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1. Compound of the formula (I)

in which

A

0 (D,

deuterium, chlorne, iodine, difluoromethyl,

J-alkyl,  {Cp-Cg-alkenyl, (Cy-Cy-alkynyl,
yl or 5 or 6-membered heteroaryl which is

represents hydroge
trifluoromethyl,  (C;-
cyclopropyl, cyclobutyl, ph

attached via carbon,

in which (Cy-Ce)-alkyl, (C-Oy)-alkenyl, (C2-Cy)-alkynyl, pheny! and
5- or 6-membered heteroaryl which 1\ attached via carbon may each be
substituted by 1 to 3 substituents selectdq independently of one another
from the group comprising cyano,\ fluorine, diflucromethyl,
trifluoromethyl, (C;-C4)-atkyl, difluoromethoxy,Xrifluoromethoxy, (C,-Cs)-
alkoxy, (C,-C;)-alkoxycarbonyl, hydroxy, hydrox¥kearbonyl, cyclopropyl,

cyclobutyl and -{C=0)-NR*R?,
in which

(Cy-Cg)-alkyl may be substituted by an -NR” R™ group,
it which

R represents hydrogen, methyl or ethyl,
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in which
ethyl may be substituted by 1 to 3 fluorine substituents,
R represents hydrogen, (C;-Cy)-alkyl, {(C=0)-R" or -S{0), R,
in which
(C1-Cy)-alkyl may be substituted by 1 o 3 fluorine substituents,
and in which
R¥  represents (C;-Cy)-alkyl or (Cs-Cs)-cycloalkyl,

R'®  represents (C}-Cy)-alkyl or (C5-Cs)-cycloalkyl,

together with the nitrogen atom to which they are attached

form a 4- to 7-membered heterocycle,

{n which the 4- to 7-membered heterocycle for its part may
beé\substituted by 1 or 2 substituents independently of one
anot¢r selected from the group consisting of
ethyl, (Cy-C,)-alkyl, hydroxy and oxo,

and in which
RY represents hydrogen or ( ,
R¥?  represents hydrogen or (C,-Cy

in which (C;-C,}-alkyl for its partYpay in each case be substituted
by hydroxy or fluorine,

or

R* andR”  together with the atom to which they aig attached form a 4-

to 7-membered heterocycle,
L represents a #-CR¥*R®-(CR™R"®),,-#* group

where
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ig the point of attachment to the carbonfl Zroup,
is the point of attachment to the pyrimidine or friazine ring,
represents a nomber O, 1 or 2,
represents hydrogen, fluorine, (C,-C,)-alkyl, hydroxy or amino,

in which (C;-Ci)-alkyl may be substituted by 1 to' 3 substituents
independently of one another selectgd from the group consisting of
fluorine, trifluoromethyl, hydroxy, (Cl—C4j-alkoxy, hydroxycarbonyl, (C,-

C,)-alkoxycarbonyl and amino,

repxesents hydrogen, fluorine, diftuoromethyl, trifluoromethyl, (Cy-Ce)-
alkyl,\ (C3-C¢)-alkenyl, cyano, (Ci;-C;)-cycloalkyl, difluoromethoxy,

independently of'\Qne another from the group consisting of (C,-C,)-alkoxy,
fluorine, cyano, trifforomethyl, (Cy-Cs)-cycloalkyl, difluoromethoxy and
trifluoromethoxy,

in which (C,-C,)-atkoxy mayNye substituted by phenyl,
and in which
M represents a bond or {C;-C,)-alRypediyl,

R®  represents -(C=0)-OR%, -(C=0)-NRR’, -C=S)-NR*R®, -NR®-
(C=0)-R", -NR*(C=0)-OR", -NR®:-{(=0)-NRR", -NR®-$0,-
NR°RY, -NR®-SO,-R", -8(0)-R', SO, NR’R®’, 4- to 7-
membered heterocyclyl, phenyl, benzyl or\3- or 6-membered
heteroaryl,
in which

T represents the number 0 or 1,

] represents the pumber 0, 1 or 2,

R® R® and RY? independently of one another each represent
hydrogen, (C,-Ce}-alkyl, (Cs-Cg)-cycloalkyl,
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4- 10 7-membered beterocyclyl, phenyl or 5-

or 6-membered heteroaryl,
or

R® and R® together with the atom(s) to which they are
respectively attached form a 4- to 7-membered

heterocycle,

in which the 4- to 7-membered heterocycle for iis
part may be substituted by 1 or 2 substituents
independently of one another selected from the
10 group cousisting of cyano, trifluoromethyl, (C,-
Ce)-alkyl, hydroxy, oxo, (C;-Cg)-alkoxy,
triflucromethoxy, (C,-Cs)-alkoxycarbonyl, amino,
mono-(C)-Ce)-alkylamino ~ and di-(Ci-Ce)-

alkylamino,
15 or

RPand R!® \ together with the atom(s) to which they are
ectively attached form a 4- to 7-membered

hetekoeycle,

in whichhe 4- to 7-membered heterocycle for its
20 part may b  substituted by 1 or 2 substituents
' independently &f one anmother selected from the
group consisting ®f cyano, triftuoromethyl, (Ci-
Cglalkyl, hydrox3
trifluoromethoxy, (Cl—\ ‘
25 , mono-{C,-Cg)-alkylamino

alkylamino,

oxo, (C;-Cg)-alkoxy,
-alkoxycarbonyl, amino,
and dl-(C1 "CG)"

R represents (C;-Cg)-alky! or (C5-C;)-cycloa
or

R®andR!"  together with the atom(s) to which th
30 ' respectively attached form a 4- to 7-memb ed

are

heterocycle,
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in which the 4- {o 7-membered heterocycle for its
part may be substituted by 1 or 2 substituents
independently of one another selected from the
group consisting of cyano, trifluoromethyl, (Ci-
Co-alkyl, hydroxy, oxo, (C;-Cg)-alkoxy,
trifluoromethoxy, (C;-Cs)-alkoxyecarbonyl, amino,
mono-(C;-Cg)-alkylamino and di-(C;-Ce)-
alkylamino,

and

in which 4- to 7-membered heterocyclyl, phenyl and 5- or 6-
membered heteroaryl for their part may be substituted by 1 to 3
substituents independently of one another selected from the group
consisting of halogen, cyano, difluoromethyl, trifluoromethyl, (C;-
-alkyl, (C3-Cy)-cycloalkyl, hydroxy, oxo, thioxo and (Cy-Cs)-

in which the Morementioned (C(-Cq)-alkyl, (Ci-Cs)-alkyl, (C5-Cs)-
cycloalkyl and 4\jo 7-membered heterocyclyl groups, unless stated
otherwise, may each, independently of one another additionally be
substituted by 1 to 3\substituents independently of one another
selected from the group\consisting of fluorine, difluoromethyl,
trifluoromethyl, (C)-Co)-akkyl, (C5-Cy)-cycloalkyl, hydroxy,
diflucromethoxy, trifluckpmethoxy, (C,-Cy)-alkoxy,
hydroxycarbonyl, (C;-C,)-alkoxycbonyl, amino, phenyl, 4- to 7-
membered heterocyclyl and 5- or 6-mdmbered heteroaryl,

together with the carbon atom to which they e attached form a
(Cy-Cy)-alkenyl group, an oxo group, a 3- X0 6-membered

carbocycle or a 4- to 7-membered heterocycle,

in which the 3- to 6-membered carbocycle and the
membered heterocycle may be substituied by 1 or 2 substNgents
independently of one another selected from the group consistinof
fluorine and (C;-C;)-alkyl,
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R™  represents hydrogen, fluorine, (C;-Cy)-alkyl, (C,-Cq)-alkoxycarbonyi or
hydroxy,

R™  represents hydrogen, fluodne, (C,-C4)-alkyl or trifluoromethyl,

R! represents  hydrogen, fluorine, cyano, (C;-Cy)-alkyl, (C,-Cs}-alkoxy,
triflnoromethyl, difluoromethyl, (Cs-Cg)-cycloalkyl or halogen,

R’ represents benzyl, 3,3,3-trifluoroprop-1-yl, 4,4,4-triflucrobut-1-yl or 3,3,4,4.4-
pentafluorobut-1-yi,

where benzyl is substituted by 1 to 3 substituents independently of one another
selecied from the group consisting of fluorine, chlorine, (C;-Cy)-alkyl, cyclopropyl

R? represents drogen, cyano, (C,-Cg)-alkyl, (C,-Cs)-alkoxy, friflncromethyl,
difluoromethyl og (C5-Ce)-cycioalkyl,

R’ represents hydrogen\ cyano, (C,-Cy)-alkyl, (C;-Cs)-alkoxy, trifluoromethyl,
difluoromethyl or (Cs-Cy-cycloaikyl,

and the N-oxides, salts, solvates, sal{s of the N-oxides and solvates of the N-oxides or salts

thereof.
2. Compound of the formula (I) according to Clsjm 1, in which
A represents nitrogen or CR®,
where

R® represents hydrogen, deuterium, chloNne, iodine, diflucromethyl,
trifluoromethyl, (C)-Cg)-alkyl, vinyl, , ethynyl, cyclopropyl,
cyclobutyl, phenyl, pyrazol-3-yl, pyrazol-4-yl, zol-5-yl, pyrrol-5-yl,
1,3-thiazol-3-y1, 1,3,4-thiadiazol-5-yl or pyridyl,

in which (C,-Ce)-alkyl, vinyl, allyl, ethynyl, phexyl, pyrazol-3-yl,
pyrazol-4-yl, pyrazol-3-yl, pyrrol-5-yi, 1,3-thiazol-5-yl, 1,3¥-thiadiazol-5-
yl and pyridyl may be substituted by 1 or 2 substituents independently of
one another selected from the group consisting of fluorin

difluoromethyl, trifluoromethyl, methyl, ethyl, isopropyl, methoxy,




10

15

20

W02013/104793

PCT/EP2013/050381

- 254 -

hydroxy, (Ci-Cs)-alkoxycarbonyl,  hydroxycarbonyl,  cyclopropyl,
cyclobutyl and -(C=0)-NR*R%,

in which

(C)-Ce)-alkyl may be substituted by an -NR" R group,

in which

RY represents hydrogen, methyl or ethyl,

in which

ethyl may be substituted by 1 to 3 fluorine substituents,
represents hydrogen, (C,-Cy)-alkyl, -(C=0)-R" or -S(0),-R®,
in which

-Cy)-alkyl may be substituted by 1 to 3 fluorine substituents,

or

R%¥andRM™  together with the\pitrogen atom to which they are attached
form a 4- to 6-membered heterocycle,
in which the 4- to §-mempered heterocycle for its part may
be substituted by 1 or 2 sukstituents independently of one
another selected from the group consisting of
trifluoromethyl, (C,-Ca)-alkyl and oxo,

and in which

R*  represents hydrogen or (C,-C4)-alkyl,

R*?  represents hydrogen or (C,-C,)-alkyl,
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in which (C,-Cy)-alkyl for its part may in each case be substituted
by hydroxy or fluorine,

or

R¥ and R®  together with the atom to which they are attached form a 4-

to 7-membered heterocycle,

represents a #-CR¥*RB(CR™R™®),-#, group

here

5
#l
#
10 m
ROA
R®
15
20
25

is the point of attachment to the carbonyl group,

e point of attachment to the pyrimidine or triazine ring,
represyuts a number 0 or 1,
represents Nydrogen, fluorine, methyl, ethyl, hydroxy or amino,

represents hyd\gen, fluorine, diffeoromethyl, triflnoromethyl, (C;-Cy)-
alkyl, (C,-Cg)-alkduyl, cyano, cyclopropyl, cyclobutyl, cyclopentyl or a
group of the formula \M-R™,

in which (C,-Cy)-alkyl Ypay be substituted by 1 to 3 substituents
independently of one anothex, selected from the group consisting of (C-
Cy)-alkoxy, fluorine, cyano, Xifluoromethyl, cyclopropyl, cyclobutyl,

cyclopentyl, difluoromethoxy and tNfluoromethoxy,

in which {C4-C,4)-alkoxy may be substitXed by phenyl,

and in which

M represents a bond, methylene, ethane-1,2-Xiyl or propane-1,3-diyl,

R?  represents -(C=0),-0R%, ~(C=0)NRR®, -8(=8)-NR®R’, -NR®.
(C=0)-0R", NRE(C=0)-NR°R'?, oxadiazolonyl,
oxadiazolothionyl, phenyl, oxazolyl, thiazolyl, pyraXplyl, triazolyl,
oxadiazolyl, thiadiazolyl, pyridyl, pyrimidinyl or p
in which

I represents the number O or 1,
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R®and R’ independently of one another each represent
hydrogen, methyl, ethyl, isopropyl, cyclopropyl,
cyclobutyl, cyclopentyl, oxetanyl, azetidinyl,
tetrahydrofuranyl, pyrrolidinyl, tetrahydropyranyl,
piperidinyl, piperazinyl, morpholinyl, phenyl,
pyrazolyl or pyridyl,

in which methyl, ethyl and isopropyl may
additionally be substituted by 1 or 2 substituents
independently of one another selected from the
group consisting of fluorine, diflucromethyl,
trifluoromethyl, cyclopropyl, cyclobutyl,
cyclopentyl, hydroxy, diflucromethoxy,

trifluoromethoxy, methoxy, ethoxy,
hydroxycarbonyl, methoxycarbonyl,
ethoxycarbonyl and amino,

R™ N\ is methyl, ethyl, isopropyl, cyclopropyl, cyclobutyl,

clopentyl,
and

in which oxadidgplony], oxadiazolethionyl, phenyl, oxazolyl,
thiazolyl, pyrazolyl, \riazolyl, oxadiazolyl, thiadiazolyl, pyridyl,
pyrimidinyl and pyraziny] for their part may be substituted by 1 or
2 substituents independenNy of one another selected from the
group consisting of fluoring, chlorine, cyano, difluoromethyl,
trifluoromethyl, methyl, ethyl\ isopropyl, 2,2,2-trifluoroethyl,
1,1,2,2,2-pentafluoroethyl, c¥clopropyl, cyclobutyl,
cyclopropylmethyl, cyclobutylmethylN hydroxy, methoxy and

ethoxy,

together with the carbon atom to which they are
cyclopropyl, cyclobutyl, cyclopentyl, azetidinyl, te
pyrrolidinyl or tetrahydropyranyl ring,

tetrahydrofuranyl, pyrrolidinyl and tetrahydropyranyl ring may Re
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substifuted by 1 .or 2 substituents independently of one another

selected from the group consisting of fluorine and methyl,
R’™  represents hydrogen, fluorine, methyl, ethyl or hydroxy,

R™  represents hydrogen, fluorine, methyl, ethyl, triflugromethyl or (C;-Cq)-
alkoxycarbonyl,

represents hydrogen or fluorine,

presents benzyl, 3,3,3-triflucroprop-1-yl, 4,4,4-triflucrobut-1-yl or 3,3,4,4,4-
peXafiuorobut-1-yl,

10
R? represents hydrogen, methyl or trifluoromethyl,
R represents hydrogen,
and the salts, solvates and solvatedof the salts thereof,
3. Compound of the formula (1) accordin) to Claim 1 or 2, in which
15 A represents nitrogen or CR?,

where

R’ represents hydrogen, (C;-Cg)-alkyl, Wnyl, ethynyl, pyrazol-5-yl, pyrrol-5-
yl, 1,3-thiazol-5-yl, 1,3,4-thiadiazol-5-yNor pyridyl,

in which (C,-Cq¢)-alkyl, vinyl and ethynyl may be substituted by 1 methyl,
20 trifluoromethyl,  methoxy, ethoxy, hydxpxy, methoxycarbonyl,

ethoxycarbonyl, eyclopropyl or -(C=0)-NR*R* siistituent,
in which pyridyl may be substituted by 1 methoxy subst

in which 1,3-thiazol-5-yl and 1,3,4-thiadiazol-5-yl indepeddently of one
another may be substituted by 1 or 2 substituents selected frong the group
25 consisting of methy! and ethyl,

in which pyrrol-5-yl may be substituted by methyl and cyano,



10

20

WO02013/104703

Rﬁl’t

PCT/EP2013/050381

- 258 -
and in which
R represents hydrogen or (Ci-Cs)-alkyl,
R*?  represents hydrogen or (C;-Cy)-alkyl,
or
represents a -CH,-NR" R¥or -CH,-CH,-NR'* R group,
in which
R®  represents hydrogen, methyl or ethyi,
represents hydrogen, methyl, ethyl, -(C=0)-R" or -S(0),-R'S,
in which

1 may be substituted by 1 to 3 fluorine substituents,

or

RPandR™  together with the Ritrogen atom to which they are attached

form a 5- or 6-memb¥red heterocycle,

in which the 5- or 6-mem¥ered heterocycle for its part may
be substituted by oxo,

represents a # -CR**R®®(CR™R®),-# group
where

is the point of attachment to the carbonyl group,
is the point of attachment to the pyrimidine or triazine ring,
is a number 0,

represents hydrogen, methyl, ethyl, hydroxy or amino,
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R®  represents hydrogen, fluorine, difluoromethyl, trifluoromethyl, 1,1,2,2,2-

pentafluoroeth-1-yl, methyl, ethyl, allyl, but-3-en-1-yl or a group of the
formula -M-R",

in which methyl and ethyl may be substituted by 1 to 3 substituents

independently of one another selected from the group consisting of

fluorine, cyano, trifluoromethyl, cyclopropyl, cyclobutyl, diflnoromethoxy, -

trifluoromethoxy, methoxy and ethoxy,

or

RGA and RGB

represents hydrogen or flucrine,

in which methoxy and ethoxy may be substituted by phenyl,

and in which

represents a bond,

presents -(C=O},-NR3R9 or 1,3,4-thiadiazol-5-yl,

r repeesents the number 1,

hydsogen or cyclopropyl,
and

in which 1,34-thiadiazol-5-

substituents independently of on

may be substifuted by 1 or 2
another selected from the group

consisting of fluorine, trifluorometh, methyl and ethyl,

together with the carbon atom to which they e attached form a
cyclopropyl, cyclobutyl, cyclopentyl, azetidinyl, t\rahydrofuranyl,

pyrrolidinyl or tetrahydropyranyl ring,

in which the cyclopropyl, cyclobutyl, cyclopentyl, tidinyl,

tetrahydrofuranyl, pyrrolidinyl and tetrahydropyranyl ring be
substituted by 1 or 2 substifuents independently of one ano

selected from the group consisting of fluorine and methyl,
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R? is a group of the formula
R20
13

17 18

* id\the point of attachment to the pyrazolopyridine,

3 and
R, R RQand R®  independently of one another represent hydrogen, fiuorine,
methyl or methoxy,
with the proviso Xat at least one of the radicals R'7, R'®, R or R is different
from hydrogen,
10 and
with the proviso that at least od¢ of the radicals R, R*, R" or R® is hydrogen,
or

R*  represents 3,3,3-trifluoroprop-1-yl or 3,\4,4,4-pentaflucrobut-1-yl,
R*  represents hydrogen, methyl or trifluorometh
15 R represents hydrogen,
and the salts, solvates and solvates of the salts thereof.
4. Compound of the formuta (I} according to Claim 1, 2 or 3, in whic
A represents nitrogen or CR’,
where

20 R®  represents hydrogen, methyl, ethyl, propyl, vinyl, ethynyl, pydzol-5-y],
pyrrol-5-yl, 1,3-thiazol-5-yi, 1,3,4-thiadiazol-5-yl or pyridyl,
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in which methyl, ethyl, propyl, vinyl and ethynyl may be substituted by 1
methyl, trifluoromethyl, methoxy, ethoxy, hydroxy, methoxycarbonyl,
ethoxycarbonyl, cyelopropyl or -(C=0)-NR™R* substituent,

in which pyridyl may be substituted by 1 methoxy substituent,

in which 1,3-thiazol-5-yl and 1,3 4-thiadiazol-5-y] independently of one
another may be substituted by 1 or 2 substituents selected from the group
consisting of methyl and ethyl,

in which pyrrol-5-yl may be substituted by methyl and cyano,
and in which

represents hydrogen,

represents hydrogen,

or
represents a -8H>-NR"” R%or -CH,-CH,-NR" R™ group,
in which
RP  represents hydiRgen or methyl,
R represents hydrogen\methyl, ethyl, (C=0)-R" or -S(0),-R",
in which
ethyl may be substituted by 1 % 3 fluorine substituents,
and in which
R"Y represents methyl, ethyl or cycipropyi,
R represents methyl, ethyl or cycloproiyl,

or

RYandR™  together with the nitrogen atom to which thelyare attached

form a 5-membered heterocycle,
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in which the S-membered heterocycle for its part may be
substituted by oxo,

represents a # -CRO*R®B-(CR™R™),,-# group,

where

is the point of attachment to the carbonyl group,

is the point of attachment to the pyrimidine or triazine ring,
is a number O,

represents hydrogen, methyl, ethyl, hydroxy or amino,

epresents  hydrogen, trifluoromethyl, 1,1,2,2,2-pentafluoroeth-i-yi,
m¥thyl, ethy), allyl, but-3-en-1-yl or a group of the formula -M-R'%,

in which methyl and etbyl may be substituted by 1 to 2 substituents
independintly of one another selected from the group consisting of

fluorine, triNuoromethyl, cyclopropyl, cyclobutyl, methoxy and ethoxy,
in which\methoxy and ethoxy may be substituted by phenyl,

and in which

M represents & bon

\

R represents -(C=O)-N ng or thiadiazolyi,

in which
r represents the number B
R®and R’ independently of Wne another each represent

hydrogen or cycloprop¥,

R and R®  together with the carbon atom o which they Mg attached form a

represents hydrogen or ﬂuofine,

cyclobutyl or cyclopentyl ring,
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is a group of the formula

20

R19

7 18

?and R®  independently of one another represent hydrogen, fluorine,

methy! or methoxy,

with the proviso Yat at least one of the radicals RY, R'], R or R is different

from hydrogen,
with the proviso that at ledgt one of the radicals R', R'®, R" or R is hydrogen,
and

with the proviso that in each casd\only one of the radicals R', RS, R or R¥

represents methyl or methoxy,
represents 3,3,3-trifluoroprop-1-yl or 3,3,4,4,4-pentafluorobut-1-yl,
represents hydrogen, methyl or trifluoromethyl,

represents hydrogen,

represents nitrogen or CR’,
where

R°  represents methyl or pyrazol-5-yl,
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in which methyl is substituted by an -NR'> R* groﬁp,

in which

R"®  represents hydrogen,

R  represents hydrogen, methyi, ethyl or -S(0),-R'®,
in which
ethyl may be substituted by 1 to 3 fluorine substituents,
and in which

R'®  represents methyl or cyclopropyl,

R¥andR!  together with the nitrogen atom to which they are attached

form a 5-membered heterocycle,

in which the 5-membered heterocycle for its part may be

shpstituted by oxo,
L represents a #-CRAREE-(CR™AR™)+#2 group,
where
# is the point of attachment to thacarbonyl group,
# is the point of attachment to the pytNmidine or triazine ring,
m is a number 0,
R*  represents methyl,
R*®  represents methyl,
represents hydrogen or fluerine,

is a group of the formula
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is the point of attachment to the pyrazolopyridine,

5, R andR™  independently of one another represent hydrogen, fluorine,

methyl or methoxy,

5o that at least one of the radicals R!?, R RY or R¥ is different

from hydrogen,

with the pro

with the proviso that 3 least one of the radicals R', R", R™ or R is hydrogen,
and

with the proviso that in each ase only one of the radicals R”, R', R'® or R®

represents methyl or methoxy,
R? represents hydrogen, methyl or trifluor
R*  represents hydrogen,
and the salts, solvates and solvates of the salts thereof.

6. Compound of the formula (I} according to Claim 1, 2, 3,4 or

A represents nitrogen or CR,

where

R®  represents hydrogen,
L represents a #'-CR*R®®(CR™R"®),,-# group,

where

# is the point of attachment to the carbonyl group,



R2

WO02013/104703
#2
m
RﬁA
RSB
5
10
15
20
25
Rl

represents hydrogen or fluorine,

is a group of the formula

PCT/EP2013/050381

- 266 -

is the point of attachment to the pyrimidine or triazine ring,

represents a number 0,

TEPIESEnts amino,

represents hydrogen, fluorine, difluoromethyl, trifluoromethyl, methyl,

ethyl, cyelopropyl, cyclobutyl, cyclopentyl or a group of the formula —M-

R12

in which methyl and ethyl may be substituted by 1 to 3 substituents

independently of one another selected from the group consisting of

orine, cyano, trifluoromethyl, cyclopropyl, cyclobutyl, diflnoromethoxy,

triflkoromethoxy, methoxy and ethoxy,

repres¢nts a bond,

represents \C=0)-NR°R’, phenyl, thiazolyl, triazolyl, oxadiazolyl,
thiadiazoly] o\pyrimidinyl,

in which

T represents the nxmber 1,

R and R’ independent of one another each represent
hydrogen or cycippropyl,

and

in which phenyl, thiazolyl, triazolyl, oxa¥jazolyl, thiadiazolyl and
pyrimidinyl may each in turn be substituted\yy 1 or 2 substituents
selected independently of one another from the Yroup consisting of
fluorine, diflucromethyl, trifluoromethyl, methyl, thyl, isopropyl,
2,2,2-trifluorcethy),  1,1,2,2,2-pentafluoroethyl, yelopropyl,
cyclobutyl, cyclopropylmethyl and cyclobutylmethyl,
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18 R'% and R® independently of one another represent hydrogen, fluorine,

methyl or methoxy,

with the pro¥so that at least one of the radicals RV, R, R or R™ is different
from hydrogen,
with the proviso that % least one of the radicals R', R, R" or R¥ is hydrogen,

and

with the proviso that in each'gase only one of the radicals RY, R, R" or R®

represents methyl or methoxy,
represents hydrogen or methyl,

represents hydrogen,

represents nitrogen or CR?,

where

R’  represents hydrogen,

represents a #'-CR*R%®-(CR™R™),,-# group,
where

#! is the point of attachment to the carbonyl group,
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where
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# is the point of attachment to the pyrimidine or triazine ring,

m is a number 0,
R®  represents hydroxy,
R®  represents 2,2,2-triflucroethyl, pentafluoroethyl or (C-Cs)-alkyl,

in which (C,-Cy)-alkyl is substituted by 1 substituent selected from the
group consisting of (C,-C,)-cycloalkyl, difluoromethoxy, triflnoromethoxy
and (C;-Cy)-alkoxy,

represents hydrogen or fluorine,

is a group\pf the formula

is the point of attachment to the pyragolopyridine,
and

R7, R, R andR® independently of one\another represent hydrogen, fluorine,

methyl or methoxy,

with the proviso that at least one of the radicals RY, R'®, R™ or R? is different

from hydrogen,
with the proviso that at least one of the radicals RY R® R'W R® is hydrogen,
and

with the proviso that in each case only one of the radicals R, RX, R” or R®

represents methyl or methoxy,

represents hydrogen or methyl,
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R represents hydrogen,

and the salts, solvates and solvates of the salts thereof.

Compounds
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and the salts, solvates and solvates of the salts thereof.
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9. Process for preparing compounds of the formula (I} as defined in Claims 1 to 8,

characterized in that a compound of the formula (IT)

in whick R', R?, R® and R* each have the meanings given above

5 [A]  isrégcted in an inert solvent in the presence of a suitable base with a compound of
the forxgula (IIT)
NC CN
o L
1 Y
© am,

in which L has the me
T! represents (Ci-Cy)-a

10

in which I, R}, R?, R® and R* each have the meanings given above>

this is then converted with isopentyl nitrite and a halogen equivilent into a
compound of the formula {V)
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in which L, R?, R? R? and R? cach have the meanings given above and
x! resents chlorine, bromine or iodine,

and this is theX reacted in an ineri solvent, in the presence of a suitable transition

5 metal catalyst, to give a compound of the formuia (I-A)

in which L, R}, R?, R® and R* each have the meaningy given above,
or

[B]  isreacted in an inert solvent in the presence of a suitable base\with a compound of
10 the formula (VI)
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O V1)

in which L and R® each have the meanings given above and
T represents (C;-Cy)-alkyl,

give a conapound of the formula (VII)

10 in which L, R, R%, R?, R%, R® and T® each have the meanings given above,
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this is subsequently converted in an inert solvent into a corrssponding azide

compound and this is reduced directly to give a compound of the formula (IX)

or

10 ] is reacted in an inert solvent in the presence of a suitable

hydrate to give a compound of the formula (X)
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in which L, R!, R% R?, R* and T* each have the meanings given'ybove,

10 this is then converted with phosphoryl chloride into a compound \of the formula
(X1
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)\'<N
—
Cl

L

O\(
4/
0

in whih L, R', R?, R?, R* and T* each have the meanings given above,

A
.

(X

and this is reacted Njrectly with ammonia to give a compound of the formula (XIV)

(XIv)

5 in which L, R', R?, R®, R*and T* each have th eanings given above,

and finally cyclized in an inert solvent, optionally in the presence of a suitable

base, {0 give a compound of the formula (I-C)
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in (XV-A) represents (C,-Cy)-alkeNyl or (C;-Cy)-alkynyl,

in -B), (XV-C) and (XV-D) rdpresents halogen, difluoromethy?,
trifluoromethyl,  (C,-Cjl-alkyl, (CACy)-alkenyl, (C»-Cs)-alkynyl,
cyclopropyl, cyclobutyl, phenyl or 5- or 6-mdmbered heteroaryl,

in which (Ci-Cs)-alkyl, (C,-C,)-alkenyl, (!
5- or 6-membered heteroaryl may be substituted

-C4)-alkynyl, phenyl and
1 to 3 substituents
independently of one another selected from the

fluorine, diffuoromethyl, trifluoromethyl, (C,-Cy)-alkyl,

oup consisting of
ifluoromethoxy,
trifluoromethoxy, (C;-Cy)-atkoxy, (C;-Cy)-alkoxycarbony
and cyclobutyl,

cyelopropyl
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T is hydrogen or {C,-Cy)-alkyl, or botk R" radicals together form a -
C(CH;},-C(CHs)- bridge,

and

X3 represents bromine or iodine,

5 to give a compound of the formula (I-D)
R
I-D)

in which n, L, R', R% R?, I and R** each have the meanings given above,

or

[E] a compound of the formul¥ (V) is converted by reaction with a compound
10 of the formula (XVI)

R25_Y (

in which R* represents 4-methoxybenzyl (PMB)\or trimethylsilylethyloxymethyl

(SEM)
15 and

Y represents chiorine,

in an inert solvent in the presence of a suitable base into a compoun of the formula

(XVID
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X‘l
(XVI)
S5A 5A
R \ZER or g "
(XV-A) XV-C) (XV-D),

in which
R in (XV-A) represents (C,XC4)-alkenyl or (Cp-C.)-alkynyl,

R* in (XV-B), (XV-C) and (RY-D) represents halogen, difluoromethyl,
10 trifluoromethy!,  (C,-Cy)-alky (Cy-Cy)-alkenyl,  (Cy-Cy)-alkynyl,
cyclopropyl, cyclobutyl, phenyl or 5\ or 6-membered heteroaryl,

in which (Cy-Ce)-alkyl, (C-C.)-alkenyl, (C,-Cy)-alkynyl, phenyl and
5- or 6-membered heteroaryl may be subdtituted by 1 to 3 substituents
independently of one another selected from thX group consisting of cyano,
15 fluorine, diflueromethyl, trifluoromethyl, (C-Cskalkyl, difluoromethoxy,
trifluoromethoxy, (Ci-Cy)-glkoxy, (C;-Ca)-alkorycarbonyl, hydroxy,
hydroxycarbonyl, cyclopropyl and cyclobutyl,

T2 . is hydrogen or (C;-Co-alkyl, or both R" radicals tog
C(CH;),-C(CHs).- bridge,

20 and
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x3 represents bromine or jodine,

to give a compound of the formula (XVII)

(XVID)

in which n, I\NR}, R%, R?, R, R** and R*® each have the meanings given above,

5 and from this the RMB protective group is removed by reaction with a mixture of
trifluoromethanesniphonic anhydride and trifluoroacetic acid or frifluoroacetic acid
and trifinoromethanesulRhonic acid or cerium(IV) ammonium nitrate and the SEM

protective group by reacNen initially with trifluoroacetic acid and then with

aqueous mineral acid in suitable solvents,

i0 of

[F] a compound of the formula \XVII} is converted by reaction with a

compound of the formula (XITX)

RZT

(s

15 in an inert solvent in the presence of a suitable base

formula (XX)

ie a compound of the
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)

(XX)

ichL, R!, R%, R’, R* and R* have the meanings given above and

R*® and\ R” independently of onme another represent cyano or (C;-Ci)-

alkoxycarbonyl,

5 - and subsequenti)the protective group R* is removed as described in {E), where by

hydrolysis and decaxpoxylation compound (1-E) is formed

or

10 [G] 2 compound of the formula (V) is converted by reaction wity CuCN in an inert

solvent into a compound (XX}

in which L, R', R% R® and R* have the meanings mentioned above
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(XXD,

(1-F)
in which L, R', R?, R® and R* have the'peanings mentioned above,

and this is finally reacted in an inert solverX in the presence of a suitable base with
a compound of the formula (XXII)

14; 1
R cxm

in which R'*" has the meanings mentioned above for N*, with the exception that

10 R** may not represent hydrogen,

x! represents a suitable leaving group, in particular chlore, bromine, iodine,

mesylate, triflate or tosylate, to give a compound of the fi
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11.

12.

13.

14.

15.
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© (1-G),

and, if appropriatg, the resulting compounds of the formulae (I-A), (I-B), (I-C) I-D), (I-E),
(I-D) and (1-G) are

bases to the solvates, sWts and/or solvaies of the salts thereof.

tionally converted with the appropriate (i) solvents and/or (ii) acids or

Compound of the formula\(I) as defined in any of Claims 1 to 8 for treatment and/or

prophylaxis of diseases.

Use of a compound of the formulaJ) as defined in any of Claims § to 8 for the preparation

of a medicament for the treatment ayd/or prophylaxis of heart failure, angina pectoris,
hypertension, pulmonary hypertension, Ngchaemias, vascular disorders, thromboembolic

disorders, fibrotic disorders and arteriosclerdgis.

Medicament comprising a compound of the formyla (I) as defined in any of Claims 1 to 8

in combination with an inert, non-toxic, pharmaceunti¢cally suitable excipient.

Medicament comprising a compound of the formula (I) %s defined in any of Claims 1 to 8
in combination with a further active compound select: om the group consisting of
organic nitrates, NO donors, cGMP-PDE inhibitors, antithrogabotic agents, hypotensive

agents and lipid metabolism modifiers.

Medicament according to Claim 12 or 13 for the treatment and/or Rrophylaxis of heart
faflure, angina pectoris, hypertension, pulmonary hypertension, ischqemias, vascular
disorders, renal insufficiency, thromboembolic disorders, fibrotic Wisorders and

arteriosclerosis,

Method for the treatment and/or prophylaxis of heart failure, angina pectoris, hype

pulmonary hypertension, ischaemias, vascular disorders, renal insuffici
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thromboembolic disorders and arteriosclerosis in humans and animals using an effective

amount of at least one compound of the formula (I) as defined in any of Claims 1 to 8, or

of a medicament as defined in any of Claims 12 to 14.
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CLAIMS

An invention not claimed in any divisional application.



