-X (wherein
X is a leaving group, e.g. halo) which is either
commercially available or easily prepared according to
methods well known in the art and commercially
available starting materials. General scheme B is
hereinafter further illustrated with general procedure
II.General scheme C NaH / R -X General procedure C The
treatment of an indole derivative (III-l) with
trifluoroacetic anhydride in DMF affords intermediate
(IV) which can be hydrolysed with an aqueous sodium
hydroxide solution to give the 3-carboxylic acid
indole derivative (II- 1). Alternatively, (IV) could
react with an electrophilic reactant R1-X to give (V),
which is then converted to the corresponding
carboxylic acid derivative (II) with NaH/H2O in DMF
(see J. Org Chem., 1993, 10, 2862). Intermediate (V)
can alternatively be obtained by treatment of an
indole derivative (III-2) with trifluoroacetic
anhydride in a suitable solvent, e.g. DMF,
dichloromethane or 1,2-dichloroethane. Addition of a
suitable base may be advantageous. Results - Via
activity Material &Method: The human Via receptor was
cloned by RT-PCR from total human liver RNA The coding
sequence was subcloned in an expression vector after
sequencing to confirm the 



identity of the amplified sequence. To demonstrate the
affinity of the compounds from the present invention
to the human Via receptor binding studies were
performed. Cellmembranes were prepared from HEK293
cells transiently transfected with the expression
vector and grown in 20 liter fermenters with the
following protocol. 5Og of cells are resuspended in
30ml freshly prepared ice cold Lysis buffer (5OmM
HEPES, ImM EDTA, 1OmM MgC12 adjusted to pH= 7.4 +
complete cocktail of protease inhibitor (Roche
Diagnostics)). Homogenized with Polytron for lmin and
sonicated on ice for 2x 2 minutes at 80% intensity
(Vibracell sonicator). The preparation is centrifuged
20 min at 500 g at 40C, the pellet is discarded and
the supernatant centrifuged lhour at 43'00Og at 40C
(19'000rpm). The pellet is resuspended in 12.5 ml
Lysis buffer+ 12.5ml Sucrose 20% and homogenized using
a Polytron for 1-2 min. The protein concentration is
determined by the Bradford method and aliquots are
stored at -8O0C until use. For binding studies 60mg
Yttrium silicate SPA beads (Amersham) are mixed with
an aliquot of membrane in binding buffer (50 mM Tris,
12OmM NaCl, 5 mM KCl, 2 mM CaCl 2, 10 mM MgCl 2) for
15 minutes with mixing. 50ul of bead/membrane mixture
is then added to each well of a 96 well plate,
followed by 50ul of 4 nM 3H- Vasopressin (American
Radiolabeled Chemicals). For total binding measurement
lOOul of binding buffer are added to the respective
wells, for non-specific binding lOOul of 8.4mM cold
vasopressin and for compound testing lOOul of a serial
dilution of each compound in 2%DMSO. The plate is
incubated Ih at room temperature, centrifuged 1 min at
lOOOg and counted on a Packard Top-Count. Non-specific
binding counts are subtracted from each well and data
is normalized to the maximum specific binding set at
100%. To calculate an IC 50 the curve is fitted using
a non-linear regression model (XLfit) and the Ki is
calculated using the Cheng- Pru ssoff equation.The
compounds of formulae (I), (I- a), (I-a'), (I-b),
(I-c) and (I-d) as well as their pharmaceutically
usable acid addition salts can be used as medicaments,
e.g. in the form 



of pharmaceutical preparations. The pharmaceutical
preparations can be administered orally, e.g. in the
form of tablets, coated tablets, dragees, hard and
soft gelatine capsules, solutions, emulsions or
suspensions. The administration can, however, also be
effected rectally, e.g. in the form of suppositories,
or parenterally, e.g. in the form of injection
solutions. The compounds of formulae (I), (I-a),
(I-a'), (I-b), (I-c) and (I-d) and their
pharmaceutically usable acid addition salts can be
processed with pharmaceutically inert, inorganic or
organic excipients for the production of tablets,
coated tablets, dragees and hard gelatine capsules.
Lactose, corn starch or derivatives thereof, talc,
stearic acid or its salts etc can be used as such
excipients e.g. for tablets, dragees and hard gelatine
capsules. Suitable excipients for soft gelatine
capsules are e.g. vegetable oils, waxes, fats, semi
solid and liquid polyols etc. Suitable excipients for
the manufacture of solutions and syrups are e.g.
water, polyols, saccharose, invert sugar, glucose
etc.Suitable excipients for injection solutions are
e.g. water, alcohols, polyols, glycerol, vegetable
oils etc. Suitable excipients for suppositories are
e.g. natural or hardened oils, waxes, fats,
semi-liquid or liquid polyols etc. Moreover, the
pharmaceutical preparations can contain preservatives,
solubilizers, stabilizers, wetting agents,
emulsifiers, sweeteners, colorants, flavorants, salts
for varying the osmotic pressure, buffers, masking
agents or antioxidants. They can also contain still
other therapeutically valuable substances. The dosage
can vary within wide limits and will, of course, be
fitted to the individual requirements in each
particular case. In general, in the case of oral
administration a daily dosage of about 10 to 1000 mg
per person of a compound of 



general formula (I), (I- a), (I-b); (I-c) or (I-d)
should be appropriate, although the above upper limit
can also be exceeded when necessary. The following
Examples illustrate the present invention without
limiting it. All temperatures are given in degrees
Celsius. Example A Tablets of the following
composition are manufactured in the usual manner:
mg/tablet Active substance 5 Lactose 45 Corn starch 15
Microcrystalline cellulose 34 Magnesium stearate 1
Tablet weight 100Example B Capsules of the following
composition are manufactured: mg/capsule Active
substance 10 Lactose 155 Corn starch 30 Talc 5 Capsule
fill weight 200 The active substance, lactose and corn
starch are firstly mixed in a mixer and then in a
comminuting machine. The mixture is returned to the
mixer, the talc is added thereto and mixed thoroughly.
The mixture is filled by machine into hard gelatine
capsules. 



Example C Suppositories of the following composition
are manufactured: mg/supp. Active substance 15
Suppository mass 1285 Total 1300 The suppository mass
is melted in a glass or steel vessel, mixed thoroughly
and cooled to 450C. Thereupon, the finely powdered
active substance is added thereto and stirred until it
has dispersed completely. The mixture is poured into
suppository moulds of suitable size, left to cool; the
suppositories are then removed from the moulds and
packed individually in wax paper or metal foil.
EXAMPLES General procedure I :Amide coupling: To a
stirred solution of an indole-3-carboxylic acid
derivative ( 1 mmol) in 10 ml CH2Cl2 were added (1.3
mmol) EDC, (1.3 mmol) HOBt, (1.3 mmol) Et3N and ( 1
mmol) of the amine derivative. The mixture was stirred
overnight at RT and then poured onto water and
extracted with CH2Cl2. The combined organic phases
were dried over Na2SO andconcentrated in vacuo. Flash
chromatography or preparative HPLC afforded the title
compound. General procedure II: Alkylation: To a
stirred solution of (6-chloro-l
H-indol-3-yl)-(4-phenyl-piperidin-l-yl)-methanone in
DMF were added 2.1eq. NaH (60% in oil). The mixture
was stirred at RT for 30 min. and then the
electrophilic reagent R1-X (l.leq.) was added. The
mixture was stirred an additional 14 hours at 60 0C
and then poured onto water and extracted with ethyl
acetate. The combined organic phases were dried over
Na2SO and concentrated in vacuo. 



Purification by preparative HPLC afforded the
corresponding derivatives. Acid intermediates of
formula II and II- 1 Acid l
6-Chloro-lH-indole-3-carboxylic acid Using a procedure
described in J. Med. Chem. 1991, 34, 140, from 7.0 g
(0.046 mmol) of 6-chloro- lH-indole were prepared 5.80
g (64%) of 6-chloro- lH-indole-3-carboxylic acid as a
light brown solid. ES-MS m/e (%): 194 (M-H +) . Acid 2
6-Chloro- 1-dimethylcarbamoylmethyl-
lH-indole-3-carboxylic acid a)
l-(6-Chloro-lH-indol-3-yl)-2,2,2-trifluoro-ethanone
Using a procedure described in J. Med. Chem. 1991, 34,
140, from 0.50 g (0.004 mol) of 6- chloro-lH-indole
were prepared 0.76 g (95%) of
l-(6-chloro-lH-indol-3-yl)-2,2,2- trifluoro-ethanone
as a white solid. b)
2-r6-Chloro-3-(2,2,2-trifluoro-acetyl)-indol-l-yll-N,N
-dimethyl-acetamide To a stirred solution of
l-(6-chloro-lH-indol-3-yl)-2,2,2-trifluoro-ethanone
(0.75 g) in 20 ml of DMF at 0 0C, were added 128 mg
(1.1 eq.) of NaH (60% in oil). The mixture was stirred
for 30 min. and then 0.32 ml (1.1 eq.) of
dimethylamino- acetyl chloride were added. The mixture
was stirred an additional hour and then poured onto
water and extracted with ethyl acetate. The combined
organic phases were dried over Na2SO and concentrated
in vacuo to afford 598 mg (61%) of
2-[6-chloro-3-(2,2,2-trifluoro-acetyl)-
indol-l-yl]-N,N-dimethyl-acetamide as a white solid.
c)
6-Chloro-l-dimethylcarbamoylmethyl-lH-indole-3-carboxy
lic acid Using a procedure similar to that described
in J. Med. Chem. 1991, 34, 140, from 0.50 g of 



2-[6-chloro-5-methyl-3-(2,2,2-trifluoro-acetyl)-indol-
l-yl]-N,N-dimethyl-acetamide were prepared 0.38 g
(76%) of 6-chloro- 1-dimethylcarbamoylmethyl-
lH-indole-3- carboxylic acid as a white solidAcid 3
6-Chloro- 1-methylcarbamoylmethyl-
lH-indole-3-carboxylic acid a) 2- r6-Chlor o-3-
(2,2,2-triflu oro-acetyl) -indol- 1-yll -N-methyl-
acetamide Following general procedure II, the
alkylation of l-(6-chloro-l H-indol-3-yl)-2,2,2-
trifluoro-ethanone, with (commercially available)
2-chloro -N-methyl- acetamide gave the title compound.
ES-MS m/e (%): 319.3 (M+H+) . b)
6-Chloro-l-methylcarbamoylmethyl-l
H-indole-3-carboxylic acid
2-[6-Chloro-3-(2,2,2-trifluoro-acetyl)-indol-l-yl]-
-methyl-acetamide was suspensed in DCE and treated
with (2.2 eq.) of sodium trimethylsilanolate. After
shaking at room temperature for 20 min, the mixture
was concentrated in vacuo and purified by prep. HPLC
to give the title compound in 27% yield. ES-MS m/e
(%): 265.0 (M-H +) . Acid 4
6-Chloro-l-[(2-dimethylamino-ethylcarbamoyl)-methyl]-l
H-indole-3-carboxylic acid a)
r6-Chloro-3-(2,2,2-trifluoro-acetyl)-indol-l-vH
-acetic acid methyl ester To a stirred solution of
6.65 g (0.0265 mol, leq.) of
l-(6-chloro-lH-indol-3-yl)-2,2,2- trifluoro-ethanone
in 25 ml of DMF at 0 0C were added 1.23 g of NaH (55%
in oil, 0.0282 mol, 1.05 eq). After 30 minutes, 4.31 g
(0.0282 mol, 1.05 eq.) of bromo-acetic acid methyl
ester were added and the temperature raised to RT, and
stirring was continued overnight. The reaction was
quenched by the addition of aq.HCl 0.1 M, and the
product was extracted with EtOAc and the combined
organic phases dried over Na2SO . 



Recrystallisation in Et2O / Heptane afforded 6.90 g
(80%) of [6-chloro-3-(2,2,2-trifluoroacetyl)-
indol-l-yl] -acetic acid methyl ester as white
crystals. b)
r6-Chloro-3-(2,2,2-trifluoro-acetyl)-indol-l-yll
-acetic acid To as stirred solution of 2 g (6.3 mmol)
of [6-chloro-3-(2,2,2-trifluoro-acetyl)-indol-lyl]
-acetic acid methyl ester in 45 ml of THF /MeOH /H2O
1/1/1, at 400C, were added 0.79 g (18.9 mmol, 3 eq.)
of IiOH.H 2O. After 1 hour, the reaction mixture was
diluted in EtOAc, acidified with aq.HCl IM. The
organic phase were dried over Na2SO , and concentrated
under vacuo to afford 1.9 g (99%) of
[6-chloro-3-(2,2,2-trifluoro-acetyl)- indol-1-yl]
-acetic acid as a white solid. c)
2-r6-Chloro-3-(2,2,2-trifluoro-acetyl)-indol-l-yll-N-(
2-dimethylamino-ethyl)- acetamide An amide coupling
between 0.99 g of
[6-Chloro-3-(2,2,2-trifluoro-acetyl)-indol-l-yl]-
acetic and Nl,Nl-dimethyl-ethane- 1,2-diamine
according to the general procedure I, afforded 78 mg
(6%) of
2-[6-chloro-3-(2,2,2-trifluoro-acetyl)-indol-l-yl]-N-(
2- dimethylamino- ethyl) -acetamide as a white
solid.d)
6-Chloro-l-r(2-dimethylamino-ethylcarbamoyl)-methyll-l
H-indole-3-carboxylic acid Using a similar procedure
described in J. Med. Chem. 1991, 34, 140, from 78 mg
of of 2- [6-chloro-3-(2,2,2- triflu oro-acetyl)
-indol- 1-yl] -N- (2-dimethylamin o-ethyl) -acetamide
were prepared 65 mg (96%) of
6-chloro-l-[(2-dimethylamino-ethylcarbamoyl)-methyl]-
lH-indole-3-carboxylic acid as a white solid. Acid 5
6-Chloro- l-dimethylcarbamoylmethyl-5-methyl-
lH-indole-3-carboxylic acid a)
l-(6-Chloro-5methyl-lH-indol-3-yl)-2,2,2-trifluoro-eth
anone Using a procedure described in J. Med. Chem.
1991, 34, 140, from 0.250 g (0.002 mol) of
6-chloro-5-methyl-lH-indole were prepared 0.38 g (96%)
of l-(6-chloro-5methyl-lHindol- 



3-yl)-2,2,2-trifluoro-ethanone as a white solid. b)
2-r6-Chloro-5-methyl-3-(2,2,2-trifluoro-acetyl)-indol-
1-yll -N,N- dimethyl- acetamide To a stirred solution
of
l-(6-chloro-5methyl-lH-indol-3-yl)-2,2,2-trifluoro-eth
anone (0.38 g) in 10 ml of DMF at 0 0C, were added 64
mg (1.1 eq.) of NaH (60% in oil). The mixture was
stirred for 30 min. and then 0.16 ml (1.1 eq.) of
dimethylamin o-acetyl chloride were added. The mixture
was stirred an additional hour and then poured onto
water and extracted with ethyl acetate. The combined
organic phases were dried over Na2SO and concentrated
in vacuo to afford 300 mg (60%) of
2-[6-chloro-5-methyl-3-
(2,2,2-trifluoro-acetyl)-indol-l-yl]-N,N-dimethyl-
acetamide as a white solid. c) 6-Chloro-
l-dimethylcarbamoylmethyl-5-methyl-
lH-indole-3-carboxylic acid Using a similar procedure
described in J. Med. Chem. 1991, 34, 140, from 0.280 g
of 2- [6-
chloro-5-methyl-3-(2,2,2-trifluoro-acetyl)-indol-
1-yl] -N,N- dimethyl- acetamide were prepared 0.18 g
(76%) of
-chloro-l-dimethylcarbamoylmethyl-S-methyl-lH-indole-S
carboxylic acid as a white solid Acid 6
5,6-Dichloro-l-dimethylcarbamoylmethyl-lH-indole-3-car
boxylic acid a)
l-(5,6-Dichloro-lH-indol-3-yl)-2,2,2-trifluoro-ethanon
e Using a procedure described in J. Med. Chem. 1991,
34, 140, from 0.120 g (0.64 mmol) of
5,6-dichloro-lH-indole were prepared 0.11 g (59%) of
l-(5,6-dichloro-lH-indol-3-yl)-
2,2,2-trifluoro-ethanone as a white solid. b)
2-r5,6-Dichloro-3-(2,2,2-trifluoro-acetyl)-indol-l-yll
-N,N-dimethyl-acetamide To a stirred solution of
l-(5,6-dichloro-lH-indol-3-yl)-2,2,2-trifluoro-ethanon
e (0.11 g) in 3 ml of DMF at 0C, were added 18 mg
(1.05 eq.) of NaH (60% in oil). The mixture was
stirred for 30 min. and then 0.04 ml (1.0 eq.) of
dimethylamin o-acetyl chloride were 



added. The mixture was stirred an additional hour and
then poured onto water and extracted with ethyl
acetate. The combined organic phases were dried over
Na2SO andconcentrated in vacuo to afford 112 mg (78%)
of 2-[5,6-dichloro-3-(2,2,2-trifluoroacetyl)-
indol-l-yl]-N,N-dimethyl-acetamide as a white solid.
c) 5,6-Dichloro- 1-dimethylcarbamoylmethyl-
lH-indole-3-carboxylic acid Using a similar procedure
described in J. Med. Chem. 1991, 34, 140, from 0.112 g
of 2- [5,6-dichloro-3-(2,2,2-trifluoro-acetyl)-indol-
1-yl] -N,N- dimethyl- acetamide were prepared 0.047 g
(49%) of
S^-dichloro-l-dimethylcarbamoylmethyl-lH-indole-Scarbo
xylic acid as a white solid. Acid 7
6-Chloro-2-methyl-lH-indole-3-carboxylic acid a)
(6-Chloro-lH-indol-2-yl)-methanol To a solution of
2.00 g (8.94 mmol) 6-chlorindole-2-carboxylic acid
ethyl ester in 50 ml diethyl ether were added 0.475 g
(12.5 mmol) lithium aluminum hydride at 0 0C. The
reaction mixture was heated at reflux for 45 min and
quenched by consecutive addition of 10 ml water, 10 ml
aqueous 2M sodium hydroxide solution and 10 ml water
at 0 0C. The aqueous layer was extracted with
tert-butyl methyl ether (3 x 100 ml). The combined
organic layers were dried over sodium sulfate and
concentrated in vacuo to give the crude title compound
(1.64 g; 100%) as a white solid. MS m/e (%): 180 (M-H
+, 100). b) 6-Chloro-2-methyl-lH-indole A solution of
1.60 g (8.81 mmol) (6-chloro-lH-indol-2-yl)-methanol
in 5 ml 1,2- dichloroethane was added to a mixture of
80.0 ml triflu oroacetic acid and 32.0 ml
triethylsilane at 65 0C. After 5 min, the reaction
mixture was cooled to room temperature and quenched
with water. The pH was adjusted to 14 by the addition
of 



aqueous sodium hydroxide solution (32 %). The aqueous
layer was extracted with tertbutyl methyl ether (3 x
200 ml). The combined organic layers were dried over
sodium sulfate and concentrated in vacuo. The residue
was purified by flash-chromatography
(aminopropyl-modified silica gel, n-heptane / ethyl
acetate) to give the title compound (0.39 g; 27%) as a
white solid. MS m/e (%): 164 (M-H +, 100). c)
l-(6-Chloro-2-methyl-lH-indol-3-yl)-2,2,2-trifluoro-et
hanone To a solution of 0.38 g (2.3 mmol)
6-chloro-2-methyl-lH-indole in 20 ml 1,2-
dichloroethane at 0 0C were added 0.35 ml (2.5 mmol)
triflu oroacetic anhydride. The reaction mixture was
quenched with aqueous 2M sodium carbonate solution
after 30 min and extracted with dichloromethane (3 x
100 ml). The combined organic layers were dried over
sodium sulfate and concentrated in vacuo to give the
title compound (0.57 g; 95%) as an off-white solid. MS
m/e (%): 260 (M-H +, 100).d)
-Chloro-l-methyl-lH-indole-B-carboxylic acid A
solution of 0.57 g (2.2 mmol)
l-(6-chloro-2-methyl-lH-indol-3-yl)-2,2,2-trifluoroeth
anone in 21.7 ml (86.8 mmol) aqueous 4 M sodium
hydroxide solution was heated at reflux for 45 min.
After cooling to room temperature the reaction mixture
was diluted with water and extracted with tert-butyl
methyl ether (2 x 50 ml). The aqueous layer was cooled
to 0-5 0C, acidified (pH 1-2) with concentrated
aqueous hydrochloric acid solution and extracted with
ethyl acetate (3 x 100 ml). The combined ethyl acetate
layers were dried over sodium sulfate and concentrated
in vacuo to give the title compound (0.14 g, 31%) as
an off-white solid. MS m/e (%): 208 (M-H +, 100). Acid
8 



5-Chloro-2-methyl-lH-indole-3-carboxylic acid Using a
procedure described in J. Med. Chem. 1991, 34, 140,
from the 5-chloro-2-methyllH- indole was prepared
5-chloro-2-methyl-lH-indole-3-carboxylic acid. Acid 9
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid To a
stirred solution of 0.50 g (3.1 mmol)
2-methyl-lH-indole-3-carboxylic acid (described in
J.Heterocydic Chem. 1977, 14, 1123) in 5 ml DMF were
added 0.27 g (6.75 mmol) of NaH (60% in oil). The
mixture was stirred at RT for 30 min. and then 0.39 ml
(3.28 mmol) of benzyl bromid were added. The mixture
was stirred an additional hour and then poured onto
water and extracted with ethyl acetate. The combined
organic phases were dried over Na2SO and concentrated
in vacuo. Crystallization in Et2O afforded 0.61 g
(78%) of l-benzyl-2-methyl-lH-indole-3-carboxylic acid
as a white solid. Acid 10
3,4-Dihydro-lH-pyrazino[l,2-a]indole-2,10-dicarboxylic
acid 2-tert-butyl ester a)
10-(2,2,2-Trifluoro-acetyl)-3,4-dihvdro-lH-pyrazinor
1,2-al indole- 2-carboxylic acid tert-butyl ester To a
stirred solution of 0.21 ml (1.5 mmol) triflu
oroacetic anhydride in 7 ml 1,2- dichloroethane was
added at 0 0C a solution of 0.37 g (1.4 mmol)
3,4-dihydro-lHpyrazino[ l,2-a]indole- 2-carboxylic
acid tert-butyl ester and a solution of 0.23 ml (1.63
mmol) triethylamine in 3 ml 1,2-dichloroethane. After
stirring for 30 min the reaction mixture was quenched
with saturated aqueous sodium hydrogen carbonate
solution and extracted with dichloromethane (2 x 100
ml). The combined organic layers were dried over
sodium sulfate, concentrated in vacuo and purified by
flash chromatography (nheptane / ethyl acetate) to
give the title compound (0.288 g, 58%) as a light
yellow solid. 



MS m/e (%): 369 (M+H +, 27).b) 3
4-Dihydro-lH-pwazinori 2-a1indole-2J0-dicarboxylic a c
j 2-tert-butyl ester To a solution of 0.29 g (0.77
mmol) 10- (2,2,2-trifluoro- acetyl) -3,4-dihydro-
IHpyrazino[ l,2-a]indole-2-carboxylic acid tert-butyl
ester in 7 ml N,N-dimethylformamide were subsequently
added 0.22 g (4.6 mmol) sodium hydride (50% in oil)
and a solution of 0.070 ml (3.9 mmol) water in 1ml
N,N-dimethylformamide at room temperature. The
reaction mixture was diluted with tert-butyl methyl
ether after 2 h and extracted with 1M sodium hydroxide
solution (2 x 30 ml). The combined aqueous layers were
acidified (pH 1-2) with 2M hydrochloric acid at 0 0C
and extracted with tert-butyl methyl ether (3 x 50
ml). The combined organic layers were dried over
sodium sulfate and concentrated in vacuo to give the
title compound (0.21 g, 86%) as a light brown solid.
MS m/e (%): 315 (M-H +, 100). Examples of compounds of
formula I-a and I-a' Example 1
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(4-fluoro-phenyl)
-3,6-dihydro-2H-pyridin-l-yl]- methanone Amide
coupling according to general procedure I : - Amine:
4-(4-Fluoro-phenyl)-l,2,3,6-tetrahydro-pyridine
(commercially available), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid, ES-MS
m/e (%): 425.5 (M+H +) . Example 2
(l-Benzyl-2-methyl-lH-indol-3-yl)-(4-phenyl-3,6-dihydr
o-2H-pyridin-l-yl)-methanoneAmide coupling according
to general procedure I : - Amine:
4-Phenyl-l,2,3,6-tetrahydro-pyridine (commercially
available), - Acid:
l-Benzyl-l-methyl-lH-indole-S-carboxylic acid, ES-MS
m/e (%): 407.5 (M+H +) . 



Example 3
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(2-methoxy-phenyl
)-3,6-dihydro-2H-pyridin-lyl]- methanone Amide
coupling according to general procedure I : - Amine:
4-(2-Methoxy-phenyl)-l,2,3,6-tetrahydro-pyridine
(described in US6326381), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid, ES-MS
m/e (%): 437.6 (M+H +) . Example 4
(6-Chloro-lH-indol-3-yl)-(4-phenyl-3,6-dihydro-2H-pyri
din-l-yl)-methanone Amide coupling according to
general procedure I :- Amine:
4-Phenyl-l,2,3,6-tetrahydro-pyridine (commercially
available), - Acid: -chloro-lH-indole-S-carboxylic
acid, ES-MS m/e (%): 337.4 (M+H+) . Example 5 >
(6-Chloro-lH-indol-3-yl)-[4-(4-fluoro-phenyl)-3,6-dihy
dro-2H-pyridin-l-yl]- methanone Amide coupling
according to general procedure I : - Amine:
4-(4-Fluoro-phenyl)-l,2,3,6-tetrahydro-pyridine
(commercially available), - Acid:
-chloro-lH-indole-S-carboxylic acid, ES-MS m/e (%):
355.4 (M+H+) . Example 6
(6-Chloro-lH-indol-3-yl)-(4-phenyl-3,6-dihydro-2H-pyri
din-l-yl)-methanone Following general procedure I, the
coupling of (commercially available) 4-phenyl-
1,2,3,6- tetrahydro-pyridine, with
6-chloro-lH-indole-3-carboxylic acid gave the title
compound. ES-MS m/e (%): 337.4 (M+H +) . 



Example 7
(6-Chloro-lH-indol-3-yl)-[4-(4-fluoro-phenyl)-3,6-dihy
dro-2H-pyridin-l-yl]- methanoneFoHowing general
procedure I, the coupling of (commercially available)
4-(4-fluoro phenyl) -1,2,3,6-tetrahydro-pyridine with
6-chloro-lH-indole-3-carboxylic acid gave the title
compound. ES-MS m/e (%): 355.4 (M+H +) . Example 8
(6-Chloro-lH-indol-3-yl)-[4-(4-chloro-phenyl)-3,6-dihy
dro-2H-pyridin-l-yl]- methanone Following general
procedure I, the coupling of (commercially available)
4-(4-chlorophenyl)- 1,2,3,6-tetrahydro-pyridine with
6-chloro-lH-indole-3-carboxylic acid gave the title
compound. ES-MS m/e (%): 371.4 (M+H +) . Example 9
(l-Benzyl-2-methyl-lH-indol-3-yl)-(5-methyl-4-phenyl-3
,6-dihydro-2H-pyridin-l-yl)- methanoneFollowing
general procedure I, the coupling of (commercially
available) 5-methyl-4- phenyl-1,
2,3,6-tetrahydro-pyridine (described in WO 2005077912)
with l-benzyl-2- methyl-l H-indole-3-carboxylic acid
gave the title compound. ES-MS m/e (%): 421.6 (M+H+) .
Examples of compounds of formula I-b Example 10
(4-Benzyl-4-hydroxy-piperidin-l-yl)-(l-benzyl-2-methyl
-lH-indol-3-yl)-methanone Amide coupling according to
general procedure I : - Amine: 4-Benzyl-piperidin-4-ol
(commercially available), 



- Acid: l-Benzyl-2-methyl-lH-indole-3-carboxylic acid,
ES-MS m/e (%): 439.5 (M+H +) . Example 11
(4-Benzyl-4-hydroxy-piperidin-l-yl)-[l-(2-chloro-benzy
l)-2-methyl-lH-indol-3-yl]- methanonea) ( Benzyl-
hvdroxy-piperidin-l-vD-Cl-methyl-lH-indol-B-vD-methano
ne To a stirred solution of 0.1 g (0.57 mmol)
2-methyl-lH-indole-3-carboxylic acid in 10 ml CH2Cl2
were added 0.14 g (0.73 mmol) EDC, 0.10 g (0.73 mmol)
HOBt, 90ml (0.63 mmol) Et N and 0.11 g (0.57 mmol)
4-benzyl-piperidin-4-ol. The mixture was stirred
overnight at RT and then poured onto water and
extracted with CH2Cl2. The combined organic phases
were dried over Na2SO and concentrated in vacuo. Flash
chromatography (ethyl acetate) afforded 0.15 g (75%)
of (4-benzyl-4-hydroxy-piperidin-l-yl)-(2-methyllH-
indol-3-yl)-methanone as a white solid. ES-MS m/e (%):
349 (M+H +) . b) (4-Benzyl-4-hydroxy-piperidin- l-vD-T
l-(2-chloro-benzyl)-2-methyl- lH-indol-3-vH -
methanone To a stirred solution of40 mg (0.11 mmol) of
(4-benzyl-4-hydroxy-piperidin-l-yl)-(2-
methyl-lH-indol-3-yl)-methanone in 5 ml DMF were added
5 mg (0.11 mmol) NaH (60% in oil). The mixture was
stirred at RT for 30 min. and then 28 mg (0.13 mmol)
of 1- bromomethyl-2-chloro-benzene were added. The
mixture was stirred an additional hour and then poured
onto water and extracted with ethyl acetate. The
combined organic phases were dried over Na2SO and
concentrated in vacuo. Preparative HPLC (30% CH3CN /
H2O) afforded 33 mg (61%) of
(4-benzyl-4-hydroxy-piperidin-l-yl)-[l-(2-
chloro-benzyl)-2-methyl- lH-indol-3-yl] -methanone as
a white solid. ES-MS m/e (%): 473.4 (M+H +) .Example
12 



(l-Benzyl-5-chloro-2-methyl-lH-indol-3-yl)-(4-benzyl-4
-hydroxy-piperidin-l-yi)- methanone a)
(4-benzyl-4-hvdroxy-piperidin-l-yl)-(5-chloro-2-methyl
-lH-indol-3-yl)-methanone Using the procedure
described for the preparation of
(4-benzyl-4-hydroxy-piperidin-lyl)-(
2-methyl-lH-indol-3-yl)-methanone, from 40 mg (0.19
mmol) of 5-chloro-2- methyl-lH-indole-3-carboxylic
acid and 40 mg (0.21 mmol) of 4-benzyl-piperidin-4-ol
were prepared 45 mg (62%) of
(4-benzyl-4-hydroxy-piperidin-l-yl)-(5-chloro-2-methyl
lH- indol-3-yl)-methanone as a white solid. ES-MS m/e
(%): 383 (M+H +) . b)
(l-benzyl-5-chloro-2-methyl-lH-indol-3-yl)-(4-benzyl-4
-hvdroxy-piperidin-l-yl)- methanone Using the
procedure described for the preparation of
(4-benzyl-4-hydroxy-piperidin-lyl)-[
l-(2-chloro-benzyl)-2-methyl-lH-indol-3-yl]-methanone,
from 13 mg (0.034 mmol) of
(4-benzyl-4-hydroxy-piperidin-l-yl)-(5-chloro-2-methyl
-lH-indol-3-yl)- methanone and 5.8 mg (0.034 mmol) of
benzyl bromide were prepared 14 mg (87%) of
(l-benzyl-5-chloro-2-methyl-lH-indol-3-yl)-(4-benzyl-4
-hydroxy-piperidin-l-yl)- methanone as a white solid.
ES-MS m/e (%): 473.3 (M+H+) . Example 13
(4-Benzyl-4-hydroxy-piperidin-l-yl)-[5-chloro-l-(3-met
hoxy-benzyl)-2-methyl-lHindol- 3-yl]-methanoneUsing
the procedure described for the preparation of
(4-benzyl-4-hydroxy-piperidin-lyl)-[
l-(2-chloro-benzyl)-2-methyl-lH-indol-3-yl]-methanone,
from 13 mg (0.034 mmol) of
(4-benzyl-4-hydroxy-piperidin-l-yl)-(5-chloro-2-methyl
-lH-indol-3-yl)- methanone and 6.8 mg (0.034 mmol) of
l-bromomethyl-3-methoxy-benzene were 



prepared 11 mg (65%) of
(4-benzyl-4-hydroxy-piperidin-l-yl)-[5-chloro-l-(3-met
hoxybenzyl)- 2-methyl-lH-indol-3-yl]-methanone as a
white solid. ES-MS m/e (%): 503.5 (M+H+) . Example 14
(4-Benzyl-4-hydroxy-piperidin-l-yl)-[l-(2-methoxy-benz
yl)-2-methyl-lH-indol-3-yl]- methanone Using the
procedure described for the preparation of
(4-benzyl-4-hydroxy-piperidin-lyl)-[
l-(2-chloro-benzyl)-2-methyl-lH-indol-3-yl]-methanone,
from 28 mg (0.080 mmol) of
(4-benzyl-4-hydroxy-piperidin-l-yl)-(2-methyl-lH-indol
-3-yl)-methanone and 15 mg (0.096 mmol) of
l-chloromethyl-2-methoxy-benzene were prepared 29 mg
(77%) of
(4-benzyl-4-hydroxy-piperidin-l-yl)-[l-(2-methoxy-benz
yl)-2-methyl-lHindol- 3-yl]-methanone as a white
solid.ES-MS m/e (%): 469.6 (M+H +) . Example 15
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(3-fluoro-phenoxy
)-piperidin-l-yl]-methanone Amide coupling according
to general procedure I : - Amine:
4-(3-Fluoro-phenoxy)-piperidine (described in
US260294700), - Acid:
l-Benzyl-l-methyl-lH-indole-S-carboxylic acid, ES-MS
m/e (%): 443.6 (M+H +) . Example 16
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(4-chloro-phenyl)
-4-hydroxy-piperidin-l-yl]- methanone Amide coupling
according to general procedure I : - Amine:
4-(4-Chloro-phenyl)-piperidin-4-ol (commercially
available), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid 



ES-MS m/e (%): 459.5 (M+H +) . Example 17
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(4-bromo-phenyl)-
4-hydroxy-piperidin-l-yl]- methanoneAmide coupling
according to general procedure I : - Amine:
4-(4-Bromo-phenyl)-piperidin-4-ol (commercially
available), - Acid:
l-Benzyl-l-methyl-lH-indole-S-carboxylic acid, ES-MS
m/e (%): 505.5 (M+H +) . Example 18
(l-Benzyl-2-methyl-lH-indol-3-yl)-(4-hydroxy-4-phenyl-
piperidin-l-yl)-methanone Amide coupling according to
general procedure I : - Amine: 4-Phenyl-piperidin-4-ol
(commercially available), - Acid:
l-Benzyl-l-methyl-lH-indole-S-carboxylic acid, ES-MS
m/e (%): 425.6 (M+H +) . Example 19
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(4-fluoro-phenyl)
-4-hydroxy-piperidin-l-yl]- methanone Amide coupling
according to general procedure I : - Amine:
4-(4-Fluoro-phenyl)-piperidin-4-ol (commercially
available), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid, ES-MS
m/e (%): 443.6 (M+H +) .Example 20
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(4-chloro-3-trifl
uoromethyl-phenyl)-4-hydroxypiperidin- l-yl]-methanone
Amide coupling according to general procedure I : -
Amine:
4-(4-Chloro-3-trifluoromethyl-phenyl)-piperidin-4-ol
(commercially 



available), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid ES-MS
m/e (%): 527.5 (M+H +) . Example 2 1
(4-Benzo[l,3]dioxol-5-yl-4-hydroxy-piperidin-l-yl)-(l-
benzyl-2-methyl-lH-indol-3-yl)- methanone Amide
coupling according to general procedure I : - Amine:
4-Benzo[l,3]dioxol-5-yl-piperidin-4-ol (described in
WO9709311), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid, ES-MS
m/e (%): 469.6 (M+H +) . Example 22
(l-Benzyl-2-methyl-lH-indol-3-yl)-(4-hydroxy-4-p-tolyl
-piperidin-l-yl)-methanoneAmide coupling according to
general procedure I : - Amine:
4-p-Tolyl-piperidin-4-ol (described in EP445701), -
Acid: l-Benzyl-l-methyl-lH-indole-S-carboxylic acid,
ES-MS m/e (%): 439.6 (M+H +) . Example 23
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-hydroxy-4-(3-trif
luoromethyl-phenyl)-piperidinl- yl]-methanone Amide
coupling according to general procedure I : - Amine:
4-(3-Trifluoromethyl-phenyl)-piperidin-4-ol
(commercially available), - Acid:
l-Benzyl^-methyl-lH-indole-S-carboxylic acid, ES-MS
m/e (%): 493.6 (M+H +) . Example 24
(l-Benzyl-2-methyl-lH-indol-3-yl)-(4-phenyl-piperidin-
l-yl)-methanone 



Amide coupling according to general procedure I : -
Amine: 4-Phenyl-piperidine (commercially available), -
Acid: l-Benzyl-2-methyl-lH-indole-3-carboxylic
acidES-MS m/e (%): 409.5 (M+H +) . Example 25
(6-Chloro-lH-indol-3-yl)-(4-phenyl-piperidin-l-yl)-met
hanone Amide coupling according to general procedure I
: - Amine: 4-Phenyl-piperidine (commercially
available), - Acid: -chloro-lH-indole-S-carboxylic
acid, ES-MS m/e (%): 339.4 (M+H +) . Example 26
(6-Chloro-lH-indol-3-yl)-[4-hydroxy-4-(3-trifluorometh
yl-phenyl)-piperidin-l-yl]- methanol Amide coupling
according to general procedure I : - Amine:
4-(3-Trifluoromethyl-phenyl)-piperidin-4-ol
(commercially available), - Acid:
-chloro-lH-indole-S-carboxylic acid, ES-MS m/e (%):
423.4 (M+H +) . Example 27
l-(6-Chloro-lH-indole-3-carbonyl)-4-phenyl-piperidine-
4-carbonitrileAmide coupling according to general
procedure I : - Amine:
4-Phenyl-piperidine-4-carbonitrile (commercially
available), - Acid: -chloro-lH-indole-S-carboxylic
acid, ES-MS m/e (%): 364.4 (M+H +) . Example 28
(6-Chloro-lH-indol-3-yl)-(4-hydroxy-4-p-tolyl-piperidi
n-l-yl)-methanone Amide coupling according to general
procedure I : 



- Amine: 4-p-Tolyl-piperidin-4-ol (described in
EP445701), - Acid: -chloro-lH-indole-S-carboxylic acid
ES-MS m/e (%): 369.4 (M+H +) . Example 29
(6-Chloro-lH-indol-3-yl)-[4-(4-chloro-phenyl)-4-hydrox
y-piperidin-l-yl]-methanoneAmide coupling according to
general procedure I : - Amine:
4-(4-Chloro-phenyl)-piperidin-4-ol (commercially
available), - Acid: -chloro-lH-indole-S-carboxylic
acid, ES-MS m/e (%): 389.4 (M+) . Example 30
(6-Chloro-lH-indol-3-yl)-[4-(4-chloro-3-trifluoromethy
l-phenyl)-4-hydroxy-piperidinl- yl]-methanone Amide
coupling according to general procedure I : - Amine:
4-(4-Chloro-3-trifluoromethyl-phenyl)-piperidin-4-ol
(commercially available), - Acid:
-chloro-lH-indole-S-carboxylic acid, ES-MS m/e (%):
457.4 (M+) . Example 3 1
(4-Benzo[l,3]dioxol-5-yl-4-hydroxy-piperidin-l-yl)-(6-
chloro-lH-indol-3-yl)- methanoneAmide coupling
according to general procedure I : - Amine:
4-Benzo[l,3]dioxol-5-yl-piperidin-4-ol (described in
WO9709311), - Acid: -chloro-lH-indole-S-carboxylic
acid, ES-MS m/e (%): 399.4 (M+H +) . Example 32
[4-(4-Bromo-phenyl)-4-hydroxy-piperidin-l-yl]-(6-chlor
o-lH-indol-3-yl)-methanone 



Amide coupling according to general procedure I : -
Amine: 4-(4-Bromo-phenyl)-piperidin-4-ol (commercially
available), - Acid: -chloro-lH-indole-S-carboxylic
acid, ES-MS m/e (%): 435.3 (M+) .Example 33
[l-(6-chloro-lH-indole-3-carbonyl)-piperidin-4-yl]-car
bamic acid tert-butyl ester Amide coupling according
to general procedure I : - Amine:
Piperidin-4-yl-carbamic acid tert-butyl ester
(commercially available), - Acid:
-chloro-lH-indole-S-carboxylic acid, ES-MS m/e
(%):.378.3 (M+H +) . Example 34
N-[l-(6-Chloro-lH-indole-3-carbonyl)-piperidin-4-yl]-2
-fluoro-benzamide a)
(4-Amino-piperidin-l-yl)-(6-chloro-lH-indol-3-yl)-meth
anone To a stirred solution of 0.50 g (1.32 mmol) of
[l-(6-chloro-lH-indole-3-carbonyl)-
piperidin-4-yl]-carbamic acid tert-butyl ester (the
preparation of which has been described in example 31)
in CH2Cl2 (10 ml), were added 2 ml of TFA The mixture
was stirred 2 hours, then poured onto an aqueous
solution of sat. NaHCO and then extracted with ethyl
acetate. The combined organic phases were dried over
Na2SO and concentrated in vacuo, to afford 0.25 g
(68%) of (4-amino-piperidin-l-yl)-(6-chloro-lHindol-
3-yl)-methanone as a light brown solid. ES-MS m/e (%):
78.1 (M+H +) . b)
N-ri-(6-Chloro-lH-indole-3-carbonyl)-piperidin-4-yll-2
-fluoro-benzamide To a stirred solution of 50 mg (0.36
mmol) 2-fluoro-benzoic acid in 5 ml CH2Cl2 were added
90 mg (0.47 mmol) EDC, 63 mg (0.47 mmol) HOBt, 60 ml
(0.47 mmol) Et3N and100 mg (0.36 mmol)
(4-amino-piperidin-l-yl)-(6-chloro-lH-indol-3-yl)-meth
anone. The mixture was stirred overnight at RT and
then poured onto water and extracted with 



CH2Cl2. The combined organic phases were dried over
Na2SO and concentrated in vacuo. Flash chromatography
(ethyl acetate) afforded 82 mg (57%)
N-[l-(6-Chloro-lHindole- 3-carbonyl)-piperidin-4-yl]
-2-fluoro-benzamide of as a white solid. ES-MS m/e
(%): 400.3 (M+H +) . Example 35
l-[l-(l-Cyclohexylmethyl-l
H-indole-3-carbonyl)-piperidin-4-yl]-l,3-dihydrobenzoi
midazol- 2-one Following general procedure I, the
coupling of (commercially available) 4-(4-fluoro
phenyl) -piperidine with l-benzyl-2-methyl-l
H-indole-3-carboxylic acid gave the title compound.
ES-MS m/e (%): 427.6 (M+H +) . Example 36
(6-Chloro-lH-indol-3-yl)-[4-(4-chloro-phenyl)-4-hydrox
y-piperidin-l-yl]-methanoneFoHowing general procedure
I, the coupling of (commercially available)
4-(4-chlorophenyl)- piperidin-4-ol with
-chloro-lH-indole-S-carboxylic acid gave the title
compound. ES-MS m/e (%): 389.4 (M+H+) . Example 37
(6-Chloro-l
H-indol-3-yl)-[4-(4-nitro-phenyl)-piperidin-l-yl]-meth
anone Following general procedure I, the coupling of
(commercially available) 4-(4-nitrophenyl)- piperidine
with 6-chloro-l H-indole-3-carboxylic acid gave the
title compound. ES-MS m/e (%): 384.4 (M+H+) . Example
38 (6-Chloro-l
H-indol-3-yl)-[4-(3-chloro-phenyl)-piperidin-l-yl]-met
hanone Following general procedure I, the coupling of
(commercially available) 4-(3-chlorophenyl) 



-piperidine with 6-chloro- lH-indole-3-carboxylic acid
gave the title compound. ES-MS m/e (%): 373.3 (M+H+) .
Example 39 (6-Chloro-l
H-indol-3-yl)-[4-(2-hydroxy-phenyl)-piperidin-l-yl]-me
thanoneFollowing general procedure I, the coupling of
(commercially available) 2-piperidin-4-ylphenol with
-chloro-lH-indole-S-carboxylic acid gave the title
compound. ES-MS m/e (%): 355.4 (M+H+) . Example 40
(6-Chloro-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)-piperidin-l-yl
]-methanone Following general procedure I, the
coupling of (commercially available) 4-(2,6-
dimethoxy-phenyl)-piperidine with 6-chloro-
lH-indole-3-carboxylic acid gave the title compound.
ES-MS m/e (%): 399.2 (M+H+) . Example 4 1 (6-Chloro-l
H-indol-3-yl)-[4-(4-fluoro-phenyl)-piperidin-l-yl]-met
hanoneFoHowing general procedure I, the coupling of
(commercially available) 4-(4-fluoro phenyl)
-piperidine with 6-chloro-lH-indole-3-carboxylic acid
gave the title compound. ES-MS m/e (%): 357.4 (M+H +)
. Example 42 (6-Chloro-l
H-indol-3-yl)-(4-methoxy-4-phenyl-piperidin-l-yl)-meth
anone Following general procedure I, the coupling of
4-methoxy-4-phenyl-piperidine (described in WO
9800400) with -chloro-l H-indole-S-carboxylic acid
gave the title compound. ES-MS m/e (%): 369.4 (M+H+) .
Example 43
2-{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}- , - 



dimethyl-acetamideFollowing general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with commercially
available 2-chloro- , -dimethyl-acetamide gave the
title compound. ES-MS m/e (%): 484.3 (M+H+) . Example
44
2-{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}-l-pyridin- 2-yl-ethanone
Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with commercially
available 2-chloro-l-pyridin-2-yl-ethanone gave the
title compound. ES-MS m/e (%): 518.4 (M+H+) . Example
45 (6-Chloro-l-pyridin-4-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)-piperidin-lyl]
- methanoneFollowing general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with commercially
available 4-chloromethyl-pyridine gave the title
compound. ES-MS m/e (%): 490.3 (M+H+) . Example 46
(6-Chloro-l-pyridin-3-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)-piperidin-lyl]
- methanone Following general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with commercially
available 3-chloromethyl-pyridine gave the title
compound. ES-MS m/e (%): 490.3 (M+H+) . 



Example 47 (6-Chloro-l-pyridin-2-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)-piperidin-lyl]
- methanone Following general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with methanesulfonic
acid pyridin-2-ylmethyl ester (described in WO
9955318) gave the title compound. ES-MS m/e (%): 490.3
(M+H+) .Example 48
[6-Chloro-l-(6-chloro-pyridin-3-ylmethyl)-l
H-indol-3-yl]-[4-(2,6-dimethoxy-phenyl)-
piperidin-l-yl]-methanone Following general procedure
II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with methanesulfonic
acid 6-chloro-pyridin-3-ylmethyl ester (described in
Journal of Organic Chemistry (1999), 64(23),
8576-8581) gave the title compound. ES-MS m/e (%):
524.2 (M+H+) . Example 49
{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-car
bonyl]-indol-l-yl}-acetic acid tert-butyl ester
Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) bromo-acetic acid tert-butyl ester gave the
title compound. ES-MS m/e (%): 513.3 (M+H+) . Example
50 6-Chloro-l-pyrazin-2-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)-piperidin-lyl]
- 



methanoneFollowing general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with methanesulfonic
acid pyrazin-2-ylmethyl ester (described in WO
2002064574) gave the title compound. ES-MS m/e (%):
491.1 (M+H+) . Example 5 1
[6-Chloro-l-(3,5-difluoro-benzyl)-l
H-indol-3-yl]-[4-(2,6-dimethoxy-phenyl)-piperidinl-
yl]-methanone Following general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) l-chloromethyl-3,5-difluoro-benzene gave
the title compound. ES-MS m/e (%): 525.3 (M+H+) .
Example 52 [6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2,6-dimethoxy-phenyl)-
piperidin-l-yl]-methanoneFollowing general procedure
II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) (2-chloro-ethyl)-dimethyl-amine gave the
title compound. ES-MS m/e (%): 470.5 (M+H+) . Example
53 (6-Chloro-l
H-indol-3-yl)-[4-(2-isopropoxy-phenyl)-piperidin-l-yl]
-methanone Following general procedure I, the coupling
of 4-(2-isopropoxy-phenyl)-piperidine (described in
Journal of Medicinal Chemistry (1998), 41(12),
1997-2009) with 6-chlorol H-indole-3-carboxylic acid
gave the title compound. ES-MS m/e (%): 397.1 (M+H +)
. 



Example 54 (6-Chloro-l
H-indol-3-yl)-[4-(2-methoxy-phenyl)-piperidin-l-yl]-me
thanoneFoHowing general procedure I, the coupling of
(commercially available) 4-(2-methoxyphenyl)-
piperidine with -chloro-lH-indole-S-carboxylic acid
gave the title compound. ES-MS m/e (%): 367.0 (M+H+) .
Example 55
2-{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}-l-(4-
methyl-piperazin-l-yl)-ethanone Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) 2-chloro- l-(4-methyl-piperazin-
l-yl)-ethanone gave the title compound. ES-MS m/e (%):
539.6 (M+H+) . Example 56
[6-Chloro-l-(3,5-difluoro-benzyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-piperidin-lyl]-
methanone Following general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
l-chloromethyl-3,5-difluoro-benzene gave the title
compound.ES-MS m/e (%): 495.2 (M+H+) . Example 57
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-l-carbo
nyl]-indol-l-yl}- , - dimethyl-acetamide Following
general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
2-chloro- , -dimethyl-acetamide gave the title
compound. 



ES-MS m/e (%): 454.3 (M+H+) . Example 58
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-l-carbo
nyl]-indol-l-yl}-l-(4-methylpiperazin- l-yl)-ethanone
Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 509.3 (M+H+) .Example
59
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-l-carbony
l]-indol-l-yl}-acetic acid r - butyl ester Following
general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
bromo-acetic acid tert-butyl ester gave the title
compound. ES-MS m/e (%): 483.3 (M+H+) . Example 60
2-{6-Chloro-3-[4-cyano-4-(2-methoxy-phenyl)-piperidine
-l-carbonyl]-indol-l-yl}-N,Ndimethyl- acetamide Amide
coupling according to general procedure I : - Amine:
4-(2-Methoxy-phenyl)-piperidine-4-carbonitrile
(described in WO2003053361), - Acid:
-Chloro-l-dimethylcarbamoylmethyl-lH-indole-S-carboxyl
ic acid, ES-MS m/e (%): 479.1 (M+H +) . Example 6 1 



2-{6-Chloro-3-[4-cyano-4-(2-fluoro-phenyl)-piperidine-
l-carbonyl]-indol-l-yl}-N,Ndimethyl- acetamideAmide
coupling according to general procedure I : - Amine:
4-(2-Fluoro-phenyl)-piperidine-4-carbonitrile
(described in Tetrahedron 2004, 4875), - Acid:
-Chloro-l-dimethylcarbamoylmethyl-lH-indole-S-carboxyl
ic acid, ES-MS m/e (%): 467.1 (M+H +) . Example 62
2-{3-[4-(2,6-Dimethoxy-phenyl)-piperidine-l-carbonyl]-
indol-l-yl}- ^V-dimethylacetamide Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) 2-chloro- , -dimethyl- acetamide gave the
title compound. ES-MS m/e (%): 450.6 (M+H+) . Example
63 [6-Chloro-l-(2-methyl-pyridin-4-ylmethyl)-l
H-indol-3-yl]-[4-(2,6-dimethoxy-phenyl)-
piperidin-l-yl]-methanoneFollowing general procedure
II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with methanesulfonic
acid 2-methyl-pyridin-4-ylmethyl ester (prepared by
mesylation of the commercially available
(2-methyl-pyridin-4-yl)-methanol ) gave the title
compound. ES-MS m/e (%): 504.1 (M+H+) . Example 64
2-{3-[4-(2,6-Dimethoxy-phenyl)-piperidine-l-carbonyl]-
indol-l-yl}-l-(4-methylpiperazin- l-yl)-ethanone
Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with 



(commercially available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 505.4 (M+H+) . Example
65
2-{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}- -(2-
dimethylamino-ethyl)-acetamide a)
{6-Chloro-3-r4-(2,6-dimethoxy-phenyl)-piperidine-l-car
bonyll-indol-l-yl I-acetic acid:Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) bromo-acetic acid gave the title compound.
ES-MS m/e (%): 457.5 (M+H+) . b)
2-{6-Chloro-3-r4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyll-indol-l-yl]- -(2- dimeth ylamino-ethyl)
-acetamide Analogous to general procedure I, the
coupling of {6-chloro-3-[4-(2,6-dimethoxyphenyi)-
piperidine-l-carbonyi]-indol-l-yl}-acetic acid with
(commercially available) L^-dimethyl-ethane-l^-diamine
gave the title compound. ES-MS m/e (%): 527.3 (M+H+) .
Example 66
2-{6-Chloro-3-[4-(2-isopropoxy-phenyl)-piperidine-l-ca
rbonyl]-indol-l-yl - Vdimethyl- acetamide Following
general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
isopropoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) 2-chloro- , -dimethyl-acetamide gave the
title compound. ES-MS m/e (%): 482.6 (M+H+) .Example
67 



2-{6-Chloro-3-[4-(2-isopropoxy-phenyl)-piperidine-l-ca
rbonyl]-indol-l-yl}-l-(4-
methyl-piperazin-l-yl)-ethanone Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
isopropoxy-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 537.6 (M+H+) . Example
68
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-l-carbo
nyl]-indol-l-yl}-l-piperazin- 1-yl-ethanone a)
{6-Chloro-3-r4-(2-methoxy-phenyl)-piperidine-l-carbony
ll-indol-l-yl]-acetic acid Following general procedure
II, the alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
bromo-acetic acid gave the title compound. ES-MS m/e
(%): 427.5 (M+H+) . b)
2-{6-Chloro-3-r4-(2-methoxy-phenyl)-piperidine-l-carbo
nyll-indol-l-yl]-lpiperazin- 1-yl-ethanoneAnalogous to
general procedure I, the coupling of
{6-chloro-3-[4-(2-methoxy-phenyl)-
piperidine-l-carbonyl]-indol-l-yl}-acetic acid with
(commercially available) piperazine- 1-carboxylic acid
tert-butyl ester gave, after treatment with TFA and
neutralisation, the title compound. ES-MS m/e (%):
495.5 (M+H +) . Example 69
2-{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}-lpiperazin- 1-yl-ethanone 



Analogous to general procedure I, the coupling of
{6-chloro-3-[4-(2,6-dimethoxyphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
piperazine-1-carboxylic acid tert-butyl ester gave,
after treatment with TFA and neutralisation, the title
compound. ES-MS m/e (%): 525.5 (M+H +) . Example 70
(6-Chloro-l
H-indol-3-yl)-[4-(2,3-dihydro-benzofuran-7-yl)-piperid
in-l-yl]-methanone a)
4-(5-Bromo-2,3-dihvdro-benzofuran-7-yl)-pyridine
4-Bromopyridine or hydrochloride salt thereof was
dissolved in DME under argon and Pd(Ph P) (3mol%) was
added. The mixture was stirred for 10 min at 50 0C. To
this solution was added (commercially available)
5-bromo-2,3-dihydrobenzo[b]furan-7- boronic acid
dissolved in a minimum amount of EtOH/DME 1:2 followed
by 2N Na2CO3. The reaction mixture was refluxed (110
0C) under stirring for 2h. The flask was cooled to RT,
the mixture was treated with sat. aq. NH Cl solution
and extracted with CHCl3. Evaporation and purification
by SiO2 gel chromatography (hexane/ethyl acetate: 4/1)
gave the title compound in 76% yield. ES-MS m/e (%):
275.9 (M+H +) .b)
l-Benzyl-4-(5-bromo-2,3-dihvdro-benzofuran-7-yl)-
1,2,3,6-tetrahydro-pyridine To a solution of
4-(5-bromo-2,3-dihydro-benzofuran-7-yl)-pyridine in
toluene was added benzyl bromide (leq.) and the
reaction mixture was stirred under reflux for 14h.
Reaction was monitored by TLC (CH2Cl2 / MeOH 95:5) and
revealed total conversion to an intermediate. Complete
evaporation of the solvent gave a white solid. The
solid was dissolved in MeOH under argon and cooled
down to 0 0C, NaBH4 (2.05 eq.) was added portion-wise
(exothermic reaction) and the reaction mixture was
stirred for 3h at RT. Evaporation of MeOH,
redissolution in CH2Cl2 and sequential washing with IN
NaHCO 



and brine, followed by purification by SiO2 gel
chromatography (CH2Cl2/Me0H: 98/2) gave 71% yield of
the title compound. ES-MS m/e (%): 370.0 (M+H +) . c)
4-(2,3-Dihydro-benzofuran-7-yl)-piperidine To a
solution of
l-benzyl-4-(5-bromo-2,3-dihydro-benzofuran-7-yl)-l,2,3
,6-tetrahydropyridine in EtOH and 4N HCl was added
40wt% of 10% Pd/C catalyst. The reaction flask was
charged with H2 (3.5 bar) and then stirred overnight
at 50 0C. The reaction mixture was filtered over
Celite under argon. The solvents were evaporated and
the product was partitioned between CH2Cl2 and aq.
K2CO3. The organic phase was dried over Na2SO and
evaporated to give the title compound in 81% yield.
ES-MS m/e (%): 204.3 (M+H +) . d) (6-Chloro-l
H-indol-3-yl)-r4-(2,3-dihvdro-benzofuran-7-yl)-piperid
in-l-yllmetha none Following general procedure I, the
coupling of 4-(2,3-dihydro-benzofuran-7-yl)-
piperidine (described herein below) with 6-chloro-l
H-indole-3-carboxylic acid gave the title compound.
ES-MS m/e (%): 381.1 (M+H +) .Example 7 1
2-{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperid
ine-l-carbonyl]-indol-l-yl}-l-
(4-methyl-piperazin-l-yl)-ethanone Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,3-
dihydro-benzofuran-7-yl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 521.6 (M+H+) . 



Example 72
2-{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperid
ine-l-carbonyl]-indol-l-yl}- N,N-dimethyl- acetamide
Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2,3-
dihydro-benzofuran-7-yl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) 2-chloro- , -dimethyl- acetamide gave the
title compound. ES-MS m/e (%): 466.6 (M+H+) . Example
73
2-{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperid
ine-l-carbonyl]-indol-l-yl}- -
(2-dimethylamino-ethyl)-acetamide a)
{6-Chloro-3-r4-(2,3-dihvdro-benzofuran-7-yl)-piperidin
e-l-carbonyll-indol-l-yl|- acetic acidFollowing
general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,3-
dihydro-benzofuran-7-yl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) bromo-acetic acid gave the title compound.
ES-MS m/e (%): 437.1 (M-H+) . b)
2-{6-Chloro-3-r4-(2,3-dihvdro-benzofuran-7-yl)-piperid
ine-l-carbonyll-indol-l-yl]- N-(2-dimeth
ylamino-ethyl) -acetamide Analogous to general
procedure I, the coupling of
{6-chloro-3-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidine-l-carbonyl]-indol-l-yl}-acetic acid
with (commercially available)
L^-dimethyl-ethane-l^-diamine gave the title compound.
ES-MS m/e (%): 509.6 (M+H+) . Example 74
2-{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperid
ine-l-carbonyl]-indol-l-yl}-lpiperazin- 



1-yl-ethanone Analogous to general procedure I, the
coupling of {6-chloro-3-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidine-l-carbonyl] -in dol-l-yl}- acetic
acid (prepared described herein) with (commercially
available) piperazine-1-carboxylic acid tert-butyl
ester gave, after treatment with TFA and
neutralisation, the title compound. ES-MS m/e (%):
507.0 (M+H+) .Example 75
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-l-carbo
nyl]-5-methyl-indol-l-yl}- N,N-dimethyl-acetamide
Amide coupling according to general procedure I : -
Amine: 4-(2-Methoxy-phenyl)-piperidine (commercially
available), - Acid:
-Chloro-l-dimethylcarbamoylmethyl-S-methyl-lH-indole-S
-carboxylic acid, ES-MS m/e (%): 468.3 (M+H +) .
Example 76
2-{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperid
ine-l-carbonyl]-indol-l-yl}- - methyl-acetamide
Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2,3-
dihydro-benzofuran-7-yl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) 2-chloro -N-methyl-acetamide gave the title
compound. ES-MS m/e (%): 451.7 (M+H+) . Example 77
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2,3-dihydro-benzofu
ran-7-yl)-piperidine-lcarbonyl] -indol- 1-yl
}-acetamideAnalogous to general procedure I, the
coupling of {6-chloro-3-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidine-l-carbonyl] -in dol-l-yl}- acetic
acid (prepared herein) with (commercially available)
(2-amino- ethyl) -carbamic acid tert-butyl ester gave,
after 



treatment with HCl and neutralisation, the title
compound. ES-MS m/e (%): 481.3 (M+H+) . Example 78
2-{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperid
ine-l-carbonyl]-indol-l-yl}- acetamide Analogous to
general procedure I, the coupling of
{6-chloro-3-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidine-l-carbonyl] -in dol-l-yl}- acetic
acid (prepared herein) with (commercially available)
ammonia in THF, gave the title compound. ES-MS m/e
(%): 438.2 (M+H+) . Example 79
2-{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperid
ine-l-carbonyl]-indol-l-yl}- -
(2-methylamino-ethyl)-acetamideAnalogous to general
procedure I, the coupling of
{6-chloro-3-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidine-l-carbonyl] -in dol-l-yl}- acetic
acid (prepared herein) with (commercially available)
(2-amino -ethyl)- methyl- carbamic acid tert-butyl
ester gave, after treatment with TFA and
neutralisation, the title compound. ES-MS m/e (%):
495.5 (M+H +) . Example 80
2-{5,6-Dichloro-3-[4-(2-methoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}-N,Ndimethyl- acetamide Amide
coupling according to general procedure I : - Amine:
4-(2-Methoxy-phenyl)-piperidine (commercially
available), - Acid:
5,6-Dichloro-l-dimethylcarbamoylmethyl-lH-indole-3-car
boxylic acid, ES-MS m/e (%): 488.5 (M+H +) . Example
81 



2-{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}-acetamideAnalogous to general
procedure I, the coupling of
{6-chloro-3-[4-(2,6-dimethoxyphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
ammonia in THF gave the title compound. ES-MS m/e (%):
456.2 (M+H+) . Example 82
2-{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}- - methyl-acetamide Analogous to
general procedure II, the alkylation of
(6-chloro-lH-indol-3-yl)-[4-(2,6-
dimethoxy-phenyl)-piperidin-l-yl]-methanone (prepared
herein) with (commercially available)
2-chloro-N-methyl-acetamide gave the title compound.
ES-MS m/e (%): 470.2 (M+H+) . Example 83
2-{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-l-c
arbonyl]-indol-l-yl}- -(2-
methylamino-ethyl)-acetamideAnalogous to general
procedure I, the coupling of
{6-chloro-3-[4-(2,6-dimethoxyphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
(2-amino -ethyl)-methyl-carbamic acid tert-butyl ester
gave, after treatment with TFA and neutralisation, the
title compound. ES-MS m/e (%): 513.5 (M+H+) . Example
84
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2,6-dimethoxy-pheny
l)-piperidine-l-carbonyl]- indol-l-yl}-acetamide
Analogous to general procedure I, the coupling of
{6-chloro-3-[4-(2,6-dimethoxyphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
(2-amino -ethyl) -carbamic acid tert-butyl ester gave,
after 



treatment with HCl and neutralisation, the title
compound. ES-MS m/e (%): 499.5 (M+H+) . Example 85
(6-Chloro-l
H-indol-3-yl)-[4-(2-trifluoromethoxy-phenyl)-piperidin
-l-yl]-methanone a) 4-(2-Trifluoromethoxy-phenyl)
-pyridine:To a solution of (commercially available)
(l-bromo-2-trifluoromethoxy-benzene) in DME (first
degased with argon) under argon was added 3mol% Pd(PPh
3)4, pyridyl-4- boronic acid and 2N Na2CO3, the
resulting reaction mixture was vigorously stirred
under reflux.After 5h at reflux, reaction as monitored
by TLC showed completion. Two phases were separated,
evaporation of most of the DME, redissolution of the
residue in EtOAc and washing with aq. NaOH followed by
evaporation gave a yellow oil. Flash Chromatography on
SiO2 gelwith a mixture of CH2Cl2/Me0H gave the title
compound in 51% yield. ES-MS m/e (%): 239.9 (M+H+). b)
l-Benzyl-4-(2-trifluoromethoxy-phenyl)-
1,2,3,6-tetrahvdro-pyridine To a solution of
4-(2-trifluoromethoxy-phenyl)-pyridine in toluene was
added ( 1 eq.) benzyl bromide, and reaction mixture
was stirred under reflux for 2h. Reaction was
monitored by TLC (CH2Cl2/Me0H 95:5) and revealed total
conversion to the first intermediate. Complete
evaporation of solvent gave a white solid which was
pure enough to carry out the next step. The white
solid was dissolved in MeOH under argon and cooled
down to O0C, (4eq.) NaBH was added portion- wise
(exothermic reaction). The reaction mixture was then
stirred for 3h at RT, reaction again monitored by TLC
(CH2Cl2/Me0H 95:5) and revealed total conversion.
Evaporation of MeOH, redissolution in CH2Cl2, and
washing with IN NaHCO 3 then brine, and evaporation,
followed by SiO2 gel chromatography (CH2Cl2/Me0H) gave
the title compound in 61% 



yield. ES-MS m/e (%): 334.3 (M+H +) . c)
4-(2-Trifluoromethoxy-phenyl)-piperidine To a solution
of
l-benzyl-4-(2-trifluoromethoxy-phenyl)-l,2,3,6-tetrahy
dro-pyridine (described herein below) in EtOH was
added (0.2wt%) 10%Pd/C, followed by (5eq.)TFA in a
sealed tube. The reaction mixture was stirred at 50 0C
under 3.0bar of H2 for 12h. The reaction mixture was
filtered over Celite and the filtrate evaporated down
to dryness. Redissolution in EtOAc, washing with IN
NaHCO3 and concentration gave the crude product which
was directly used for the next step. ES-MS m/e (%):
246.6 (M+H +) . d) (6-Chloro-l
H-indol-3-yl)-r4-(2-trifluoromethoxy-phenyl)-piperidin
-l-yllmethanoneFoHowing general procedure I, the
coupling of 4-(2-trifluoromethoxy-phenyl)-piperidine
with -chloro-lH-indole-S-carboxylic acid gave the
title compound. ES-MS m/e (%): 423.3 (M+H+) . Example
86 (6-Chloro-l
H-indol-3-yl)-[4-(2-trifluoromethyl-phenyl)-piperidin-
l-yl]-methanone Following general procedure I, the
coupling of (commercially available) 4-(2-
trifluoromethyl-phenyl)-piperidine (described herein)
with 6-chloro-l H-indole-3- carboxylic acid gave the
title compound. ES-MS m/e (%): 407.1 (M+H+) . Example
87 [6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2,3-dihydro-benzofuran-7-
yl)-piperidin-l-yl]-methanoneAnalogous to general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,3-
dihydro-benzofuran-7-yl)-piperidin- 1-yl] -methanone
(prepared herein)with (commercially available)
(2-chloro-ethyl)-dimethyl-amine gave the title
compound. 



ES-MS m/e (%): 452.2 (M+H+) . Example 88
2-{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyl]-indol-l-yl}-l-(4-
methyl-piperazin-l-yl)-ethanone Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
trifluoromethoxy-phenyl)-piperidin- 1-yl] -methanone
(preparation described herein), with (commercially
available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 563.3 (M+H+) . Example
89
2-{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyl]-indol-l-yl}- -(2-
dimethylamino-ethyl)-acetamide a)
{6-Chloro-3-r4-(2-trifluoromethoxy-phenyl)-piperidine-
l-carbonyll-indol-l-yl|- acetic acid Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
trifluoromethoxy-phenyl)-piperidin- 1-yl] -methanone
(preparation described herein), with (commercially
available) bromo-acetic acid gave the title compound.
ES-MS m/e (%): 481.3 (M+H+) . b)
2-{6-Chloro-3-r4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyl1-indol-l-yl]- - (2-dimeth ylamin o-ethyl)
-acetamideAnalogous to general procedure I, the
coupling of {6-chloro-3-[4-(2-trifluoromethoxyphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
^^-dimethyl-ethane- 1,2-diamine gave the title
compound. ES-MS m/e (%): 551.5 (M+H+) . Example 90 



2-{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyl]-indol-l-yl}- - methyl-acetamide
Analogous to general procedure I, the coupling of
(6-chloro-l H-indol-3-yl)-[4-(2-
trifluoromethoxy-phenyl)-piperidin-l-yl]-methanone
(prepared herein) with (commercially available)
2-chloro-N-methyl-acetamide gave the title compound.
ES-MS m/e (%): 494.5 (M+H+) . Example 9 1
2-{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyl]-indol-l-yl}- acetamideAnalogous to
general procedure I, the coupling of
{6-chloro-3-[4-(2-trifluoromethoxyphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
ammonia in THF, gave the title compound. ES-MS m/e
(%): 480.3 (M+H+) . Example 92
2-{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyl]-indol-l-yl}-lpiperazin- 1-yl-ethanone
Analogous to general procedure I, the coupling of
{6-chloro-3-[4-(2-trifluoromethoxyphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared described herein) with (commercially
available) piperazine-1-carboxylic acid tert-butyl
ester gave, after treatment with TFA and
neutralisation, the title compound. ES-MS m/e (%):
548.7 (M+H+) . Example 93
2-{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyl]-indol-l-yl}- -(2-
methylamino-ethyl)-acetamideAnalogous to general
procedure I, the coupling of
{6-chloro-3-[4-(2-trifluoromethoxyphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared described herein) with 



(commercially available) (2-amino -ethyl)- methyl-
carbamic acid tert-butyl ester gave, after treatment
with TFA and neutralisation, the title compound. ES-MS
m/e (%): 536.7 (M+H +) . Example 94
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-trifluoromethoxy-
phenyl)-piperidine-lcarbonyl] -indol- 1-yl }-acetamide
Analogous to general procedure I, the coupling of
{6-chloro-3-[4-(2-trifluoromethoxyphenyl)-
piperidine-l-carbonyl] -indol- 1-yl}- acetic acid
(prepared described herein) with (commercially
available) (2-amino -ethyl) -carbamic acid tert-butyl
ester gave, after treatment with HCl and
neutralisation, the title compound. ES-MS m/e (%):
522.7 (M+H +) . Example 95
2-{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidin
e-l-carbonyl] -indol- 1-yl }-NJSfdimethyl-
acetamideAnalogous to general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
trifluoromethoxy-phenyl)-piperidin-l-yl]-methanone
(prepared herein) with (commercially available)
2-chloro- , -dimethyl-acetamide gave the title
compound. ES-MS m/e (%): 508.4 (M+H+) . Example 96
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indol-l-yl}- - methyl-acetamide Analogous
to general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
trifluoromethyl-phenyl)-piperidin-l-yl]-methanone
(prepared herein) with (commercially available)
2-chloro-N-methyl-acetamide gave the title compound.
ES-MS m/e (%): 477.7 (M+H+) . 



Example 97
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indol-l-yl}-l-(4-
methyl-piperazin-l-yl)-ethanoneAnalogous to general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
trifluoromethyl-phenyl)-piperidin-l-yl]-methanone
(prepared herein) with (commercially available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 546.8 (M+H+) . Example
98
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indol-l-yl}- acetamide a)
{6-Chloro-3-r4-(2-trifluoromethyl-phenyl)-piperidine-l
-carbonyll-indol-l-yl]-acetic acid Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
trifluoromethyl-phenyl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) bromo-acetic acid gave the title compound.
ES-MS m/e (%): 481.3 (M+H+) . b)
2-{6-Chloro-3-r4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyll-indol-l-yl]- acetamide Analogous to
general procedure I, the coupling of
{6-chloro-3-[4-(2-trifluoromethylphenyl) -piperidine-
1-carbonyl] -indol- 1-yl}- acetic acid with
(commercially available) ammonia in THF, gave the
title compound. ES-MS m/e (%): 464.6 (M+H +) .Example
99
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indol-l-yl}-lpiperazin- 1-yl-ethan one
hydrochloride 



Analogous to general procedure I, the coupling of
{6-chloro-3-[4-(2-trifluoromethylphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
piperazine-1-carboxylic acid tert-butyl ester gave,
after treatment with HCl, the title compound. ES-MS
m/e (%): 532.7 (M+H+) . Example 100
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indol-l-yl}- -(2-
methylamino-ethyl)-acetamide hydrochloride Analogous
to general procedure I, the coupling of
{6-chloro-3-[4-(2-trifluoromethylphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
(2-amino -ethyl)-methyl-carbamic acid tert-butyl ester
gave, after treatment with HCl the title compound.
ES-MS m/e (%): 521.3 (M+H+) . Example 101
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-trifluoromethyl-p
henyl)-piperidine-lcarbonyl]- indol-l-yl}-acetamide
hydrochlorideAnalogous to general procedure I, the
coupling of {6-chloro-3-[4-(2-trifluoromethylphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
(2-amino- ethyl) -carbamic acid tert-butyl ester gave,
after treatment with HCl, the title compound. ES-MS
m/e (%): 507.3 (M+H+) . Example 102
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine
-l-carbonyl]-indol-l-yl }-NJVdimethyl- acetamide
Analogous to general procedure I, the coupling of
(6-chloro-l H-indol-3-yl)-[4-(2- 



trifluoromethyl-phenyl)-piperidin-l-yl]-methanone
(prepared herein) with (commercially available)
2-chloro- , -dimethyl-acetamide gave the title
compound. ES-MS m/e (%): 491.7 (M+H+) . Example 103
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-trifluoromethyl-p
henyl)-piperidine-lcarbonyl]- indol-l-yl}-acetamide
hydrochlorideAnalogous to general procedure I, the
coupling of {6-chloro-3-[4-(2-trifluoromethylphenyl)-
piperidine-l-carbonyl] -in dol-l-yl}- acetic acid
(prepared herein) with (commercially available)
L^-dimethyl-ethane-l^-diamine, gave the title
compound. ES-MS m/e (%): 534.8 (M+H+) . Example 104
[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2,3-dihydro-benzofuran-7-yl)-
piperidin-l-yl]-methanone Following general procedure
II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,3-
dihydro-benzofuran-7-yl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) 2-chloro-ethylamine gave the title
compound. ES-MS m/e (%): 424.5 (M+H+) . Example 105
[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-trifluoromethoxy-phenyl)-piperidin
l- yl]-methanoneAnalogous to general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
trifluoromethoxy-phenyl)-piperidin-l-yl]-methanone
(prepared herein) with (commercially available)
2-chloro-ethylamine gave the title compound. ES-MS m/e
(%): 466.4 (M+H+) . Example 106
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-l-carbo
nyl]-indol-l-yl}-N-methylacetamide 



Following general procedure II, the alkylation of
(6-Chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
2-chloro-N-methyl-acetamide gave the title compound.
ES-MS m/e (%): 440.4 (M+H+) . Example 107
[6-Chloro-l-(2-methylamino-ethyl)-l
H-indol-3-yl]-[4-(2,3-dihydro-benzofuran-7-yl)-
piperidin-l-yl]-methanone Following general procedure
II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2,3-
dihydro-benzofuran-7-yl)-piperidin-l-yl]-methanone
(preparation described herein), with (commercially
available) (2-chloro-ethyl)-methyl-amine gave the
title compound. ES-MS m/e (%): 438.4 (M+H+) .Example
108
[6-Chloro-l-(2-dimethylamino-ethyl)-lH-indol-3-yl]-[4-
(2-methoxy-phenyl)-piperidinl- yl]-methanone Following
general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
(2-chloro-ethyl)-dimethyl-amine gave the title
compound. ES-MS m/e (%): 440.3 (M+H+) . Example 109
[6-Chloro-l-(2-methylamino-ethyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-piperidin-lyl]-
methanone Following general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
(2-chloro-ethyl)-methyl-amine gave the title compound.
ES-MS m/e (%): 426.3 (M+H+) . 



Example 110 [l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-piperidin-l-yl]-
methanoneFollowing general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin-l-yl]-methanone (preparation
described herein), with (commercially available)
2-chloro-ethylamine gave the title compound. ES-MS m/e
(%): 412.3 (M+H+) . Example 111
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}- -methylacetamide a) (6-Chloro-l
H-indol-3-yl)-r4-(2-fluoro-phenyl)-piperidin-l-yll-met
hanone Following general procedure I, the coupling of
(commercially available) 4-(2-fluoro phenyl)
-piperidine (described herein below) with 6-chloro-l
H-indole-3-carboxylic acid gave the title compound.
ES-MS m/e (%): 357.3 (M+H +) . b)
2-{6-Chloro-3-r4-(2-fluoro-phenyl)-piperidine-l-carbon
yll-indol-l-yl]- -methylacetamide Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperidin-l-yl]-methanone, with (commercially
available) 2-chloro- -methylacetamide gave the title
compound. ES-MS m/e (%): 428.2 (M+H+) .Example 112
[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-piperidin-l-yl]-
methanone Following general procedure II, the
alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperidin-l-yl]-methanone (preparation described
herein), with (commercially available)
2-chloro-ethylamine gave the title compound. ES-MS m/e
(%): 400.1 (M+H+) . 



Example 113
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}-acetamide a)
{6-Chloro-3-r4-(2-fluoro-phenyl)-piperidine-l-carbonyl
l-indol-l-yl]-acetic acid: Following general procedure
II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperidin-l-yl]-methanone (preparation described
herein), with (commercially available) bromo-acetic
acid gave the title compound. ES-MS m/e (%): 413.0
(M-H+) . b)
2-{6-Chloro-3-r4-(2-fluoro-phenyl)-piperidine-l-carbon
yll-indol-l-yl]-aceta mide Following general procedure
I, the coupling of {6-chloro-3-[4-(2-fluoro-phenyl)-
piperidine-l-carbonyl]-indol-l-yl}-acetic acid, with
(commercially available) ammonia in THF gave the title
compound.ES-MS m/e (%): 414.2 (M+H+) . Example 114
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}- , -dimethylacetamide Following
general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperidin-l-yl]-methanone (preparation described
herein below), with (commercially available) 2-chloro-
, -dimethyl-acetamide gave the title compound. ES-MS
m/e (%): 442.3 (M+H+) . Example 115
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-piperidin-lyl]-
methanone Following general procedure II, the
alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperidin-l-yl]-methanone (preparation described
herein), with (commercially available)
(2-chloro-ethyl)-dimethyl-amine gave the title
compound. ES-MS m/e (%): 428.2 (M+ H+) . 



Example 116
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}-l-(4-methylpiperazin-
l-yl)-ethanoneFollowing general procedure I, the
coupling of {6-chloro-3-[4-(2-fluoro-phenyl)-
piperidine-l-carbonyl]-indol-l-yl}-acetic acid
(preparation described herein), with (commercially
available) L^-dimethyl-ethane-l^-diamine gave the
title compound. ES-MS m/e (%): 485.2 (M+H+) . Example
117
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}-l-(4-methylpiperazin- l-yl)-ethanone
Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2-fluorophenyl)-
piperidin-l-yl]-methanone (preparation described
herein), with (commercially available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 497.2 (M+H+) . Example
118
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}-l-piperazin-lyl- ethanone
hydrochlorideFollowing general procedure I, the
coupling of {6-chloro-3-[4-(2-fluoro-phenyl)-
piperidine-l-carbonyl]-indol-l-yl}-acetic acid
(preparation described herein), with (commercially
available) piperazine-1-carboxylic acid tert-butyl
ester gave, after treatment with HCl, gave the title
compound. ES-MS m/e (%): 483.2 (M+H+) . Example 119 -l
-Chloro-S-^^l-fluoro-pheny^-piperidine-l-carbonyy-indo
l-l-ylJ- - methylamino-ethyl)-acetamide hydrochloride
Following general procedure I, the coupling of
{6-chloro-3-[4-(2-fluoro-phenyl)- 



piperidine-l-carbonyl]-indol-l-yl}-acetic acid
(preparation described herein), with (commercially
available) (2-amino -ethyl)-methyl-carbamic acid
tert-butyl ester gave, after treatment with HCl, the
title compound. ES-MS m/e (%): 471.2 (M+H+) . Example
120
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-fluoro-phenyl)-pi
peridine-l-carbonyl]-indol-lyl}- acetamide
hydrochlorideFollowing general procedure I, the
coupling of {6-chloro-3-[4-(2-fluoro-phenyl)-
piperidine-l-carbonyl]-indol-l-yl}-acetic acid
(preparation described herein), with (commercially
available) (2-amino- ethyl) -carbamic acid tert-butyl
ester gave, after treatment with HCl the title
compound. ES-MS m/e (%): 457.2 (M+H +) . Example 121
(6-Chloro-l H-indol-3-yl)-(3,4,5,6-tetrahydro-2
H-[4,4']bipyridinyl-l-yl)-methanone Following general
procedure I, the coupling of (commercially available)
1,2,3,4,5,6- hexahydro-[4,4']bipyridinyl with
6-chloro-l H-indole-3-carboxylic acid gave the title
compound. ES-MS m/e (%): 340.1 (M+H +) . Example 122
2-[6-Chloro-3-(3,4,5,6-tetrahydro-2
H-[4,4']bipyridinyl-l-carbonyl)-indol-l-yl]- , -
dimethyl-acetamideFollowing general procedure I, the
coupling of (commercially available) 2-piperazin-
1-ylnicotinonitrile with
-chloro-l-dimethylcarbamoylmethyl-l
H-indole-S-carboxylic acid gave the title compound.
ES-MS m/e (%): 425.2 (M+H+) . Example 123 



(6-Chloro-2-methyl-lH-indol-3-yl)-[4-(2-methoxy-phenyl
)-piperidin-l-yl]-methanone To a solution of 0.040 g
(0.19 mmol) 6-chloro-2-methyl-lH-indole-3-carboxylic
acid, 0.069 ml (0.40 mmol) N,N-diisopropylethylamine
and 0.061 g (0.19 mmol) 2-(1Hbenzotriazole-
l-yl)-l,l,3,3-tetramethyluronium tetraflu oroborate in
1ml dry N,Ndimethylformamide were added 0.038 g (0.20
mmol) 4-(2-methoxy-phenyl)-piperidine at room
temperature. After stirring for 1 h the reaction
mixture was quenched with 0.5 M aqueous sodium
hydroxide solution (20 ml) and extracted with ethyl
acetate (2 x 30 ml). The combined organic layers were
washed with water (2 x 30 ml) and brine ( 1 x 30 ml),
dried over sodium sulfate and concentrated in vacuo.
The residue was purified by flash chromatography
(n-heptane / ethyl acetate) to give the title compound
(0.050 g; 69%) as a white solid. MS m/e (%): 381 (M-H
+, 100). Example 124
(6-Chloro-l-methanesulfonyl-lH-indol-3-yl)-[4-(2-metho
xy-phenyl)-piperidin-l-yl]- methanoneTo a solution of
0.035 g (0.09 mmol)
(6-chloro-lH-indol-3-yl)-[4-(2-methoxy-phenyl)-
piperidin-l-yl]-methanone in 2 ml
N,N-dimethylformamide were added 0.005 g (0.10 mmol)
sodium hydride (50 % in oil). After 45', 0.008 ml
(0.10 mmol) methanesulfonyl chloride were added. The
reaction mixture was quenched with water after 3 h and
extracted with ethyl acetate (2 x 50 ml). The combined
organic layers were washed with water (2 x 30 ml) and
brine ( 1 x 30), dried over sodium sulfate and
concentrated to dryness. The residue was
chromatographed (loaded as a solution in toluene;
Flashpac 5 g; n-heptane / ethyl acetate 100 : 0 -> 75
: 25) to give the title compound (0.007 g; 17%) as a
light yellow solid. MS m/e (%): 447 (M+H +, 100). 



Example 125
2-{6-Chloro-3-[4-(5-fluoro-benzo[<i]isoxazol-3-yl)-pip
eridine-l-carbonyl]-indol-l-yl}- -methyl-acetamide
Following general procedure I, the coupling of
(commercially available) 5-fluoro-3-
piperidin-4-yl-benzo[<flisoxazole with
-chloro-l-methylcarbamoylmethyl-l H-indole-Scarboxylic
acid (prepared as described herein) gave the title
compound. ES-MS m/e (%): 469.1 (M+H+) . Example 126
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-4-hydroxy-piperidin
e-l-carbonyl]-indol-l-yl}- - methyl-acetamideFollowing
general procedure I, the coupling of
4-(2-fluoro-phenyl)-piperidin-4-ol (described in WO
2005118587) with -chloro-l-methylcarbamoylmethyl-l
H-indole-Scarboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 444.1
(M+H+) . Example 127
2-[6-Chloro-3-(3,4,5,6-tetrahydro-2
H-[4,4']bipyridinyl-l-carbonyl)-indol-l-yl]- -
methyl-acetamide Following general procedure I, the
coupling of (commercially available) 2-piperazin-
1-ylnicotinonitrile with
6-chloro-l-methylcarbamoylmethyl-l
H-indole-3-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 411.2
(M+H+) . Example 128
10-[4-(2-Methoxy-phenyl)-piperidine-l-carbonyl]-3,4-di
hydro-lH-pyrazino[l,2- a]indole-2-carboxylic acid
tert-butyl esterTo a solution of 0.10 g (0.32 mmol)
3,4-dihydro-lH-pyrazino[l,2-a]indole-2,10-
dicarboxylic acid 2-tert-butyl ester, 0.067 g (0.35
mmol) 4-(2-methoxyphenyl)-piperidine 



and 0.051 g (0.38 mmol) 1-hydroxybenzotriazole in 3.5
ml N,N-dimethylformamide were added 0.073 g (0.38
mmol) N-(3-dimethylaminopropyl)-N'-ethylcarbodiimide
hydrochloride at room temperature. After stirring for
3 h the reaction mixture was diluted with saturated
aqueous ammonium chloride solution and extracted with
tertbutyl methyl ether (2 x 50 ml). The combined
organic layers were washed with 1M sodium hydroxide
solution ( 1 x 30 ml) and water ( 1 x 30 ml), dried
over sodium sulfate, concentrated in vacuo and
purified by flash-chromatography (aminopropyl-modified
silica gel, n-heptane / ethyl acetate) to give the
title compound (0.087 g, 56%) as a light yellow solid.
MS m/e (%): 490 (M+H +, 47). Example 129
[4-(2-Methoxy-phenyl)-piperidin-l-yl]-(l,2,3,4-tetrahy
dro-pyrazino[l,2- a]indol-10-yl)- methanone
hydrochloride Amixture of 0.085 g (0.17 mmol)
10-[4-(2-methoxy-phenyl)-piperidine-l-carbonyl]-
3,4-dihydro-lH-pyrazino[l,2-a]indole-2-carboxylic acid
tert-butyl ester and 1.4 ml of a 1.25 M solution of
hydrochloric acid (1.7 mmol) in methanol was stirred
for 15 min at 500C. The reaction mixture was
concentrated in vacuo to give the title compound
(0.072 g, 97%) as a light yellow solid. MS m/e (%):
390 (M+H +, 100). Example 130
[4-(2-Methoxy-phenyl)-piperidin-l-yl]-(2-methyl-l,2,3,
4-tetrahydro-pyrazino[l,2- a]indol-10-yl)-methanone A
solution of 0.040 g (0.094 mmol)
[4-(2-methoxy-phenyl)-piperidin-l-yl] -(1,2,3,4-
tetrahydro-pyrazino[l,2-a]indol-10-yl)-methanone
hydrochloride, 0.026 ml (0.19 mmol) triethylamine and
0.023 g (0.77 mmol) paraformaldehyde in 2 ml methanol
was heated at 



reflux for 1h. The reaction mixture was cooled to 0 0C
on an ice-water bath and treated with 0.0089 g (0.14
mmol) sodium cyanoborohydride. After completed
addition the mixture was allowed to warm to room
temperature and stirred for 2 h. Quenching with water
and dilution with 2 M aqueous sodium carbonate
solution was followed by extraction with
dichloromethane (2 x 50 ml). The combined organic
layers were dried over sodium sulfate, concentrated in
vacuo and purified by flash-chromatography
(aminopropyl-modified silica gel, n-heptane / ethyl
acetate) to give the title compound (0.031 g, 82%) as
an off-white solid. MS m/e (%): 404 (M+H +, 100).
Examples of compounds of formula I-c Example 131
(l-Benzyl-2-methyl-lH-indol-3-yl)-(4-phenyl-piperazin-
l-yl)-methanoneAmide coupling according to general
procedure I : - Amine: 1-Phenyl-piperazine
(commercially available), - Acid:
l-Benzyl-l-methyl-lH-indole-S-carboxylic acid, ES-MS
m/e (%): 410.6 (M+H +) . Example 132
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(2-methoxy-phenyl
)-piperazin-l-yl]-methanone Amide coupling according
to general procedure I : - Amine:
l-(2-Methoxy-phenyl)-piperazine (commercially
available), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid, ES-MS
m/e (%): 440.6 (M+H +) . Example 133
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(4-methoxy-phenyl
)-piperazin-l-yl]-methanone Amide coupling according
to general procedure I : 



- Amine: l-(4-Methoxy-phenyl)-piperazine (commercially
available), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid,ES-MS
m/e (%): 440.6 (M+H +) . Example 134
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(2-chloro-phenyl)
-piperazin-l-yl]-methanone Amide coupling according to
general procedure I : - Amine:
l-(2-Chloro-phenyl)-piperazine (commercially
available), - Acid:
l-Benzyl-l-methyl-lH-indole-S-carboxylic acid, ES-MS
m/e (%): 444.5 (M+H +) . Example 135
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(4-chloro-phenyl)
-piperazin-l-yl]-methanone Amide coupling according to
general procedure I : - Amine:
l-(4-Chloro-phenyl)-piperazine (commercially
available), - Acid:
l-Benzyl-2-methyl-lH-indole-3-carboxylic acid, ES-MS
m/e (%): 444.5 (M+H +) . Example 136
(6-Chloro-lH-indol-3-yl)-(4-phenyl-piperazin-l-yl)-met
hanoneAmide coupling according to general procedure I
: Amine: 1-Phenyl-piperazine (commercially available),
- Acid: -chloro-lH-indole-S-carboxylic acid, ES-MS m/e
(%): 340.4 (M+H +) . Example 137
(6-Chloro-lH-indol-3-yl)-[4-(2-chloro-6-nitro-phenyl)-
piperazin-l-yl]-methanone Following general procedure
I, the coupling of (commercially available)
l-(2-chloro-6- nitro-phenyl)-piperazine with 6-chloro-
lH-indole-3-carboxylic acid gave the title compound. 



ES-MS m/e (%): 419.4 (M+H +) . Example 138 (6-Chloro-l
H-indol-3-yl)-[4-(2,6-dichloro-phenyl)-piperazin-l-yl]
-methanone- Ill - Following general procedure I, the
coupling of (commercially available)
l-(2,6-dichlorophenyl)- piperazine with
-chloro-lH-indole-S-carboxylic acid gave the title
compound. ES-MS m/e (%): 408.4 (M+H+) . Example 139
(6-Chloro-lH-indol-3-yl)-[4-(2,3-dihydro-benzo[l,4]dio
xin-5-yl)-piperazin-l-yl]- methanone Following general
procedure I, the coupling of (commercially available)
l-(2,3-dihydrobenzo[ l,4]dioxin-5-yl)-piperazine with
-chloro-lH-indole-S-carboxylic acid gave the title
compound. ES-MS m/e (%): 398.4 (M+H+) . Example 140
(6-Chloro-lH-indol-3-yl)-[4-(2-nitro-4-trifluoromethyl
-phenyl)-piperazin-l-yl]- methanone Following general
procedure I, the coupling of (commercially available)
l-(2-nitro-4- trifluoromethyl-phenyl)-piperazine with
-chloro-lH-indole-S-carboxylic acid gave the title
compound. ES-MS m/e (%): 453.4 (M+H +) . Example 141
(6-Chloro-lH-indol-3-yl)-[4-(2-chloro-phenyl)-piperazi
n-l-yl]-methanoneFollowing general procedure I, the
coupling of (commercially available)
l-(2-chlorophenyl)- piperazine, with
-chloro-lH-indole-S-carboxylic acid gave the title
compound ES-MS m/e (%): 374.4 (M+H+) . 



Example 142
[4-(2-Amino-6-chloro-phenyl)-piperazin-l-yl]-(6-chloro
-lH-indol-3-yl)-methanone Following general procedure
I, the coupling of 3-chloro-2-piperazin-
1-yl-phenylamine (described in Tetrahedron Letters
(2001), 42(9), 1645-1646), with 6-chloro-lH-indole-3-
carboxylic acid gave the title compound ES-MS m/e (%):
389.4 (M+H+) . Example 143 (6-Chloro-l
H-indol-3-yl)-[4-(4-methoxy-phenyl)-piperazin-l-yl]-me
thanoneFollowing general procedure I, the coupling of
(commercially available) l-(4-methoxyphenyl)-
piperazine with -chloro-lH-indole-S-carboxylic acid
gave the title compound ES-MS m/e (%): 370.4 (M+H+) .
Example 144
(6-Chloro-lH-indol-3-yl)-[4-(3-methoxy-phenyl)-piperaz
in-l-yl]-methanone Following general procedure I, the
coupling of (commercially available)
l-(3-methoxyphenyl)- piperazine with
-chloro-lH-indole-S-carboxylic acid gave the title
compound ES-MS m/e (%): 370.4 (M+H+) . Example 145
(6-Chloro-lH-indol-3-yl)-[4-(2-nitro-phenyl)-piperazin
-l-yl]-methanone Following general procedure I, the
coupling of (commercially available)
l-(2-nitrophenyl)- piperazine with
6-chloro-lH-indole-3-carboxylic acid gave the title
compound. ES-MS m/e (%): 385.4 (M+H+) . Example 146
(6-Chloro-l
H-indol-3-yl)-[4-(2-methoxy-phenyl)-piperazin-l-yl]-me
thanoneFollowing general procedure I, the coupling of
(commercially available) l-(2-methoxyphenyl)-
piperazine with -chloro-lH-indole-S-carboxylic acid
gave the title compound. ES-MS m/e (%): 370.4 (M+H +)
. 



Example 147 (6-Chloro-l
H-indol-3-yl)-[4-(4-fluoro-phenyl)-piperazin-l-yl]-met
hanone Following general procedure I, the coupling of
(commercially available) l-(4- fluoro phenyl)
-piperazine with 6-chloro-l H-indole-3-carboxylic acid
gave the title compound ES-MS m/e (%): 358.4 (M+H +) .
Example 148 (6-Chloro-l
H-indol-3-yl)-[4-(3-fluoro-phenyl)-piperazin-l-yl]-met
hanone Following general procedure I, the coupling of
(commercially available) l-(3-fluorophenyl)
-piperazine with 6-chloro- lH-indole-3-carboxylic acid
gave the title compound.ES-MS m/e (%): 358.4 (M+H +) .
Example 149 3-Chloro-4-[4-(6-chloro-l
H-indole-3-carbonyl)-piperazin-l-yl]-benzonitrile
Following general procedure I, the coupling of
(commercially available) 3-chloro-4-
piperazin-1-yl-benzonitrile with 6-chloro-l
H-indole-3-carboxylic acid gave the title compound
ES-MS m/e (%): 399.4 (M+H +) . Example 150
(6-Chloro-lH-indol-3-yl)-[4-(2-ethoxy-phenyl)-piperazi
n-l-yl]-methanone Amide coupling according to general
procedure I : - Amine: l-(2-Ethoxy-phenyl)-piperazine
(commercially available), - Acid:
-Chloro-lH-indole-S-carboxylic acid, ES-MS m/e (%):
384.0 (M+H +) . Example 151
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}- , - dimethyl-acetamideFollowing
general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2- 



methoxy-phenyl)-piperazin-l-yl]-methanone (preparation
described herein), with (commercially available)
2-chloro- , -dimethyl- acetamide gave the title
compound. ES-MS m/e (%): 455.2 (M+H+) . Example 152
2-{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}-N,N-dimethylacetamide Amide coupling
according to general procedure I : - Amine:
l-(2-Ethoxy-phenyl)-piperazine (commercially
available), - Acid:
-Chloro-l-dimethylcarbamoylmethyl-lH-indole-S-carboxyl
ic acid, ES-MS m/e (%): 469.1 (M+H +) . Example 153
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}-l-(4-methylpiperazin-
l-yl)-ethanoneFollowing general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperazin-l-yl]-methanone (preparation
described herein), with (commercially available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 510.6 (M+H+) . Example
154
2-{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}-l-(4-methylpiperazin- l-yl)-ethanone
Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2-ethoxyphenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 524.6 (M+H+) . Example
155 



2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}- -(2- dimethylamino-ethyl)-acetamide
Analogous to general procedure I, the coupling of
{6-chloro-3-[4-(2-methoxy-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}-acetic acid
(prepared herein) with (commercially available)
1^-dimethyl-ethane- 1,2-diamine gave the title
compound.ES-MS m/e (%): 499.6 (M+H+) . Example 156
2-{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- -(2- dimethylamino-ethyl)-acetamide
Analogous to general procedure I, the coupling of
{6-chloro-3-[4-(2-ethoxy-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}- acetic acid
(prepared herein)with (commercially available)
^^-dimethyl-ethane- 1,2-diamine gave the title
compound. ES-MS m/e (%): 512.6 (M+H+) . Example 157
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}-acetamide Analogous to general
procedure I, the coupling of
{6-chloro-3-[4-(2-methoxy-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}- acetic acid
(prepared described herein) with (commercially
available) ammonia in THF, gave the title compound.
ES-MS m/e (%): 427.5 (M+H+) . Example 158
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-l-carbo
nyl]-5-methyl-indol-l-yl}- N,N-dimethyl-acetamideAmide
coupling according to general procedure I : - Amine:
l-(2-Methoxy-phenyl)-piperazine (commercially
available), - Acid:
-Chloro-l-dimethylcarbamoylmethyl-S-methyl-lH-indole-S
-carboxylic acid, ES-MS m/e (%): 469.3 (M+H +) . 



Example 159
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}-l-piperazin- 1-yl-ethanone
hydrochloride Analogous to general procedure I, the
coupling of {6-chloro-3-[4-(2-methoxy-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}- acetic acid
(prepared described herein) with (commercially
available) ) piperazine-1-carboxylic acid tert-butyl
ester gave, after treatment with HCl, the title
compound. ES-MS m/e (%): 496.5 (M+H +) . Example 160
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}- -(2- methylamino-ethyl)-acetamide
hydrochlorideAnalogous to general procedure I, the
coupling of {6-chloro-3-[4-(2-methoxy-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}-acetic acid
(prepared herein) with (commercially available)
(2-amino -ethyl)-methyl-carbamic acid tert-butyl ester
gave, after treatment with HCl, the title compound.
ES-MS m/e (%): 484.5 (M+H+) . Example 161
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-methoxy-phenyl)-p
iperazine-l-carbonyl]-indoll- yl}-acetamide
hydrochloride a)
{6-Chloro-3-r4-(2-methoxy-phenyl)-piperazine-l-carbony
ll-indol-l-yl I-acetic acid Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperazin-l-yl]-methanone (preparation
described herein), with (commercially available)
bromo-acetic acid gave the title compound. ES-MS m/e
(%): 428.5 (M+H+) . b)
-(2-Amino-ethyl)-2-{6-chloro-3-r4-(2-methoxy-phenyl)-p
iperazine-l-carbonyllindol- 



l-yl]-acetamide hydrochl orideAnalogous to general
procedure I, the coupling of
{6-chloro-3-[4-(2-methoxy-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}-acetic acid with
(commercially available) (2-aminoethyl)- carbamic acid
tert-butyl ester gave, after treatment with HCl, the
title compound. ES-MS m/e (%): 470.6 (M+H+) . Example
162
2-{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-l-carbo
nyl]-indol-l-yl}- -methylacetamide Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperazin-l-yl]-methanone (preparation
described herein), with (commercially available)
2-chloro- -methyl-acetamide gave the title compound.
ES-MS m/e (%): 441.5 (M+H+) . Example 163
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-
piperazin-l-yl]-methanone Analogous to general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperazin-l-yl]-methanone (prepared
herein) with (commercially available)
(2-chloro-ethyl)-dimethyl-amine gave the title
compound. ES-MS m/e (%): 441.5 (M+H+) . Example
164[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-piperazin-l-yl]-
methanone Analogous to general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperazin-l-yl] -methanone (prepared
herein) with (commercially available)
2-chloro-ethylamine gave the title compound. ES-MS m/e
(%): 413.4 (M+H+) . Example 165 



[6-Chloro-l-(2-methylamino-ethyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)-piperazin- 1-yl]
-methanone Analogous to general procedure II, the
alkylation of (6-chloro-l H-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperazin- 1-yl] -methanone (prepared
herein) with (commercially available)
(2-chloro-ethyl)-methyl-amine gave the title compound.
ES-MS m/e (%): 427.5 (M+H+) . Example 166
[6-Chloro-l-(2-methylamino-ethyl)-l
H-indol-3-yl]-[4-(2-ethoxy-phenyl)-piperazin-lyl]
-methanoneFollowing general procedure II, the
alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-ethoxyphenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available)
(2-chloro-ethyl)-methyl-amine gave the title compound.
ES-MS m/e (%): 441.5 (M+H+) . Example 167
2-{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- -(2- methylamino-ethyl)-acetamide a)
{6-Chloro-3-r4-(2-ethoxy-phenyl)-piperazine-l-carbonyl
l-indol-l-yl I-acetic acid Following general procedure
II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-ethoxyphenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available) bromo-acetic
acid gave the title compound. ES-MS m/e (%): 440.0
(M+H+) . b)
2-{6-Chloro-3-r4-(2-ethoxy-phenyl)-piperazine-l-carbon
yll-indol-l-yl]- -(2- meth ylamino-ethyl) -acetamide
Analogous to general procedure I, the coupling of
{6-chloro-3-[4-(2-ethoxy-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}-acetic acid with
(commercially available) (2-aminoethyl)- 



methyl-carbamic acid tert-butyl ester gave, after
treatment with HCl and neutralisation, the title
compound. ES-MS m/e (%): 498.5 (M+H+) .Example 168
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-ethoxy-phenyl)-piperazinl-
yl]-methanone Following general procedure II, the
alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-ethoxyphenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available)
(2-chloro-ethyl)-dimethyl-amine gave the title
compound. ES-MS m/e (%): 455.3 (M+H+) . Example 169
(6-Chloro-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazin-l-yl]-met
hanone Following general procedure I, the coupling of
(commercially available) l-(2- fluoro phenyl)
-piperazine (described herein) with 6-chloro-l
H-indole-3-carboxylic acid gave the title compound.
ES-MS m/e (%): 358.0 (M+H +) . Example 170
[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-piperazin-l-yl]-
methanoneFollowing general procedure II, the
alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available)
2-chloro-ethylamine gave the title compound. ES-MS m/e
(%): 401.2 (M+H+) . Example 171
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-piperazin-lyl]-
methanone 



Following general procedure II, the alkylation of
(6-chloro-l H-indol-3-yl)-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available)
(2-chloro-ethyl)-dimethyl-amine gave the title
compound. ES-MS m/e (%): 429.3 (M+H+) . Example 172
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}-l-(4-methylpiperazin-
l-yl)-ethanoneFollowing general procedure II, the
alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available)
2-chloro-l-(4-methyl-piperazin-l-yl)-ethanone gave the
title compound. ES-MS m/e (%): 498.3 (M+H+) . Example
173
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- -(2- dimethylamino-ethyl)-acetamide
Following general procedure I, the coupling of
{6-chloro-3-[4-(2-fluoro-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}-acetic acid, with
(commercially available) N1J 1-
dimethyl-ethane-l,2-diamine gave the title compound.
ES-MS m/e (%): 486.3 (M+H+) . Example 174
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- , -dimethylacetamide Following
general procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available) 2-chloro- ,
-dimethyl-acetamide gave the title compound. ES-MS m/e
(%): 443.2 (M+H+) . Example 175 



2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}-acetamideFollowing general procedure
I, the coupling of {6-chloro-3-[4-(2-fluoro-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}-acetic acid
(preparation described herein), with (commercially
available) ammonia in THF gave the title compound.
ES-MS m/e (%): 415.2 (M+H+) . Example 176
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}- -methylacetamide Following general
procedure II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available) 2-chloro-
-methyl-acetamide gave the title compound. ES-MS m/e
(%): 429.2 (M+H+) . Example 177
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yl]-indol-l-yl}-l-piperazin-lyl- ethanone a)
{6-Chloro-3-r4-(2-fluoro-phenyl)-piperazine-l-carbonyl
l-indol-l-yl I-acetic acid Following general procedure
II, the alkylation of (6-chloro-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone (preparation described
herein), with (commercially available) bromo-acetic
acid gave the title compound. ES-MS m/e (%): 414.0
(M-H+) .b)
-l-Chloro-B-r^Cl-fluoro-phenvD-piperazine-l-carbonyll-
indol-l-yll-l-piperazin- 1-yl-ethanone Following
general procedure I, the coupling of
{6-chloro-3-[4-(2-fluoro-phenyl)- piperazine-
1-carbonyl] -indol- l-yl}-acetic acid, with
(commercially available) piperazine- 1-carboxylic acid
tert-hu y\ ester gave, after treatment with HCl and
neutralisation, gave the title compound. ES-MS m/e
(%): 484.2 (M+H +) . 



Example 178
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol- l-yl}- -(2-
methylamino-ethyl)-acetamide Following general
procedure II, the alkylation of
{6-chloro-3-[4-(2-fluoro-phenyl)- piperazine-
1-carbonyl] -indol- l-yl}-acetic acid (preparation
described herein), with (commercially available)
(2-amino -ethyl)- methyl- carbamic acid tert-butyl
ester gave, after treatment with HCl and
neutralisation, the title compound. ES-MS m/e (%):
472.2 (M+H +) . Example 179
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2-fluoro-phenyl)-pi
perazine- 1-carbonyl] -indol- 1-
yl}-acetamideFollowing general procedure I, the
coupling of {6-chloro-3-[4-(2-fluoro-phenyl)-
piperazine-l-carbonyl]-indol-l-yl}-acetic acid
(preparation described herein), with (commercially
available) (2-amino- ethyl) -carbamic acid tert-butyl
ester gave, after treatment with HCl and
neutralisation, the title compound. ES-MS m/e (%):
458.2 (M+H +) . Example 180
2-{6-Chloro-3-[4-(2-methoxymethyl-phenyl)-piperazine-l
-carbonyl]-indol-l-yl}- -(2-
dimethylamino-ethyl)-acetamide a)
4-(2-Methoxymethyl-phenyl)-piperazine-l-carboxylic
acid tert-butg\ ester A solution of (commercially
available) 4-(2-hydroxymethyl-phenyl)-piperazine- 1-
carboxylic acid tert-butyl ester and (leq) MeI
dissolved in THF was treated with NaH (2eq) and
stirred at RT for 2h. After work-up, the crude solid
was purified by SiO2 chromatography (Ethyl acetate-
Heptane 1:4) to give the title compound. ES-MS m/e
(%): 307.5 (M+H +) . 



b) l-(2-Methoxymethyl-phenyl)-piperazine A solution of
4-(2-methoxymethyl-phenyl)-piperazine-l-carboxylic
acid tert-butyl ester (prepared as described herein
below) in dioxan was treated with 4eq. of 4M HCl in
dioxane and stirred at RT for 16h. After
neutralization, the mixture was completely evaporated
to give the crude title compound. ES-MS m/e (%): 207.1
(M+H +) . c) 2-
{6-Chloro-3-r4-(2-methoxymethyl-phenyl)-piperazine-
1-carbonyll -indol- l-ylK/V- (2-dimeth ylamino-ethyl)
-acetamideFollowing general procedure I, the coupling
of l-(2-methoxymethyl-phenyl)-piperazine, with
6-chloro-l-[(2-dimethylamino-ethylcarbamoyl)-methyl]-l
H-indole-3-carboxylic acid (preparation described
herein) gave the title compound. ES-MS m/e (%): 512.3
(M+H+) . Example 181
2-{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperazine
-l-carbonyl]-indol-l-yl}- -(2-
dimethylamino-ethyl)-acetamide Following general
procedure I, the coupling of (commercially available)
l-(2- trifluoromethyl-phenyl)-piperazine, with
6-chloro-l-[(2-dimethylaminoethylcarbamoyl)- methyl]-l
H-indole-3-carboxylic acid (preparation described
herein) gave the title compound. ES-MS m/e (%): 536.2
(M+H+) . Example 182
2-[6-Chloro-3-(4-pyridin-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]-N-(2-dimethylaminoethyl)-
acetamideFollowing general procedure I, the coupling
of (commercially available) l-pyridin-2-ylpiperazine,
with
6-chloro-l-[(2-dimethylamino-ethylcarbamoyl)-methyl]-l
H-indole-3- carboxylic acid (preparation described
herein) gave the title compound. 



ES-MS m/e (%): 469.2 (M+H+) . Example 183
2-[6-Chloro-3-(4-pyridin-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- -(2-dimethylaminoethyl)- acetamide
Following general procedure I, the coupling of
(commercially available) l-(2,4-difluorophenyl)-
piperazine with -chloro-lH-indole-S-carboxylic acid
gave the title compound. ES-MS m/e (%): 376.1 (M+H +)
. Example 184 (6-Chloro-l
H-indol-3-yl)-[4-(3-methyl-pyridin-2-yl)-piperazin-l-y
l]-methanoneFollowing general procedure I, the
coupling of (commercially available)
l-(3-methylpyridin- 2-yl)-piperazine with
-chloro-lH-indole-S-carboxylic acid gave the title
compound. ES-MS m/e (%): 355.1 (M+H +) . Example 185 (
-Chloro-l H-indol-S-y^-f^CS^-dichloro-pyridin-
y^-piperazin-l-yy-methanone Following general
procedure I, the coupling of (commercially available)
l-(3,5-dichloropyridin- 4-yl)-piperazine with
6-chloro- lH-indole-3-carboxylic acid gave the title
compound. ES-MS m/e (%): 409.0 (M+H +) . Example 186
(6-Chloro-l
H-indol-3-yl)-[4-(3-trifluoromethyl-pyridin-2-yl)-pipe
razin-l-yl]- methanoneFollowing general procedure I,
the coupling of (commercially available) l-(3-
trifluoromethyl-pyridin-2-yl)-piperazine with
-chloro-lH-indole-S-carboxylic acid gave the title
compound. ES-MS m/e (%): 409.1 (M+H +) . 



Example 187 2-[4-(6-Chloro-l
H-indole-3-carbonyl)-piperazin-l-yl]-nicotinonitrile
Following general procedure I, the coupling of
(commercially available) 2-piperazin-
1-ylnicotinonitrile with -chloro-l
H-indole-S-carboxylic acid gave the title compound.
ES-MS m/e (%): 366.1 (M+H+) . Example 188 (6-Chloro-l
H-indol-3-yl)-(4-pyridin-2-yl-piperazin-l-yl)-methanon
e Following general procedure I, the coupling of
(commercially available) l-pyridin-2-ylpiperazine with
6-chloro- lH-indole-3-carboxylic acid gave the title
compound. ES-MS m/e (%): 341.1 (M+H +) . Example 189
(6-Chloro-l
H-indol-3-yl)-(4-thiazol-2-yl-piperazin-l-yl)-methanon
eFollowing general procedure I, the coupling of
(commercially available) l-thiazol-2-ylpiperazine with
-chloro-lH-indole-S-carboxylic acid gave the title
compound. ES-MS m/e (%): 347.0 (M+H+) . Example 190
2-{6-Chloro-3-[4-(2,4-difluoro-phenyl)-piperazine-l-ca
rbonyl]-indol-l-yl}- -methylacetamide Following
general procedure I, the coupling of (commercially
available) l-(2,4-difluorophenyl) -piperazine, with
6-chloro-l-methylcarbamoylmethyl-l
H-indole-3-carboxylic acid (prepared as described
herein below) gave the title compound. ES-MS m/e (%):
447.1 (M+H+) . Example 191
2-[6-Chloro-3-(2,3,5,6-tetrahydro-[l,2']bipyrazinyl-4-
carbonyl)-indol-l-yl]- -methylacetamideFollowing
general procedure I, the coupling of (commercially
available) 3,4,5,6- tetrahydro-2 H-[l,2']bipyrazinyl,
with 6-chloro- 1-methylcarbamoylmethyl- IH-indole-3-
carboxylic acid (prepared as described herein) gave
the title compound. 



ES-MS m/e (%): 413.1 (M+H+) . Example 192
2-{6-Chloro-3-[4-(3-methyl-pyridin-2-yl)-piperazine-l-
carbonyl]-indol-l-yl}- -methylacetamide Following
general procedure I, the coupling of (commercially
available) l-(3-methylpyridin- 2-yl)-piperazine with
6-chloro- 1-methylcarbamoylmethyl- lH-indole-3-
carboxylic acid (prepared as described herein) gave
the title compound. ES-MS m/e (%): 426.2 (M+H+) .
Example 193
2-{6-Chloro-3-[4-(3,5-dichloro-pyridin-4-yl)-piperazin
e-l-carbonyl]-indol-l-yl}- - methyl-acetamide
Following general procedure I, the coupling of
(commercially available) l-(3,5-dichloropyridin-
4-yl)-piperazinewith 6-chloro-
1-methylcarbamoylmethyl- lH-indole-3- carboxylic acid
(prepared as described herein) gave the title
compound. ES-MS m/e (%): 480.1 (M+H+) . Example 194
2-[6-Chloro-3-(4-pyridin-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- -methyl-acetamideFollowing general
procedure I, the coupling of (commercially available)
l-pyridin-2-ylpiperazine with
-chloro-l-methylcarbamoylmethyl-l
H-indole-S-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 412.1
(M+H+) . Example 195
2-[6-Chloro-3-(4-thiazol-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- -methyl-acetamide Following general
procedure I, the coupling of (commercially available)
l-thiazol-2-ylpiperazine with 6-chloro-
1-methylcarbamoylmethyl- lH-indole-3-carboxylic acid
(prepared as described herein) gave the title
compound. 



ES-MS m/e (%): 418.1 (M+H+) . Example 196
2-{6-Chloro-3-[4-(3-trifluoromethyl-pyridin-2-yl)-pipe
razine-l-carbonyl]-indol-l-yl}-
-methyl-acetamideFollowing general procedure I, the
coupling of (commercially available) l-(3-
trifluoromethyl-pyridin-2-yl)-piperazine with
6-chloro- 1-methylcarbamoylmethyl- IHindole-
3-carboxylic acid (prepared as described herein) gave
the title compound. ES-MS m/e (%): 480.1 (M+H+) .
Example 197
2-{6-Chloro-3-[4-(3-cyano-pyridin-2-yl)-piperazine-l-c
arbonyl]-indol-l-yl}- -methylacetamide Following
general procedure I, the coupling of (commercially
available) 2-piperazin- 1-ylnicotinonitrile with
6-chloro- 1-methylcarbamoylmethyl-
lH-indole-3-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 437.1
(M+H+) . Example 198
[l-((S)-2-Amino-propyl)-6-chloro-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-piperazin-l-yl]-
methanone Following general procedure II, the
alkylation of (6-chloro- IH-indol-3-yl)-[4-(2-
fluorophenyl)- piperazin-l-yl] -methanone (preparation
described herein), with methanesulfonic acid
(S)-2-tt-butoxycarbonylamino-propyl ester (described
in WO 2005100321) gave, after treatment with TFA and
subsequent neutralization, the title compound. ES-MS
m/e (%): 415.2 (M+H+) .Example 199
(6-Chloro-l-(S)-l-piperidin-3-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazinl-
yl]-methanone 



In analogy to the reaction conditions used in general
procedure II, the alkylation of (6- chloro-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazin-l-yl]-met
hanone (preparation described herein), with
methanesulfonic acid
(S)-3-methanesulfonyloxymethylpiperidine- 1-carboxylic
acid tert-butyl ester (described in JP 2001278872),
followed by treatment with TFA and subsequent
neutralisation, gave the title compound in 56% yield.
ES-MS m/e (%): 455.3 (M+H+) . Example 200
(6-Chloro-l-(S)-l-pyrrolidin-2-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-
piperazin-l-yl]-methanone In analogy to the
preparation of
(6-chloro-l-(S)-l-piperidin-3-ylmethyl-l
H-indol-3-yl)-
[4-(2-fluoro-phenyl)-piperazin-l-yl]-methanone
(described herein), the alkylation of (6- chloro-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazin-l-yl]-met
hanone (preparation described herein), with
(S)-2-methanesulfonyloxymethyl-pyrrolidine-l-carboxyli
c acid tert-butyl ester (described in Tetrahedron:
Asymmetry (1997), 8(13), 2209-2213), followed by
treatment with TFA and subsequent neutralisation, gave
the title compound in 55% yield. ES-MS m/e (%): 441.3
(M+H+) .Example 201
(6-Chloro-l-(RS)-l-pyrrolidin-3-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-
piperazin-l-yl]-methanone In analogy to the
preparation of
(6-chloro-l-(S)-l-piperidin-3-ylmethyl-l
H-indol-3-yl)-
[4-(2-fluoro-phenyl)-piperazin-l-yl]-methanone
(described herein), the alkylation of (6- chloro-
IH-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazin-l-yl]-me
thanone (preparation described herein), with
(RS)-3-methanesulfonyloxymethyl-pyrrolidine-l-carboxyl
ic acid tert-butyl ester (described in WO 9742189),
followed by treatment with TFA and 



subsequent neutralisation, gave the title compound in
51% yield. ES-MS m/e (%): 441.3 (M+H+) . Example 202
[6-Chloro-l-((S)-l-methyl-piperidin-3-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-
piperazin-l-yl]-methanone A solution of
(6-chloro-l-(S)-l-piperidin-3-ylmethyl-l
H-indol-3-yl)-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone (preparation described
herein below) in MeOH was treated with aq. H2CO (1.5
eq) and AcOH (l.leq) and stirred for 15min at RT, then
treated with NaCNBH (1.1 eq) and stirred at RT for Ih.
Concentration and purification by prep HPLC gave the
desired product.in 71% yield. ES-MS m/e (%): 469.3
(M+H+) .Example 203
[6-Chloro-l-((S)-l-methyl-pyrrolidin-2-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- piper
azin-l-yl]-methan one
(6-Chloro-l-(S)-l-pyrrolidin-2-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-
piperazin-l-yl]-methanone (preparation described
herein), was treated with a 37% aq. solution of
formaldehyde (1.05eq.), acetic acid (1.05eq.) and
sodium cyanoborohydride (1.0 eq.) in MeOH at RT for 2h
to give after purification by prep. HPLC the title
compound in 62% yield. ES-MS m/e (%): 455.3 (M+H+) .
Example 204
[6-Chloro-l-((RS)-l-methyl-pyrrolidin-3-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluorophenyl)-
piperazin-l-yl]-methanone Following the procedure
described in the preparation of (6-chloro- 1-(S)-
l-pyrrolidin-2- ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazin-l-yl]-met
hanone (described 



herein), the alkylation of
(6-chloro-l-(RS)-l-pyrrolidin-3-ylmethyl-l
H-indol-3-yl)-[4-
(2-fluoro-phenyl)-piperazin-l-yl]-methanone
(preparation described herein) gave the title compound
in 64% yield. ES-MS m/e (%): 455.3 (M+H+) . Example
205
2-{6-Chloro-3-[4-(2,4-difluoro-phenyl)-piperazine-l-ca
rbonyl]-indol-l-yl}- , - dimethyl-acetamideFollowing
general procedure I, the coupling of (commercially
available) l-(2,4-difluorophenyl)- piperazine, with
6-chloro- 1-dimethylcarbamoylmethyl-
lH-indole-3-carboxylic acid gave the title compound.
ES-MS m/e (%): 461.2 (M+H+) . Example 206
2-[6-Chloro-3-(2,3,5,6-tetrahydro-[l,2']bipyrazinyl-4-
carbonyl)-indol-l-yl]- , - dimethyl-acetamide
Following general procedure I, the coupling of
(commercially available) 3,4,5,6- tetrahydro-2
H-[l,2']bipyrazinyl, with 6-chloro-
1-dimethylcarbamoylmethyl- IH-indole- 3-carboxylic
acid (prepared as described herein) gave the title
compound. ES-MS m/e (%): 427.2 (M+H+) . Example 207
2-{6-Chloro-3-[4-(3-methyl-pyridin-2-yl)-piperazine-l-
carbonyl]-indol-l-yl}- , - dimethyl-acetamideFollowing
general procedure I, the coupling of (commercially
available) l-(3-methylpyridin- 2-yl)-piperazine with
6-chloro- 1-dimethylcarbamoylmethyl- lH-indole-3-
carboxylic acid (prepared as described herein) gave
the title compound. ES-MS m/e (%): 440.2 (M+H+) .
Example 208 



2-{6-Chloro-3-[4-(3,5-dichloro-pyridin-4-yl)-piperazin
e-l-carbonyl]-indol-l-yl}- , - dimethyl-acetamide
Following general procedure I, the coupling of
(commercially available) l-(3,5-dichloropyridin-
4-yl)-piperazine with 6-chloro-
1-dimethylcarbamoylmethyl- lH-indole-3- carboxylic
acid (prepared as described herein) gave the title
compound. ES-MS m/e (%): 494.1 (M+H+) . Example 209
2-[6-Chloro-3-(4-pyridin-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- -methyl-acetamideFollowing general
procedure I, the coupling of (commercially available)
l-pyridin-2-ylpiperazine with
-chloro-l-dimethylcarbamoylmethyl-l
H-indole-S-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 426.2
(M+H+) . Example 210
2-[6-Chloro-3-(4-thiazol-2-yl-piperazine-l-carbonyl)-i
ndol-l-yl]- ^V-dimethylacetamide Following general
procedure I, the coupling of (commercially available)
l-thiazol-2-ylpiperazine with
6-chloro-l-dimethylcarbamoylmethyl-l
H-indole-3-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 432.2
(M+H+) . Example 211
2-{6-Chloro-3-[4-(3-trifluoromethyl-pyridin-2-yl)-pipe
razine-l-carbonyl]-indol-l-yl}- N,N-dimethyl-
acetamideFollowing general procedure I, the coupling
of (commercially available) l-(3-
trifluoromethyl-pyridin-2-yl)-piperazine with
6-chloro- 1-dimethylcarbamoylmethyl- IHindole-
3-carboxylic acid gave the title compound. ES-MS m/e
(%): 494.2 (M+H+) . Example 212 



2-{6-Chloro-3-[4-(3-cyano-pyridin-2-yl)-piperazine-l-c
arbonyl]-indol-l-yl - Vdimethyl- acetamide Following
general procedure I, the coupling of (commercially
available) 2-piperazin- 1-ylnicotinonitrile with
6-chloro- 1-dimethylcarbamoylmethyl-
lH-indole-3-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 451.2
(M+H+) . Example 213
2-[6-Chloro-3-(4-pyrimidin-2-yl-piperazine-l-carbonyl)
-indol-l-yl]- ^V-dimethylacetamide Following general
procedure I, the coupling of (commercially available)
2-piperidin-4-ylpyrimidine with 6-chloro-
1-dimethylcarbamoylmethyl- IH-indole-3-carboxylic acid
(prepared as described herein) gave the title
compound. ES-MS m/e (%): 427.2 (M+H+) .Example 214
(6-Chloro-l-(R)-l-pyrrolidin-2-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-
piperazin-l-yl]-methanone In analogy to the
preparation of
(6-chloro-l-(S)-l-piperidin-3-ylmethyl-l
H-indol-3-yl)-
[4-(2-fluoro-phenyl)-piperazin-l-yl]-methanone
(described herein), the alkylation of (6- chloro-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazin-l-yl]-met
hanone (preparation described herein), with
(R)-2-methanesulfonyloxymethyl-pyrrolidine-l-carboxyli
c acid tert-butyl ester (described in Tetrahedron:
Asymmetry (1997), 8(13), 2209-2213), followed by
treatment with TFA and subsequent neutralisation, gave
the title compound in 26% yield. ES-MS m/e (%): 441.3
(M+H+) . Example 215
[6-Chloro-l-((R)-l-methyl-pyrrolidin-2-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- 



piperazin-l-yl]-methanone Following the procedure
described in the preparation of
[6-chloro-l-((S)-l-methylpyrrolidin- 2-ylmethyl)-
lH-indol-3-yl] -[4-(2-fluoro-phenyl)-piperazin- 1-yl]
-methanone, the alkylation of
(6-chloro-l-(R)-l-pyrrolidin-2-ylmethyl-l
H-indol-3-yl)-[4-(2-fluorophenyl) -piperazin- 1-yl]
-methanone (preparation described herein) gave the
title compound. ES-MS m/e (%): 455.3 (M+H+)Example 216
(6-Chloro-2-methyl-lH-indol-3-yl)-[4-(2-methoxy-phenyl
)-piperazin-l-yl]-methanone The title compound was
obtained as a white solid in 16% yield according to
the procedure described for the preparation of
(6-chloro-2-methyl-lH-indol-3-yl)-[4-(2-
methoxy-phenyl)-piperidin- 1-yl] -methanone using
l-(2-methoxy-phenyl)-piperazine instead of
4-(2-methoxy-phenyl)-piperidine. MS m/e (%): 382 (M-H
+, 100). Example 217
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}-ethyl)- acetamide a)
ri-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yll-r4-(2-fluoro-phenyl)-piperazin-l-yllmeth
anone: To a solution of (6-chloro-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)-piperazin-l-yl]-
methanone in dry DMF under argon at 0 0C was added
(l.leq) NaH. The reaction mixture was stirred for 1 h
at 0 0C.
2,2-Dioxo-2l6-[l,2,3]oxathiazolidine-3-carboxylic acid
tert-butyl ester (l.leq) (described in WO 2003037327)
was added, and the reaction mixture was stirred for 2h
at RT. After evaporation of DMF, redissolution in
dioxan, addition of 5eq. of HCl (4.0M solution in
dioxane) and a few drops of water, the reaction
mixture was stirred for 2h at 50 0C;LC-MS showed
complete conversion to the crude 



product. Concentration in vacuo, redissolution in
EtOAc, and washing with IN NaHCO , gave after
concentration, the crude product which was purified by
SiO2 gel chromatography with CH2Cl2/Me0H to give the
title compound in 55% yield. ES-MS m/e (%): 401.2 (M+H
+) . b)
-(2-{6-Chloro-3-r4-(2-fluoro-phenyl)-piperazine-l-carb
onyll-indol-l-yl]-ethyl)-
acetamide[l-(2-Amino-ethyl)-6-chloro- lH-indol-3-yl]
-[4-(2-fluoro-phenyl)-piperazin- 1-yl] - methanone,
was treated with acetylchloride (1.05eq) and
triethylamine (1.05eq) in CH2Cl2 under argon at RT for
2h to give after purification by prep. HPLC the title
compound. ES-MS m/e (%): 443.2 (M+H +) . Example 218
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}-ethyl)- methanesulfonamide
[l-(2-Amino-ethyl)-6-chloro-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)-piperazin-l-yl]-
methanone (preparation described herein), was treated
with mesylchloride (1.05eq) and triethylamine (1.05eq)
in CH2Cl2 under argon at RT.to give after purification
by prep. HPLC the title compound. ES-MS m/e (%): 479.1
(M+H +) . Example 219
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}-ethyl)- -
methyl-acetamide-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-p
iperazine-l-carbonyl]-indol-l-yl}-ethyl)- acetamide
(preparation described herein) was treated with NaH
(1.05eq), MeI (1.05eq) in dry DMF under argon at RT
for 2h to give after purification by prep. HPLC the
title 



compound. ES-MS m/e (%): 457.1 (M+H +) . Example 220
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}-ethyl)- - methyl-acetamide
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}-ethyl)- methanesulfonamide
(preparation described herein), was treated with NaH
(1.05eq), MeI (1.05eq) in dry DMF under argon at RT
for 2h to give after purification by prep. HPLC the
title compound. ES-MS m/e (%): 493.1 (M+H +) . Example
221
2-{6-Chloro-3-[4-(6-chloro-pyridin-2-yl)-piperazine-l-
carbonyl]-indol-l-yl}- -methylacetamideFollowing
general procedure I, the coupling of (commercially
available) l-(6-chloropyridin- 2-yl)-piperazine, with
6-chloro- 1-methylcarbamoylmethyl- lH-indole-3-
carboxylic acid (prepared as described herein) gave
the title compound. ES-MS m/e (%): 446.1 (M+H+) .
Example 222
2-{6-Chloro-3-[4-(5-trifluoromethyl-pyridin-2-yl)-pipe
razine-l-carbonyl]-indol-l-yl}- -methyl-acetamide
Following general procedure I, the coupling of
(commercially available) l-(5-
trifluoromethyl-pyridin-2-yl)-piperazine, with
6-chloro- 1-methylcarbamoylmethyl- IHindole-
3-carboxylic acid (prepared as described herein) gave
the title compound. ES-MS m/e (%): 480.1 (M+H+) .
Example 223
2-[6-Chloro-3-(4-thieno[2,3-c]pyridin-7-yl-piperazine-
l-carbonyl)-indol-l-yl]- - 



methyl-acetamideFollowing general procedure I, the
coupling of (commercially available) 7-piperazin-
1-ylthieno[ 2,3-c]pyridine, with 6-chloro-
1-methylcarbamoylmethyl- lH-indole-3-carboxylic acid
(prepared as described herein) gave the title
compound. ES-MS m/e (%): 468.1 (M+H+) . Example 224
2-[6-Chloro-3-(4-thieno[3,2-c]pyridin-4-yl-piperazine-
l-carbonyl)-indol-l-yl]- - methyl-acetamide Following
general procedure I, the coupling of (commercially
available) 4-piperazin- 1-ylthieno[ 3,2-c]pyridine
with 6-chloro- 1-methylcarbamoylmethyl-
lH-indole-3-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 468.1
(M+H+) . Example 225
2-{6-Chloro-3-[4-(3-iodo-pyridin-2-yl)-piperazine-l-ca
rbonyl]-indol-l-yl}- -methylacetamideFollowing general
procedure I, the coupling of (commercially available)
l-(3-iodopyridin- 2-yl)-piperazine with 6-chloro-
1-methylcarbamoylmethyl- lH-indole-3- carboxylic acid
gave the title compound. ES-MS m/e (%): 538.0 (M+H+) .
Example 226
2-{6-Chloro-3-[4-(3-chloro-5-trifluoromethyl-pyridin-2
-yl)-piperazine-l-carbonyl]- indol-l-yl}-
-methyl-acetamide Following general procedure I, the
coupling of (commercially available) l-(3-chloro-5-
trifluoromethyl-pyridin-2-yl)-piperazine with
6-chloro- 1-methylcarbamoylmethyl- IHindole-
3-carboxylic acid (prepared as described herein) gave
the title compound. ES-MS m/e (%): 514.1 (M+H+) .
Example 227 



2-[4-(6-Chloro- 1-methylcarbamoylmethyl-
IH-indole-3-carbonyl)-piperazin-l-yl]- nicotinic
acidFollowing general procedure I, the coupling of
(commercially available) 2-piperazin- 1-ylnicotinic
acid with -chloro-l-methylcarbamoylmethyl-l
H-indole-S-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 456.1
(M+H+) . Example 228
2-{6-Chloro-3-[4-(2,4-difluoro-phenyl)-piperazine-l-ca
rbonyl]-indol-l-yl}- -(2-
dimethylamino-ethyl)-acetamide Following general
procedure I, the coupling of (commercially available)
l-(2,4-difluorophenyl)- piperazine with
6-chloro-l-[(2-dimethylamino-ethylcarbamoyl)-methyl]-l
Hindole- 3-carboxylic acid (prepared as described
herein) gave the title compound. ES-MS m/e (%): 504.3
(M+H+) . Example 229
2-{6-Chloro-3-[4-(4-fluoro-2-methanesulfonyl-phenyl)-p
iperazine-l-carbonyl]-indol-lyl -
-methyl-acetamideFollowing general procedure I, the
coupling of (commercially available) l-(4-fluoro-2-
methanesulfonyl-phenyl)-piperazine with 6-chloro-
1-methylcarbamoylmethyl- IHindole- 3-carboxylic acid
(prepared as described herein) gave the title
compound. ES-MS m/e (%): 506.9 (M+H+) . Example of a
compound of formula I-d Example 230
(6-Chloro-lH-indol-3-yl)-[4-(2-methoxy-phenyl)-4-oxy-p
iperazin-l-yl]-methanone Amide coupling according to
general procedure I : - Amine:
l-(2-Methoxy-phenyl)-piperazine 1-oxide (described in
EP126480), - Acid: 6-chloro- lH-indole-3-carboxylic
acid, 



ES-MS m/e (%): 386.4 (M+H +) .Claims 1. A compound of
the following general formula I : wherein R1 is H, or
is Ci_6-alkyl substituted by CN, Q-e-alkoxy, OH, halo,
or byNR1R11, or is C2_6-alkyl, or is aryl, 5 or 6
membered heteroaryl or sulfonylaryl which are
optionally substituted by one or more B, or is -(CH
2)m-Ra wherein Ra is: CN, OR1, NR1R11,
C3_6-cycloalkyl, 4 to 7 membered-heterocycloalkyl,
aryl, or 5 or 6 membered heteroaryl which are
optionally substituted by one or more B, or is -(CH
2)n-(CO)-Rb or -(CH 2)n-(SO2)-Rb, wherein Rb is:
Ci_6-alkyl, C1-O-alkoxy, C3_6-cycloalkyl, -(CH
2)m-NRmRlv, NR1R11, C3_6-cycloalkyl, 4 to 7
membered-heterocycloalkyl, aryl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more B, or R1 and R3 together with the indole ring to
which they are attached form a 5 or 6 membered
heterocycloalkyl which can be substituted by =0,
C(O)O-C 1 - 



alkyl or C^-allcyl; R2 is one or more of H, OH, halo,
CN, nitro, - -alkoxy, -O-CH 2-C2_6-alkenyl, benzyloxy,
Ci- -haloalkoxy, Q-o-alkyl optionally substituted
by-NR mRlv or halo, or two R2 may form an oxo or dioxo
bridge together with the indole ring to which they are
attached; R3 is H,or is F, or is -(CO)-RC, wherein Rc
is: Ci_6-alkyl, -(CH2VNR 1R11, -(CH2)n-NRmRlv, 5 or 6
membered heterocycloalkyl optionally substituted by
C^-allcyl, or is Ci- -alkyl which is optionally
substituted by halo, NR1R11, NRmRlv, -O(CO)-C
1_6-alkyl, or by-NH(CO)R d, wherein Rd is C^-alky!
optionally substituted by halo or nitro, or Rd is aryl
or a 5 or 6 membered heteroaryl, which are optionally
substituted by halo, nitro, C^-allcyl or - -haloalkyl;
Ais selected from the group consisting of (a), (a'),
(b), (c) and (d): (a) (a1) (b) (C) (d) wherein R4 is
is -NH(CO)R , wherein Re is - -alkoxy, or aryl
optionally substituted by halo, or is Ci-6-alkoxy, CN,



or is aryl, 5 or 6 membered heteroaryl, benzyl,
aryloxy or a 9 or 10-membered bicyclic heteroaryl
ring, which are optionally substituted by CN, halo,
C1-6- alkyl, Ci_6-alkoxy, Ci-e-haloalkyl, nitro,
hydroxyl, NR1R11, NRmRlv, C1-6- alkoxy-Ci- -alkylene,
S(O) 2-C1_6-alkyl, Ci- -haloalkoxy, or by a oxo or
dioxo bridge; and R5 is H, OH, CN, COOR 111 or CONR
mRlv; R6 is C2_6-alkyl, or is -C(O)-R f wherein Rf is
an aryl group substituted by halo, - -alkoxy, or CN,
or is aryl, 5 or 6 membered heteroaryl, or a 9 or
10-membered bicyclic heteroaryl ring which are
optionally substituted by halo, C^-alky!, - -alkoxy,
C1-6-haloalkyl, CN, nitro, NR1R11 ,NRmRlv,
Ci_6-alkoxy-Ci_6-alkylene, COOH, S(O)2- Ci- -alkyl,
hydroxyl, - -haloalkoxy, or by a oxo or dioxo bridge,
or is benzyl substituted by halo, Ci- -alkyl, Ci-
-haloalkyl or by a oxo - or dioxo bridge; B is halo,
CN, NR1R11, Ci_6-alkyl optionally substituted by CN,
halo or Ci_6-alkoxy, Ci- -haloalkyl, - -alkoxy, -
-haloalkoxy, C3-6-cycloalkyl, -C(O)O-C 1_6-alkyl, -
C(O)NR 1R11, -C(O)-Ci_6-alkyl, -S(O)2-Ci_6-alkyl,
-S(O)2-NR1R11, (CR111R1V phenyl, or (CRmRlv)n-5 or 6
membered heteroaryl wherein the phenyl or 5 or 6
membered heteroaryl moiety is optionally substituted
by one or more substituent(s) selected from the group
consisting of: halo, CN, NR1R11, Ci_6-alkyl optionally
substituted by CN or Ci_6-alkoxy, Ci_6-alkoxy,
Ci-e-haloalkoxy, C3-6-cycloalkyl, -C(O)O-C 1_6-alkyl,
-C(O)- NR1R11, -C(O)-Ci_6-alkyl, -S(O)2-Ci_6-alkyl,
-S(O)2- NR1R11 ; R1and R11 are H, Ci_6-alkyl,
Ci_6-alkyl-NRmRlv, -(CO)O-Ci_6-alkyl, -C(O)-NR mRlv,
-C(O)- 



Ci_6-alkyl, -S(O)2-Ci_6-alkyl or -S(O)2- NR1UR1V ;
R111 and R1V are H or Ci_6-alkyl; m is 1 to 6; n is
Oto 4; as well as pharmaceutically acceptable salts
thereof. 2. A compound of the following general
formula I according to claim 1, wherein R1 is H, or is
Ci- -alkyl optionally substituted by CN or by -
-alkoxy, or is aryl, 5 or 6 membered heteroaryl or
sulfonylaryl which are optionally substituted by one
or more B, or is -(CH 2)m-Ra wherein Ra is: CN, OR1,
NR1R11, C3-6-cycloalkyl, 4 to 7
membered-heterocycloalkyl, aryl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more B, or is -(CH 2)n-(CO) -Rb or -(CH 2)n-(SO2)-Rb,
wherein Rb is: Ci_6-alkyl, Ci-6-alkoxy,
C3-6-cycloalkyl,-(CH 2)m-NRmRlv, NR1R11,
C3_6-cycloalkyl, 4 to 7 membered-heterocycloalkyl,
aryl, or 5 or 6 membered heteroaryl which are
optionally substituted by one or more B, 



or R1 and R3 together with the indole ring to which
they are attached form a 5 or 6 membered
heterocycloalkyl which can be substituted by (CO); R2
is one or more of H, OH, halo, CN, nitro, C1-6-alkyl
optionally substituted by - NRmRlv, Ci_6-alkoxy, -O-CH
2-C2_6-alkenyl, benzyloxy, or two R2 may form an oxo
or dioxo bridge together with the indole ring to which
they are attached; R3 is H, or is halo, or is -(CO)-R
C, wherein Rc is: Ci_6-alkyl, -(CH 2VNR 1R11, -(CH
2)n-NRmRlv, 5 or 6 membered heterocycloalkyl
optionally substituted by Ci- -alkyl, or is Ci- -alkyl
or aryl, which are optionally substituted by halo,
-O(CO)-C 1_6-alkyl, or by-NH(CO)R d, wherein Rd is Ci-
-alkyl optionally substituted by halo or nitro, or Rd
is aryl or a 5 or 6 membered heteroaryl, which are
optionally substituted by halo, nitro, C^-alky! or Ci-
-haloalkyl; A is selected from the group consisting of
(a), (b), (c) and (d): (a) (b) (C) (d) wherein R4 is
is -NH(CO)R , wherein Re is - -alkoxy, or aryl
optionally substituted by halo, or is Ci-6-alkoxy, CN,



or is aryl, 5 or 6 membered heteroaryl, benzyl,
aryloxy or a 9 or 10-membered bicyclic heteroaryl ring
which are optionally substituted by CN, halo,
C1-Oalkyl, - -alkoxy, Ci- -haloalkyl, or by a dioxo
bridge; andR5 is H, OH, CN, COOR111 or CONRmRlv; R6 is
Q-6-alkyl, or is -C(O)-R f wherein Rf is an aryl group
optionally substituted by halo, C1-6- alkoxy, or CN,
or is aryl, 5 or 6 membered heteroaryl, benzyl, or a 9
or 10-membered bicyclic heteroaryl ring which are
optionally substituted by halo, Ci- -alkyl, - -alkoxy,
Ci- -haloalkyl, CN or by a dioxo bridge; B is halo,
CN, NR1R11, Ci_6-alkyl optionally substituted by CN,
halo or Ci_6-alkoxy, Ci_6-alkoxy, Ci-e-haloalkoxy,
C3-6-cycloalkyl, -C(O)O-C 1_6-alkyl, -C(O)NR 1R11, -
C(O)-Ci_6-alkyl, -S(O)2-Ci_6-alkyl, -S(O)2-NR1R11,
(CRmRlv)n-phenyl, or (CRmRlv)n-5 or 6 membered
heteroaryl wherein the phenyl or 5 or 6 membered
heteroaryl moiety is optionally substituted by one or
more substituent(s) selected from the group consisting
of: halo, CN, NR1R11, Ci_6-alkyl optionally
substituted by CN or Ci_6-alkoxy, Ci_6-alkoxy,
Ci-e-haloalkoxy, C3_6-cycloalkyl, -C(O)O-C 1_6-alkyl,
-C(O)- NR1R11, -C(O)-C 1_6-alkyl, -S(O)2-C1_6-alkyl,
-S(O)2- NR1R11 ; R1and R11 are H, Ci_6-alkyl,
Ci_6-alkyl-NRmRlv, -(CO)O-Ci_6-alkyl, -C(0)-NR mRlv,
-C(O)- Ci_6-alkyl, -S(O)2-Ci_6-alkyl or -S(O)2-
NR1UR1V ; R111 and R1V are H or Ci_6-alkyl; m is 1 to
6; n is Oto 4; as well as pharmaceutically acceptable
salts thereof. 



3. The compound of formula (I) according to claim 1 or
2, wherein R1 is H, or is Ci- -alkyl optionally
substituted by CN or by - -alkoxy, or is aryl, or is 5
or 6 membered heteroaryl, or is sulfonylaryl, or is
-(CH 2)m-Ra wherein Ra is C3_6-cycloalkyl, 5 or 6
memberedheterocycloalkyl, aryl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more substituents selected from the group consisting
of: halo, CN, Ci_6-alkyl, -alkoxy, -haloalkoxy,
-C(O)O-C 1_6-alkyl and phenyl optionally substituted
by halo, C^-allcyl, Ci- -haloalkyl or Ci-6-alkoxy, or
is -(CH^-NR'R 11,or is -(CH 2)n-(CO)-R b, wherein Rb
is aryl or 5 or 6 membered-heterocycloalkyl; R2 is one
or more of H, halo, CN, nitro, C1-6-alkyl, - -alkoxy,
-O-CH 2-C2_6-alkenyl, benzyloxy, or two R2 may form an
oxo or dioxo bridge together with the indole ring to
which they are attached; R3 is H, or is halo, or is
-(CO)-R C, wherein Rc is C1-6-alkyl, 5 or 6 membered
heterocycloalkyl optionally substituted by C1-6-alkyl,
or Rc is -(CH 2VNR 1R11 or, or is Ci- -alkyl or aryl,
which are optionally substituted by -O(CO)-C
1_6-alkyl, or by-NH(CO)R d, wherein Rd is C1-6-alkyl
optionally substituted by halo 



or nitro, or Rd is aryl or a 5 or 6 membered
heteroaryl, which are optionally substituted by halo,
nitro, C^-allcyl or - -haloalkyl; R1and R11 are
independently selected from H, C^-allcyl or -(CO)O-C
1_6-alkyl; m is 1 to 6; n is 0 to 4; A is selected
from the group consisting of (a), (b), (c) and (d):
(a) (b) (C) (d) wherein R4 is is -NH(CO)R , wherein Re
is - -alkoxy, or aryl optionally substituted by halo,
or is aryl, benzyl, aryloxy or a 9 or 10-membered
bicyclic heteroaryl ring which are optionally
substituted by halo, C1-6-alkyl, - -alkoxy, Ci-
-haloalkyl, or by a dioxo bridge; and R5 is H, OH or
CN; R6 is C1-6-alkyl, or is -C(O)-R f wherein Rf is an
aryl group optionally substituted by halo, or is aryl,
benzyl, or a 9 or 10-membered bicyclic heteroaryl ring
which are optionally substituted by halo, C1-6-alkyl,
- -alkoxy, - -haloalkyl, or by a dioxo bridge; as well
as pharmaceutically acceptable salts thereof.4. A
compound of the following general formula I according
to any one of claims 1 to 3, wherein: R1 is H, or is
Ci_6-alkyl substituted by NR1R11, or is -(CH 2)m-Ra
wherein Ra is: NR1R11, 



5 to 6 membered-heterocycloalkyl, aryl, or 5 or 6
membered heteroaryl which are optionally substituted
by one or more B, or is -(CH 2 (CO) -Rb or -(CH
2),,-(SO2)-Rb, wherein Rb is: C1-6-alkyl, Ci-6-alkoxy,
NR1R11, 5 to 6 membered-heterocycloalkyl, aryl, or 5
or 6 membered heteroaryl which are optionally
substituted by one or more B, or R1 and R3 together
with the indole ring to which they are attached form a
5 or 6 membered heterocycloalkyl which can be
substituted by =0, C(O)O-C 1 - alkyl or C1-6-alkyl; R2
is one or more of H, halo, C1-6-alkyl; R3 is H, or is
C1- -alkyl; A is selected from the group consisting of
(a), (a'), (b), (c) and (d): (a) (a ) (b) (C) (d)
wherein R4 is is -NH(CO)R , wherein Re is - -alkoxy,
or aryl optionally substituted by halo, or is aryl, 5
or 6 membered heteroaryl, benzyl, aryloxy or a 9 or
10-membered bicyclic heteroaryl ring, which are
optionally substituted by halo, C1-6- alkyl, -
-alkoxy, Ci- -haloalkyl, nitro, hydroxyl, -
-haloalkoxy, or by a oxo or dioxo bridge; and R5 is H,
OH, CN;R is aryl, 5 or 6 membered heteroaryl, or a 9
or 10-membered bicyclic heteroaryl ring which are
optionally substituted b y halo, C 1-6- alkyl, -
-alkoxy, Ci- -haloalkyl, 



CN, nitro, N R1R11 , N RmRlv, -b-alkoxy-Q- b-alkylene,
COOH, S(O) 2-C 1_6-alkyl, or b y a oxo or dioxo
bridge; B is halo, Ci- -alkyl optionally substituted b
y CN, halo or - -alkoxy, - -alkoxy; R1and R11 are H ,
C 1-6-alkyl, Ci_6-alkyl-NR mRlv, -C(O)-C 1-6-alkyl or
-S(O) 2-Ci_ 6-alkyl; R111 and R1V are H or C
1-6-alkyl; m is 1 to 6 ; n is Oto 4 ; a s well a s
pharmaceutically acceptable salts thereof. 5 . A
compound of the general formula I according to any one
of claims 1 to 4 , with tthhee pprroovviissoo tthhaatt
R1 , R2 and R3 are not simultaneously H , a s well as
pharmaceutical acceptable salts thereof. 6. A compound
of the general formula I according to any one of
claims 1 to 5 , with the proviso that R4 is not
optionally substituted b y CN, halo, C 1-6- alkyl, C
1-6-alkoxy, C 1-6-haloalkyl, nitro, hydroxyl, N R1R11,
N RmRlv, -b-alkoxy-Q- b-alkylene, S(O) 2-C 1_6-alkyl,
Ci-e-haloalkoxy, or b y a oxo or dioxo bridge. 7 . The
compound of formula (I- a) or (I-a') according to any
one of claims 1 to 6, wherein R1 to R4 are a s defined
in any one of claims 1 to 6, a s well a s
pharmaceutically acceptable salts thereof.8. The
compound of formula (I- a) or (I-a') according to
claim 7, wherein R1 is H or-(CH 2)m-Ra wherein Ra is
aryl and m is 1 to 6; R2 is one or more of H or halo;
R3 is H or C1-6-alkyl; 



R4 is aryl which is optionally substituted by halo or
- -alkoxy; as well as pharmaceutically acceptable
salts thereof. 9. The compound of formula (I-a) or
formula (I-a') according to claim 1, wherein it is
selected from the group consisting of:
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(4-fluoro-phenyl)
-3,6-dihydro-2H-pyridin-l-yl]- methanone;
(l-Benzyl-2-methyl-lH-indol-3-yl)-(4-phenyl-3,6-dihydr
o-2H-pyridin-l-yl)- methanone;
(l-Benzyl-2-methyl-lH-indol-3-yl)-[4-(2-methoxy-phenyl
)-3,6-dihydro-2H-pyridin-lyl] -methanone;
(6-Chloro-lH-indol-3-yl)-(4-phenyl-3,6-dihydro-2H-pyri
din-l-yl)-methanone;
(6-Chloro-lH-indol-3-yl)-[4-(4-fluoro-phenyl)-3,6-dihy
dro-2H-pyridin-l-yl]- methanone; (6-Chloro-l
H-indol-3-yl)-(4-phenyl-3,6-dihydro-2
H-pyridin-l-yl)-methanone; and (l-Benzyl-2-methyl-
lH-indol-3-yl)-(5-methyl-4-phenyl-3,6-dihydro-2
H-pyridin- 1-yl)- methanone. 10. The compound of
formula (I-b) according to anyone of claims 1 to 6,
wherein R1 to R5 are as defined in any one of claims 1
to 6, as well as pharmaceutically acceptable salts
thereof.11. The compound of formula (I-b) according to
claim 10, wherein: R1 is H, or is -(CH 2)m-Ra wherein
Ra is: NR1R11, aryl, or 5 or 6 membered heteroaryl
which are optionally substituted by one or more halo,
Q-o-alkyl, - -alkoxy, 



or is -(CH 2 (CO) -Rb or -(CH 2 (SO2)-Rb, wherein Rb
is: Ci_6-alkyl, Ci-6-alkoxy, NR1R11, 5 to 6
membered-heterocycloalkyl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more halo, C^-allcyl, - -alkoxy, or R1 and R3 together
with the indole ring to which they are attached form a
5 or 6 membered heterocycloalkyl which can be
substituted by C(O)O-C 1_6-alkyl or Ci-6-alkyl; R2 is
one or more of H, halo or C1- -alkyl; R3 is H or
Ci-6-alkyl; R4 is is -NH(CO)R , wherein Re is -
-alkoxy or aryl which is optionally substituted by
halo, or is aryl, benzyl, aryloxy or a 9 or
10-membered bicyclic heteroaryl ring which are
optionally substituted by halo, C^-allcyl, - -alkoxy,
- -haloalkyl, nitro, hydroxyl, - -haloalkoxy or by a
oxo or dioxo bridge; and R5 is H, OH or CN; R1and R11
are H, Ci-6-alkyl, Ci-6-alkyl-NRmRlv; R111 and R1V are
H or Ci-6-alkyl; m is 1 to 6; n is 0 to 4; as well as
pharmaceutically acceptable salts thereof. 12. The
compound of formula (I-b) according to claim 10 or 11,
wherein it is selected from the group consisting of: 



(l-Benzyl-2-methyl-
lH-indol-3-yl)-(4-phenyl-piperidin- l-yl)-methanone;
(6-Chloro-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)-piperidin-l-yl
]- methanone; 2- {6-Chloro-3-
[4-(2,6-dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- y\}-N,N-dimethyl- acetamide;2- {6-Chloro-3-
[4-(2,6-dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl}-l-pyridin-2-yl-ethanone;
(6-Chloro-l-pyridin-4-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)- piperidin-
1-yl] -methanone; (6-Chloro-l-pyridin-3-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)- piperidin-
1-yl] -methanone; (6-Chloro-l-pyridin-2-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxy-phenyl)- piperidin-
1-yl] -methanone;
[6-Chloro-l-(6-chloro-pyridin-3-ylmethyl)-l
H-indol-3-yl]-[4-(2,6- dimethoxy-phenyl)-piperidin-
1-yl] -methanone;
{6-Chloro-3-[4-(2,6-dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- acetic acid tert-butyl
ester; (6-Chloro-l-pyrazin-2-ylmethyl-l
H-indol-3-yl)-[4-(2,6-dimethoxyphenyl)- piperidin-
1-yl] -methanone; [6-Chloro-l-(3,5-difluoro-benzyl)-l
H-indol-3-yl]-[4-(2,6-dimethoxyphenyl)- piperidin-
1-yl] -methanone;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2,6-dimethoxyphenyl)- piperidin-
1-yl] -methanone; 2- {6-Chloro-3-
[4-(2,6-dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl}-l-(4-methyl-piperazin-l-yl)-ethanone; 



[6-Chloro-l-(3,5-difluoro-benzyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)- piperidin- 1-yl]
-methanone; 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- N,N-dimethyl- acetamide;
2- {6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }-
l-(4-methyl-piperazin-l-yl)-ethanone;
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- acetic acid tert-butyl
ester; 2-
{6-Chloro-3-[4-cyano-4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] - indol- 1-yl }- , -dimethyl- acetamide;
2-
{6-Chloro-3-[4-cyano-4-(2-fluoro-phenyl)-piperidine-
1-carbonyl] -in dol- 1-yl }-N,N-dimethyl- acetamide;
2- {3- [4-(2,6-Dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }-N,Ndimethyl- acetamide;
[6-Chloro-l-(2-methyl-pyridin-4-ylmethyl)-l
H-indol-3-yl]-[4-(2,6- dimethoxy-phenyl)-piperidin-
1-yl] -methanone;2- {6-Chloro-3-
[4-(2-isopropoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl }-N,N-dimethyl- acetamide; 2-
{6-Chloro-3- [4-(2-isopropoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl}- l-(4-methyl-piperazin-
l-yl)-ethanone; 2- {6-Chloro-3-
[4-(2,6-dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl}- 1-piperazin- 1-yl-ethanone; 2-
{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperidin
e- 1-carbonyl] - indol- 1-yl}- l-(4-methyl-piperazin-
l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperidin
e- 1-carbonyl] - 



indol- 1-yl }-N,N-dimethyl- acetamide; 2-
{6-Chloro-3-[4-(2,3-dihydro-benzofuran-7-yl)-piperidin
e- 1-carbonyl] - indol- 1-yl }-N-methyl-acetamide; 2-
{5,6-Dichloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl }-N,N-dimethyl- acetamide;
2- {6-Chloro-3- [4-(2,6-dimethoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1- yl}-acetamide; 2- {6-Chloro-3-
[4-(2,6-dimethoxy-phenyl)-piperidine- 1-carbonyl]
-indol- 1- yl}- -methyl-acetamide;
-(2-Amino-ethyl)-2-{6-chloro-3-[4-(2,6-dimethoxy-pheny
l)-piperidine-lcarbonyl] -indol- 1-yl }-acetamide;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidin- 1-yl] -methanone; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] - indol- 1-yl}-
l-(4-methyl-piperazin-l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] - indol- 1-yl - -methyl-acetamide; 2-
{6-Chloro-3-[4-(2-trifluoromethoxy-phenyl)-piperidine-
1-carbonyl] - indol- 1-yl }- , -dimethyl- acetamide;
2-
{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine-
1-carbonyl] -in doll- ylJ- -methyl-acetamide; 2-
{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine-
1-carbonyl] -in doll-
yl}-l-(4-methyl-piperazin-l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2-trifluoromethyl-phenyl)-piperidine-
1-carbonyl] -in dol- 



1-yl }-NJf-dimethyl- acetamide; 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperidine-
1-carbonyl] -indol- 1-yl }- -methyl- acetamide;
[6-Chloro-l-(2-methylamino-ethyl)-l
H-indol-3-yl]-[4-(2,3-dihydrobenzofuran-
7-yl)-piperidin- 1-yl] -methanone;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-methoxyphenyl)- piperidin- 1-yl]
-methanone;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yl]-indol-l-yl}- - methyl- acetamide;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yi]-indol-l-yl}- N,N-dimethyl- acetamide;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- piperidin- 1-yl]
-methanone;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yi]-indol-l-yl}-l- (4-methyl-piperazin-l-yl)-ethanone;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperidine-l-carbon
yi]-indol-l-yl}-lpiperazin- 1-yl-ethanone or
hydrochloride salt thereof; and
2-[6-Chloro-3-(3,4,5,6-tetrahydro-2
H-[4,4']bipyridinyl-l-carbonyl)-indol-lyl]
-N,N-dimethyl- acetamide. 13. The compound of formula
(I-c) according to any one of claims 1 to 6, wherein
R1 to R3 and R6 are as defined in any one of claims 1
to 6, as well as pharmaceutically acceptable salts
thereof. 14. The compound of formula (I-c) according
to claim 13, wherein R1 is H or or is Ci_6-alkyl
substituted by NR1R11, 



or is -(CH2)m-Ra wherein Ra is: NR1R11, 5 to 6
membered-heterocycloalkyl, aryl, or 5 or 6 membered
heteroaryl which are optionally substituted by one or
more C^-allcyl, or is -(CH 2 (CO) -Rb, wherein Rb
is:NR1R11, 5 to 7 membered-heterocycloalkyl which is
optionally substituted by one or more C1-6-alkyl; R2
is one or more of H, halo or Ci_6-alkyl; R3 is H or
C1-6-alkyl; R6 is is aryl, 5 or 6 membered heteroaryl,
or a 9 or 10-membered bicyclic heteroaryl ring which
are optionally substituted by halo, Ci- -alkyl, -
-alkoxy, C1-6- haloalkyl, CN, nitro, NR1R11 ,NRmRlv,
-b-alkoxy-Q- b-alkylene, COOH, S(O)2- Ci-6-alkyl, or
by a oxo or dioxo bridge; R1and R11 are H, C1-6-alkyl,
Ci_6-alkyl-NRmRlv, -C(O)-C 1-6-alkyl, or -S(O)
2-Ci_6-alkyl; R111 and R1V are H or C1-6-alkyl; m is 1
to 6; n is Oto 4; as well as pharmaceutically
acceptable salts thereof. 15. The compound of formula
(I-c) according to claim 13, wherein it is selected
from the group consisting of: 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-
1-carbonyl] -indol- l-y\}-N,Ndimethyl- acetamide; 2-
{6-Chloro-3-[4-(2-ethoxy-phenyl)-piperazine-
1-carbonyl] -indol- l-yl}- , - dimethyl- acetamide; 



2- {6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-
1-carbonyl] -indol- l-yl}-l-(4-
methyl-piperazin-l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2-methoxy-phenyl)-piperazine-
1-carbonyl] -indol- l-ylJ- - methyl- acetamide;
[6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-methoxy-phenyl)- piperazin- 1-yl]
-methanone; [6-Chloro-l-(2-dimethylamino-ethyl)-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- piperazin- 1-yl]
-methanone; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl}- 1-(4- methyl-piperazin-
l-yl)-ethanone; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl }-N,Ndimethyl- acetamide; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl }- acetamide; 2-
{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-
1-carbonyl] -indol- 1-yl }-Nmethyl- acetamide;
2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carbon
yi]-indol-l-yl}-lpiperazin- 1-yl-ethanone; 2-
{6-Chloro-3-[4-(2,4-difluoro-phenyl)-piperazine-
1-carbonyl] -indol- l-yl}- - methyl- acetamide;
2-{6-Chloro-3-[4-(3-trifluoromethyl-pyridin-2-yl)-pipe
razine-l-carbonyl]-indol- 1-yl }-N-methyl- acetamide;
[l-((S)-2-Amino-propyl)-6-chloro-l
H-indol-3-yl]-[4-(2-fluoro-phenyl)- piperazin- 1-yl]
-methanone; (6-Chloro-l-(S)-l-pyrrolidin-2-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)- 



piperazin- 1-yl] -methanone;
[6-Chloro-l-((S)-l-methyl-pyrrolidin-2-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluorophenyl) -piperazin- 1-yl]
-methanone; 2-
{6-Chloro-3-[4-(2,4-difluoro-phenyl)-piperazine-
1-carbonyl] -indol- l-yl}- , - dimethyl- acetamide;
2-{6-Chloro-3-[4-(3-trifluoromethyl-pyridin-2-yl)-pipe
razine-l-carbonyl]-indol- 1-yl }-N,N-dimethyl-
acetamide; (6-Chloro-l-(R)-l-pyrrolidin-2-ylmethyl-l
H-indol-3-yl)-[4-(2-fluoro-phenyl)- piperazin- 1-yl]
-methanone;
[6-Chloro-l-((R)-l-methyl-pyrrolidin-2-ylmethyl)-l
H-indol-3-yl]-[4-(2-fluorophenyl) -piperazin- 1-yl]
-methanone;
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}- ethyl)- acetamide;
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}- ethyl) -methanesulfonamide;
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}- ethyl)- -methyl-acetamide;
-(2-{6-Chloro-3-[4-(2-fluoro-phenyl)-piperazine-l-carb
onyl]-indol-l-yl}- ethyl)- -methyl-methanesulfonamide;
2-[6-Chloro-3-(4-thieno[3,2-c]pyridin-4-yl-piperazine-
l-carbonyl)-indol-l-yl]- - methyl- acetamide; and
2-{6-Chloro-3-[4-(3-iodo-pyridin-2-yl)-piperazine-l-ca
rbonyl]-indol-l-yl}- - methyl- acetamide. 16. The
compound of formula (I-d) according to any one of
claims 1 to 6,wherein R1 to R3 and R6 are as defined
in any one of claims 1 to 6, 



as well as pharmaceutically acceptable salts thereof.
17. The compound of formula (I-d) according to claim
16, wherein: R1 is H; R2 is one or more halo; R3 is H;
R6 is aryl substituted by Ci-6-alkoxy; as well as
pharmaceutically acceptable salts thereof. 18. The
compound of formula (I-d) according to claim 16,
wherein it is
(6-Chloro-lH-indol-3-yl)-[4-(2-methoxy-phenyl)-4-oxy-p
iperazin-l-yl]- methanone. 19. Aprocess for the
preparation of compounds of formula (I) according to
any one of claims 1 to18, comprising the step of
reacting a compound of formula (II): with a compound
of formula A-H, in order to obtain a compound of
formula (I) wherein A, R1, R2 and R3 are as defined in
claim 1.20. Aprocess for the preparation of compounds
of formula (I) according to any one of claims 1 to 18
comprising the step of reacting a compound of formula
(1-1): with a compound of formula R X, to obtain a
compound of formula (I) wherein R1 to R3 and A are as
defined in claim 1 and X is halo. 21. Aprocess for the
preparation of compounds of formula (I) according to
any one of claims 1 to 18 comprising the step of
hydrolyzing a compound of formula (V): to obtain a
compound of formula (II): and then reacting the
compound of formula (II) with a compound of formula
A-H, to obtain a compound of formula (I) wherein A,
R1, R2 and R3 are as defined in claim 1.22. A compound
formula (I- a), (I-a'), (I-b), (I-c) or (I-d),
obtainable by a process according to claim 19 to 21.
23. A compound of formula (I-a), (I-a'), (I-b), (I-c)
or (I-d) according to any 



one of claims 1 to 18 for a use in the prevention or
treatment of dysmenorrhea, hypertension, chronic heart
failure, inappropriate secretion of vasopressin, liver
cirrhosis, nephrotic syndrome, obsessive compulsive
disorder, anxious and depressive disorders. 24.
Apharmaceutical composition comprising a compound of
formula (I-a), (I-a'), (I-b), (I-c) or (I-d) according
to any one of claims 1 to 18. 25. Apharmaceutical
composition according to claim 24, wherein it is
useful against dysmenorrhea, hypertension, chronic
heart failure, inappropriate secretion of vasopressin,
liver cirrhosis, nephrotic syndrome, obsessive
compulsive disorder, anxious and depressive disorders.
26. Use of a compound of formula (I-a), (I-a'), (I-b),
(I-c) or (I-d) according to any one of claims 1 to 18
for the preparation of a medicament. 27. Use according
to claim 26, wherein the medicament is useful against
dysmenorrhea, hypertension, chronic heart failure,
inappropriate secretion of vasopressin, liver
cirrhosis, nephrotic syndrome, obsessive compulsive
disorder, anxious and depressive disorders. 28. The
invention as described hereinabove. 










