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CLAIMS
1. A compound of formula (1)
Flel
o
6
R = N=
RZ

R AN {

R* R’

© 0}
inwhich

A represents CH,, CD, or CH(CH5),

R! represents (C4-Cg)-akyl, (C3-C;)-cycloalkyl or phenyl,
where (C4-Cg)-akyl may be substituted up to six times by fluorine,
where (Cs-Cy)-cycloalkyl may be substituted by 1 to 4 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl and (C;-Cy)-alkyl,
and
where phenyl may be substituted by 1 to 4 substituents independently of
one another selected from the group consisting of halogen, cyano,
monofluoromethyl, difluoromethyl, trifluoromethyl, (C;-Cy)-alkyl, (Ci-
C,)-alkoxy, difluoromethoxy and trifluoromethoxy,

R? represents hydrogen, (C;-C,)-alkyl, cyclopropyl, monofluoromethyl,
difluoromethyl or trifluoromethyl,

R® represents a group of the formula
1A 1B 1c 11 * L
N, L L LS R or SNTRP
KK e H
H _7 8 o \.10 R
R RR R
where

* represents the point of attachment to the carbonyl group,



LlA

or
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represents a bond or (C;-Cy)-alkanediyl,
where (C;-Cy)-akanediyl may be substituted by 1 to 3 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, (Ci-Cy)-akyl, (Csz-C;)-cycloakyl,
hydroxy and (C;-Cg)-alkoxy,
represents a bond or (C;-Cy)-akanediyl,
represents a bond or (C;-Cy)-alkanediyl,
where (C1-Cy)-akanediyl may be substituted by 1 to 3 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, (Ci-Cy)-akyl, (Csz-C;)-cycloakyl,
hydroxy and (C;-C,)-a koxy,
represents hydrogen, (Ci-Cg)-akyl, (C,-Ce)-alkenyl, (Cx-Ce)-
alkynyl, (Cs-C;)-cycloalkyl, 5- or 6-membered heteroaryl or
phenyl,
where (C;-Cg)-alkyl may be substituted by 1 to 3 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, difluoromethoxy, trifluoromethoxy,
hydroxy, (C;-Cj)-alkoxy, (C;-Cj)-akoxycarbonyl, (C;-Cy)-
alkylsulphonyl, phenyl, phenoxy and benzyloxy,

where phenyl, phenoxy and benzyloxy for their part may be

substituted by 1 to 3 halogen substituents,
where (C3-Cy)-cycloakyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, (C;-Cy)-alkyl and (C1-Cy)-alkoxy,
and
where phenyl and 5- or 6-membered heteroaryl may be substituted
by 1 to 3 substituents independently of one another selected from
the group consisting of halogen, cyano, trifluoromethyl, (Cy1-Cy)-
alkyl, (C1-Cy)-akylsulphonyl and (C;-C,)-alkoxy,
represents hydrogen or (Cq-Cy)-alkyl,
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R’ and R® together with the carbon atom to which they are attached

RlO

or

form a 3- to 7-membered carbocycle or a 4- to 7-membered
heterocycle,
where the 3- to 7-membered carbocycle and the 4- to 7-
membered heterocycle for their part may be substituted by 1
or 2 substituents independently of one another selected from
the group consisting of fluorine and (C;-Cy)-alkyl,
represents hydrogen, (Ci-Cg)-akyl, (C,-Cg)-alkenyl, (Cx-Ce)-
alkynyl, (Cs-C;)-cycloalkyl, 5- or 6-membered heteroaryl or
phenyl,
where (C;-Cg)-alkyl may be substituted by 1 to 3 substituents
independently of one another selected from the group consisting of
fluorine,  difluoromethyl, trifluoromethyl, difluoromethoxy,
trifluoromethoxy, hydroxy, (Ci;-Cy)-alkoxy, (Ci-Cy)-alkoxy-
carbonyl, (C;-Cy)-alkylsulphonyl, phenyl, phenoxy and benzyloxy,
where phenyl, phenoxy and benzyloxy for their part may be
substituted by 1 to 3 halogen substituents,
where (Cs-Cy)-cycloakyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, (C;-C,)-akyl and (C;-Cy)-a koxy,
and
where phenyl and 5- or 6-membered heteroaryl may be substituted
by 1 to 3 substituents independently of one another selected from
the group consisting of halogen, cyano, trifluoromethyl, (C1-Cy)-
akyl, (C;-Cy)-akoxy and (C;-Cy)-akylsulphonyl,
represents hydrogen or (Cq-Cy)-alkyl,

R’and R  together with the carbon atom to which they are attached

form a 3- to 7-membered carbocycle or a 4- to 7-membered

heterocycle,
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where the 3- to 7-membered carbocycle and the 4- to 7-
membered heterocycle for their part may be substituted by 1
or 2 substituents independently of one another selected from
the group consisting of fluorine and (C1-Cy)-alkyl,

with the proviso that the radicals R’ and R® do not both represent phenyl,

or

R’ and R’ together with the carbon atoms to which they are attached

and with the group L*® form a 5- to 7-membered carbocycle

or a4- to 7-membered heterocycle,

with the proviso that not more than one of the radical pairs R’ and R®, R®

and R'® and R” and R, respectively, forms a carbo- or heterocycle,

Rll

R12

or

represents hydrogen or (Cq-Cy)-alkyl,

where (C;-Cy)-alkyl may be substituted by 1 to 3 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, hydroxy and (C;-Cg4)-alkoxy,

represents hydrogen, (C;-Ce)-akyl, (Cs-C;)-cycloalkyl, phenyl or
benzyl,

where (C;-Cg)-akyl may be substituted by 1 to 3 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, hydroxy, (C;1-Cy4)-alkoxy and phenoxy,
and

where phenyl and benzyl may be substituted by 1 to 3 substituents
independently of one another selected from the group consisting of
halogen and trifluoromethyl,

R™and R¥ together with the nitrogen atom to which they are attached

form a 4- to 7-membered azaheterocycle,
where the 4- to 7-membered azaheterocycle may be
substituted by 1 or 2 substituents independently of one

another selected from the group consisting of fluorine,
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trifluoromethyl, (C;-C,)-akyl, (Cs-C;)-cycloakyl, hydroxy,
(C1-Cy)-alkoxy and 4- to 7-membered heterocyclyl,
and
L?  representsabond or (C;-C,)-alkanediyl,
RY®  represents 5- to 9-membered azaheterocyclyl which is attached via
aring carbon atom,
where 5- to 9-membered azaheterocyclyl may be substituted
by 1 to 5 substituents independently of one another selected
from the group consisting of fluorine, trifluoromethyl,
(C1-Cy)-dkyl, (C3-Cy)-cycloakyl and benzyl,
and
where 5- to 9-membered azaheterocyclyl may be fused to a
phenyl ring which for its part may be substituted by 1 or 2
substituents selected from the group consisting of halogen,
(C1-Cy)-dkyl and trifluoromethyl,
represents hydrogen,
represents hydrogen, halogen, cyano, difluoromethyl, trifluoromethyl, (Cs-
Cy-akyl, (Cs-Cy)-cycloakyl, (Cx-Cy-dkynyl,  difluoromethoxy,
trifluoromethoxy, (C;-C4)-alkoxy, amino, 4- to 7-membered heterocyclyl
or 5- or 6-membered heteroaryl,
represents hydrogen, cyano or halogen,

and its N-oxides, salts, solvates, salts of the N-oxides and solvates of the N-oxides
and salts.

The compound of Claim 1 in which

A
R!

represents CH,, CD, or CH(CH3),

represents (C4-Ce)-akyl, (C4-Cs)-cycloalkyl or phenyl,

where (C4-Cg)-akyl may be substituted up to six times by fluorine,

where (C4-Cg)-cycloalkyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of

fluorine, trifluoromethyl and methyl,
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and
where phenyl may be substituted by 1 to 4 substituents independently of
one another selected from the group consisting of fluorine, chlorine,
cyano, methoxy, difluoromethyl, trifluoromethyl and methyl,

R? represents hydrogen, trifluoromethyl, (C;1-Cy)-alkyl or cyclopropyl,

R® represents a group of the formula

2
1A 1B 1C 11 * L
N, ~L L LS R or SN TR
N KK, Mg "
H -7 8 _g \.10 R
R RR R
where
* represents the point of attachment to the carbonyl group,
L represents abond,

L™ represents abond, methylene or 1,2-ethanediyl,
represents a bond or methylene,
where methylene may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
trifluoromethyl, (C;-Cy)-akyl, cyclopropyl and cyclobutyl,
R’ represents hydrogen, trifluoromethyl, (C;-Ce)-akyl, (Cs-Cg)-
cycloakyl, 5- or 6-membered heteroaryl or phenyl,
where (C;-Ce)-adkyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, difluoromethoxy, trifluoromethoxy,
hydroxy, (C;-C,)-alkoxy, phenyl, phenoxy and benzyloxy,
where phenyl, phenoxy and benzyloxy for their part may be
substituted by 1 or 2 substituents selected from the group
consisting of fluorine and chlorine,
where (Cs-Cg)-cycloakyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, methyl and ethyl,

and
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where phenyl and 5- or 6-membered heteroaryl may be substituted
by 1 or 2 substituents independently of one another selected from
the group consisting of fluorine, chlorine, cyano, methyl and
trifluoromethyl,

represents hydrogen, methyl or ethyl,

R’ and R® together with the carbon atom to which they are attached

form a 3- to 6-membered carbocycle or an oxetanyl,
tetrahydrofuranyl, tetrahydropyranyl, azetidinyl,
pyrrolidinyl or piperidinyl ring,
where the 3- to 6-membered carbocycle and the oxetanyl,
tetrahydrofuranyl, tetrahydropyranyl, azetidinyl,
pyrrolidinyl or piperidinyl ring may be substituted by 1 or 2
substituents independently of one another selected from the
group consisting of fluorine and methyl,
represents hydrogen, 1,1,2,2-tetrafluoroethyl, trifluoromethyl, (C;-
Ce)-akyl, (Cs-Cg)-cycloalkyl, 5- or 6-membered heteroaryl or
phenyl,
where (C;-Ce)-adkyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, difluoromethoxy, trifluoromethoxy,
hydroxy, (C;-C,)-alkoxy, phenyl, phenoxy and benzyloxy,
where phenyl, phenoxy and benzyloxy for their part may be
substituted by 1 or 2 substituents selected from the group
consisting of fluorine and chlorine,
where (C3-Cg)-cycloakyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, methyl and ethyl,
and
where phenyl and 5- or 6-membered heteroaryl may be substituted
by 1 or 2 substituents independently of one another selected from
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the group consisting of fluorine, chlorine, cyano, methyl and

trifluoromethyl,

R represents hydrogen, methyl or ethyl,

or
R® and R

together with the carbon atom to which they are attached
form a 3- to 6-membered carbocycle or an oxetanyl,
tetrahydrofuranyl, tetrahydropyranyl, azetidinyl,
pyrrolidinyl or piperidinyl ring,

where the 3- to 6-membered carbocycle and the oxetanyl,
tetrahydrofuranyl, tetrahydropyranyl, azetidinyl,
pyrrolidinyl or piperidinyl ring may be substituted by 1 or 2
substituents independently of one another selected from the

group consisting of fluorine and methyl,

with the proviso that the radicals R’ and R® do not both represent phenyl,

or
R’ and R®

together with the carbon atoms to which they are attached
and with the group L'® form a cyclopentyl, cyclohexyl,
azetidinyl, oxetanyl, pyrrolidinyl, tetrahydrofuranyl,
piperidinyl or tetrahydropyranyl ring,

with the proviso that not more than one of the radical pairs R’ and R?, R®

and R and R’ and R° respectively, forms one of the carbo- or

heterocycles mentioned above,

R™  represents hydrogen or (C;-Cs)-alkyl,
where (C;-Cg)-akyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of

fluorine, trifluoromethyl, hydroxy, methoxy and ethoxy,

R represents hydrogen, (C1-Cy)-alkyl, cyclopropyl, cyclobutyl, phenyl

or benzyl,
where (C;-Cy)-akyl may be substituted by 1 or 2 substituents

independently of one another selected from the group consisting of

fluorine, trifluoromethyl, hydroxy, (C;-C,)-akoxy and phenoxy,
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and

where phenyl and benzyl may be substituted by 1 to 3 substituents
independently of one another selected from the group consisting of
fluorine, chlorine and trifluoromethyl,

R™ and R¥ together with the nitrogen atom to which they are attached

and

R13

form an azetidinyl, pyrrolidinyl, piperidinyl, morpholinyl,
piperazinyl, thiomorpholinyl or 1,1-dioxothiomorpholinyl
ring,

where the azetidinyl, pyrrolidinyl, piperidinyl, morpholinyl,
piperazinyl, thiomorpholinyl and 1,1-dioxothiomorpholinyl
ring may be substituted by 1 or 2 substituents independently
of one another selected from the group consisting of
fluorine, trifluoromethyl, methyl, ethyl, cyclopropyl, cyclo-
butyl, azetidinyl, pyrrolidinyl and piperidinyl,

represents a bond, methylene or 1,1-ethanediyl,

represents pyrrolidinyl, piperidinyl, 1,2,3,4-
tetrahydroisoquinolinyl, 1,2,3,4-tetrahydroquinolinyl, indolinyl, 8-
azabicyclo[3.2.1]octanyl, 9-azabicyclo[3.3.1]nonanyl, 3-
azabicyclo-[4.1.0]heptanyl and quinuclidinyl attached via a ring
carbon atom,

where pyrrolidinyl, piperidinyl, 1,2,3,4-tetrahydroisoquinolinyl,
1,2,3,4-tetrahydroquinolinyl, indolinyl, 8-azabicyclo[3.2.1]octanyl,
9-aza-bicyclo[3.3.1]nonanyl,  3-azabicyclo[4.1.0]heptanyl  and
quinuclidinyl may be substituted by 1 to 5 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, methyl, ethyl, cyclopropyl, cyclobutyl

and benzyl,

represents hydrogen,
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R® represents hydrogen, fluorine, chlorine, bromine, cyano, methyl, ethyl or
cyclopropyl,

R® represents hydrogen or fluorine,

and its N-oxides, salts, solvates, salts of the N-oxides and solvates of the N-oxides
and salts.

The compound of Claim 1 in which

A represents CH,,

R'  represents (C4-Cg)-alkyl, (C4-Cs)-cycloalkyl or phenyl,
where (C4-Cg)-akyl may be substituted up to six times by fluorine,
where (C4-Cg)-cycloalkyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl and methyl,
and
where phenyl may be substituted by 1 to 4 substituents independently of
one another selected from the group consisting of fluorine, chlorine,
difluoromethyl, trifluoromethyl and methyl,

R? represents (C;-Cg)-akyl, trifluoromethyl or cyclopropyl,

R® represents a group of the formula

1A 1B 1C 11 * L
.~ L L LS R or SNTOR™
N X Y NQo 12 H
H -7 8 g \.10 R
R R R R

where

* represents the point of attachment to the carbonyl group,

L™ represents abond,

L™ represents abond or methylene,
L' represents abond or methylene,

where methylene may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of

trifluoromethyl, (C;-Cy)-akyl, cyclopropyl and cyclobutyl,
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represents hydrogen, trifluoromethyl, (C;-Ce)-akyl, (Cs-Cg)-
cycloakyl or phenyl,
where (C;-Ce)-adkyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, hydroxy, (C;-Cy)-akoxy, phenyl,
phenoxy and benzyloxy,
where phenyl, phenoxy and benzyloxy for their part may be
substituted by 1 or 2 substituents selected from the group
consisting of fluorine and chlorine,
where (C3-Cg)-cycloakyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, methyl and ethyl,
and
where phenyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, chlorine, cyano and trifluoromethyl,

represents hydrogen, methyl or ethyl,

R’and R®  together with the carbon atom to which they are attached

form a 3- to 6-membered carbocycle or an oxetanyl,
tetrahydrofuranyl, tetrahydropyranyl, azetidinyl,
pyrrolidinyl or piperidinyl ring,
where the 3- to 6-membered carbocycle and the oxetanyl,
tetrahydrofuranyl, tetrahydropyranyl, azetidinyl,
pyrrolidinyl or piperidinyl ring may be substituted by 1 or 2
substituents independently of one another selected from the
group consisting of fluorine and methyl,

represents  hydrogen, trifluoromethyl, (C;-Ce)-akyl, (Csz-Ce)-

cycloakyl or phenyl,

where (C;-Cg)-alkyl may be substituted by 1 or 2 substituents

independently of one another selected from the group consisting of
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fluorine, trifluoromethyl, hydroxy, (C;-Cy)-akoxy, phenyl,
phenoxy and benzyloxy,
where phenyl, phenoxy and benzyloxy for their part may be
substituted by 1 or 2 substituents selected from the group
consisting of fluorine and chlorine,
where (C3-Cg)-cycloakyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, methyl and ethyl,
and
where phenyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, chlorine, cyano and trifluoromethyl,

represents hydrogen, methyl or ethyl,

R*and R  together with the carbon atom to which they are attached

form a 3- to 6-membered carbocycle or an oxetanyl,
tetrahydrofuranyl, tetrahydropyranyl, azetidinyl,
pyrrolidinyl or piperidinyl ring,

where the 3- to 6-membered carbocycle and the oxetanyl,
tetrahydrofuranyl, tetrahydropyranyl, azetidinyl,
pyrrolidinyl or piperidinyl ring may be substituted by 1 or 2
substituents independently of one another selected from the

group consisting of fluorine and methyl,

with the proviso that the radicals R’ and R® do not both represent phenyl,

or

R’ and R® together with the carbon atoms to which they are attached

and with the group L'® form a cyclopentyl, cyclohexyl,
azetidinyl, oxetanyl, pyrrolidinyl, tetrahydrofuranyl,
piperidinyl or tetrahydropyranyl ring,
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with the proviso that not more than one of the radical pairs R’ and R®, R®

and R and R’ and R° respectively, forms one of the carbo- or

heterocycles mentioned above,

Rll

R12

or

represents hydrogen or (C;-Cg)-alkyl,

where (C;-Cg)-adkyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine and trifluoromethyl,

represents hydrogen, (C;-Cy)-alkyl, cyclopropyl or cyclobutyl,
where (C;-Cy)-akyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of

fluorine and trifluoromethyl,

R™and R¥ together with the nitrogen atom to which they are attached

and

R13

form an azetidinyl, pyrrolidinyl, piperidinyl or morpholinyl
ring,

where the azetidinyl, pyrrolidinyl, piperidinyl and
morpholinyl ring may be substituted by 1 or 2 substituents
independently of one another selected from the group
consisting of fluorine, trifluoromethyl, methyl, ethyl,
cyclopropyl and cyclobutyl,

represents a bond or methylene,

represents pyrrolidinyl, piperidinyl, 1,2,3,4-
tetrahydroisoquinolinyl, 1,2,3,4-tetrahydroquinolinyl, indolinyl, 8-
azabicyclo[3.2.1]octanyl,  9-azabicyclo[3.3.1]Jnonanyl,  3-aza-
bicyclo[4.1.0]heptanyl and quinuclidinyl attached via a ring carbon
atom,

or

where pyrrolidinyl, piperidinyl, 1,2,3,4-tetrahydroisoquinolinyl,
1,2,3,4-tetrahydroquinolinyl, 8-azabicyclo[3.2.1]octanyl, 9-
azabicyclo-[3.3.1]nonanyl, 3-azabicyclo[4.1.0]heptanyl and
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quinuclidinyl may be substituted by 1 to 5 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, methyl, ethyl, cyclopropyl, cyclobutyl
and benzyl,

represents hydrogen,

represents hydrogen, fluorine, chlorine, methyl, ethyl or cyclopropyl,

represents hydrogen,

and its N-oxides, salts, solvates, salts of the N-oxides and solvates of the N-oxides
and salts.

The compound of Claim 1 in which

A represents CHo,
R represents a phenyl group of the formula
R14
R15 RlG
#
where
# represents the point of attachment to A,
and
R* R™and R* independently of one another represent hydrogen,
fluorine or chlorine,
with the proviso that at least two of the radicals R*, R™, R™ are different
from hydrogen,
R?®  represents methyl,
R® represents a group of the formula
1A 1B 1c 11 * L2
N, L L LS, R or N~ TR"™
N K e H
H 7 8 g \.10 R
R RR R

where
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represents the point of attachment to the carbonyl group,

represents a bond,

represents a bond,

represents a bond,
represents hydrogen, trifluoromethyl, (C;-Ce)-akyl, (Cs-Cg)-
cycloakyl or phenyl,
where (C;-Ce)-adkyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, hydroxy, (C;-C,)-akoxy and phenyl,

and
where phenyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine and chlorine,

represents hydrogen, methyl or ethyl,

represents hydrogen, trifluoromethyl, (C;-Cg)-akyl, cyclopropyl or
phenyl,

where (C;-Ce)-adkyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine, trifluoromethyl, hydroxy, (C;1-Cg4)-alkoxy and phenyl,

and

where phenyl may be substituted by 1 or 2 substituents
independently of one another selected from the group consisting of
fluorine and chlorine,

represents hydrogen, methyl or ethyl,

R?and R  together with the carbon atom to which they are attached

form a 3- to 6-membered carbocycle or an oxetanyl ring,

with the proviso that the radicals R’ and R® do not both represent phenyl,

or

R’andR®  together with the carbon atoms to which they are attached

and the group L*® form a cyclopentyl or cyclohexyl ring,
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with the proviso that not more than one of the radical pairs R? and R*® and
R’ and R®, respectively, forms one of the carbo- or heterocycles mentioned
above,
R™  represents hydrogen,
R represents hydrogen,
and
L?  representsabond,
R™  represents piperidin-2-yl, piperidin-3-yl, piperidin-4-yl or 1,2,3,4-
tetrahydroquinolin-4-yl,
where piperidin-2-yl, piperidin-3-yl and piperidin-4-yl may
be substituted by 1 to 5 substituents independently of one
another selected from trifluoromethyl and methyl,
and
where 1,2,3,4-tetrahydroquinolin-4-yl may be substituted by
fluorine or trifluoromethyl,
R*  represents hydrogen,
R® represents hydrogen, fluorine, chlorine or methyl,
R®  represents hydrogen,
and its N-oxides, salts, solvates, salts of the N-oxides and solvates of the N-oxides
and salts.

A process for preparing the compounds of the formula (1) as defined in Claim 1,
comprising:
[A]  reacting acompound of formula (I1)
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¥
o/A
6
R
= N 5
/ R
RN
R’ 0
O \

oy,
inwhich A, R', R?, R*, R° and R® each have the meanings given in Claim 1, and
T'  represents (C;-C4)-akyl or benzyl,
in an inert solvent in the presence of a suitable base or acid to give a carboxylic

acid of formula (111)

T
o/A
6
R
= /N
RZ
AN
R OH
© (),

inwhich A, R', R?, R*, R® and R® each have the meanings given above,
and this is subsequently reacted in an inert solvent under amide coupling

conditions with an amine of formula (1V-A) or (IV-B)

Ho L™ 1% & r™ 2
N N H L
'il >(8><10 N\R12A or SNTOOR™A
H RO RR R |
H
(IV-A) (Iv-B),

in which L™, L8, L' L% R’, R®, R%, and R each have the meanings given
above

and
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R™ R and R™ have the meanings given above for R, R® and R®,

respectively, or represent an amino protective group, for example tert-
butoxycarbonyl, benzyloxycarbonyl or benzyl,
or

[B] reacting a compound of formula (111-B)

o)
6
R
2\ =N
2
/ R
s XN
R
R* OH
O (111-B),

inwhich R?, R*, R® and R® each have the meanings given above,
in an inert solvent under amide coupling conditions with an amine of the formula

(IV) to give acompound of the formula (1-A) and (1-B),

0]
6
R NN
2
N
RN N /
R* /LX YL\ R 12
(o) s 9 N 12A / ~ 13A
(1-A) (1-B)

in which R?, R* R®, R®, LA L8, L€ L? R, R® R% R RY" R!? and R®*

each have the meanings given above,
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removing the benzyl group from the compound of formula (1-A) or (I-B) using
methods known to the person skilled in the art and reacting the resulting
compound of formula (V-A) or (V-B)

OH

6 OH
R N 6
/ s 2 R / N
R = 5
N / / R
R or =5 N
1A 1B 1c 1A
R4 ~L L BN 4 L2
o) ” N\R12A R Ve \R13A
Y RBRQ 10 o) N
(V-A) (V-B),

in which R?, RY, R®, R®, L™, L'®, L', L% R, R®, R’, R, R™, R™ and R™*
each have the meanings given above,

in an inert solvent in the presence of a suitable base with a compound of formula
(V1)

1
R—A |
X (v,

in which A and R! have the meanings given above and

X! represents a suitable leaving group, in particular chlorine, bromine, iodine,
mesylate, triflate or tosylate,

removing any protective groups present, and the resulting compound of formula

() is optionally converted with the appropriate (i) solvent and/or (ii) acid or base

into the solvate, salt and/or solvate of a salt thereof.

6. A pharmaceutical composition, comprising a compound of claim 1 and an inert,

non-toxic, pharmaceutically suitable auxiliary.

7. The pharmaceutical composition of claim 6, further comprising and an active

compound selected from the group consisting of an organic nitrate, an NO donor,
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a cGMP-PDE inhibitor, an agent having antithrombotic activity, an agent

lowering blood pressure, and an agent altering lipid metabolism.

8. The compound according to claim 1, wherein the compound of formula (1) is

selected from the group consisting of:

N-(9-Cyclopropyl-9-azabicyclo[ 3.3.1]non-3-yl)-8-[ (2,6-difluorobenzyl)oxy]-2-
methylimidazo[ 1,2-a] pyridine-3-carboxamide;

N-[(2R)-1-Aminohexan-2-yl]-8-[(2,6-difluorobenzyl)oxy]-2-methylimidazo[ 1,2-
alpyridine-3-carboxamide;
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ent-N-(1-aminopropan-2-yl)-6-chloro-8-[(2,6- difluorobenzyl)oxy]-2-methylimidazo[ 1,2-

a- pyridine-3-carboxamide;

NH,

N-[2-(1-Aminocyclohexyl)ethyl]-6-chloro-8-[(2,6-difluorobenzyl)oxy] -2-
methylimidazo[ 1,2-a]-pyridine-3-carboxamide;
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ent-N-[ 1-amino-3-ethoxypropan-2-yl)-6-chloro-8-[(2,6-difl uorobenzyl)oxy]-2-

methylimidazo[1,2-a]-pyridine-3-carboxamide (enantomier B);

/ /\
CH,
P
NH
0
CH,
HC CH,
/ N
HC \
CH,

8-[(2,6-difluorobenzyl)oxy]-2-methyl-N-(1,2,2,6,6-pentamethyl piperidin-4-

yl)imidazo[ 1,2-a] pyridine-3-carboxamide;
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ent-8-[(2,6-difluorobenzyl)oxy]-N-(6-fluoro-1,2,3,4-tetrahydroquinolin-4-yl)-2-

methylimidazo[ 1,2-a] pyridine-3-carboxamide (enantomier B);

H,C

NH
0 NH,

ent-N-(2-Amino-4,4,4-trifluorobutyl)-8-[ (2,6-difluorobenzyl)oxy]-2,6-
dimethylimidazo[ 1,2-a] - pyridine-3-carboxamide (enantiomer A);
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\H
0 NH,

ent-N-(2-Amino-4,4,4-trifluorobutyl)-8-[ (2,6-difluorobenzyl)oxy]-2,6-
dimethylimidazo[ 1,2-a] - pyridine-3-carboxamide (enantiomer B);

Z N=N
CH,
A { ¥ s
o }\!/\/\\/l\}'

6-chloro-N-{ 2-[ cyclopropyl (2,2-difluoroethyl)-amino] ethyl]} -8-[(2,6-
difluorobenzyl)oxy]-2-methylimidazo[ 1,2-a] pyridine-3-carboxamide;
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rac-N-(2-amino-2-methyl butyl)-8-[(2,6- difluorobenzyl)oxy]-2,6-dimethylimidazo[1,2-

aJ- pyridine-3-carboxamide;

ent-N-[(2S)-Amino-2-methyl butyl]-8-[(2,6-difluorobenzyl)oxy]-2,6-
dimethylimidazo[ 1,2-a] - pyridine-3-carboxamide (enantiomer A);
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ent-N-(2-Amino-2-methyl pentyl)-8-[(2,6-difluorobenzyl)oxy]-2,6-dimethylimidazo[ 1,2-
a pyridine-3-carboxamide (enantiomer B);

ent-N-(2-Amino-2-methyl pentyl)-6-chloro-8-[(2,6-difluorobenzyl)oxy]-2-
methylimidazo[ 1,2-a]-pyridine-3-carboxamide (enantiomer A); and

N-(2-Amino-2-methylpropyl)-2,6-dimethyl-8-[(2,3,6-trifluorobenzyl)oxy]imidazo[ 1,2-
alpyridine-3-carboxamide.

9. The compound according to claim 1, wherein the compound is selected from the

group consisting of:
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N-[(2R)-1-Aminohexan-2-yl]-8-[(2,6-difluorobenzyl)oxy]-2-methylimidazo[ 1,2-
alpyridine-3-carboxamide;

8-[(2,6-difluorobenzyl)oxy]-2-methyl-N-(1,2,2,6,6-pentamethyl piperidin-4-
yl)imidazo[ 1,2-a] pyridine-3-carboxamide;
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NH
0 NH,

ent-N-(2-Amino-4,4,4-trifluorobutyl)-8-[ (2,6-difluorobenzyl)oxy]-2,6-
dimethylimidazo[ 1,2-a] - pyridine-3-carboxamide (enantiomer A);

\H
0 NH,

ent-N-(2-Amino-4,4,4-trifluorobutyl)-8-[ (2,6-difluorobenzyl)oxy]-2,6-
dimethylimidazo[ 1,2-a] - pyridine-3-carboxamide (enantiomer B);
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rac-N-(2-amino-2-methyl butyl)-8-[(2,6- difluorobenzyl)oxy]-2,6-dimethylimidazo[1,2-

aJ- pyridine-3-carboxamide;

ent-N-[(2S)-Amino-2-methyl butyl]-8-[(2,6-difluorobenzyl)oxy]-2,6-
dimethylimidazo[ 1,2-a] - pyridine-3-carboxamide (enantiomer A);
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ent-N-(2-Amino-2-methyl pentyl)-8-[ (2,6-difluorobenzyl)oxy]-2,6-dimethylimidazo[ 1,2-

a pyridine-3-carboxamide (enantiomer B);

ent-N-(2-Amino-2-methyl pentyl)-6-chloro-8-[(2,6-difluorobenzyl)oxy]-2-
methylimidazo[ 1,2-a]-pyridine-3-carboxamide (enantiomer A); and

N-(2-Amino-2-methylpropyl)-2,6-dimethyl-8-[(2,3,6-trifluorobenzyl)oxy]imidazo[ 1,2-
alpyridine-3-carboxamide.

10.  The compound according to claim 1, wherein the compound of formula(l) is ent-
8-[(2,6-difluorobenzyl)oxy]-N-(6-fluoro-1,2,3,4-tetrahydroquinolin-4-yl)-2-
methylimidazo[ 1,2-a] pyridine-3-carboxamide (enantomier B):



11.  The compound according to claim 1, wherein the compound of formula(l) is
selected from the group consisting of the enantiomers of ent-N-(2-Amino-4,4,4-
trifluorobutyl)-8-[(2,6-difluorobenzyl)oxy]-2,6-dimethylimidazo[ 1,2-a]-pyridine-3-

carboxamide:

NH

12. The compound according to claim 1, wherein the compound of formula(l) is ent-
N-[(2S)-Amino-2-methyl butyl]-8-[(2,6-difluorobenzyl)oxy]-2,6-dimethylimidazo[ 1,2-a] -

pyridine-3-carboxamide (enantiomer A):
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H,C NH,

CH,

13.  The compound according to claim 1, wherein the compound of formula(l) is ent-
N-(2-Amino-2-methylpentyl)-8-[(2,6-difluorobenzyl)oxy]-2,6-dimethylimidazo[ 1,2-

a|pyridine-3-carboxamide (enantiomer B):



