
W02013/104703 
	

PCT/EP2013/050381 

- 248 - 

5 

10 

15 

20 

Claims 

1. 	Compound of the formula (I) 

R
2 

3 	 I Rte/  N_____ N \ 

N 
/ 

N\ 
 

A 

H N 

in which 

(I), 

A represents nitrogen 	CRS, 

where 

R5  represents 	hydroge 	deuterium, chlorine, 	iodine, 	difluoromethyl, 

trifluoromethyl, 	(Cl-. ,)-alkyl, (C2-C4)-alkenyl, 	(C2-C4)-allcynyl, 

cyclopropyl, cyclobutyl, ph - I yl or 5- or 6-membered heteroaryl which is 

attached via carbon, 

in which 	(C1-C6)-alkyl, (C2- -alkenyl, (C2-C4)-alIgnYl, phenyl and 

5- or 6-membered heteroaryl which 1 attached via carbon may each be 

substituted by 1 to 3 substituents select,. independently of one another 

from 	the 	group 	comprising cyano, 	fluorine, 	difluoromethyl, 

trifluoromethyl, (Ci-C4)-alkyl, difluoromethoxy, rifluoromethoxy, (C1-C4)- 

alkoxy, (CI-C4)-alkoxycarbonyl, hydroxy, hydrox 	arbonyl, cyclopropyl, 

cyclobutyl and -(C=0)-NR21R22, 

in which 

(Cl-C6)-alkyl may be substituted by an 

in which 

-NR13  R14  group, 

R'3 	represents hydrogen, methyl or ethyl, 
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in which 

ethyl may be substituted by 1 to 3 fluorine substituents, 

R14 	represents hydrogen, (C1-C4)-alkyl, -(C=0)-R15  or -S(0)2-1216, 

in which 

5 (Ci-C4)-alkyl may be substituted by 1 to 3 fluorine substituents, 

and in which 

R15 	represents (C1-00-allcyl or (C3-C5)-cycloalkyl, 

R16 	represents (C1-C4)-alkyl or (C3-05)-cycloalkyl, 

or 

10 12.13  and ' I4 	together with the nitrogen atom to which they are attached 

form a 4- to 7-membered heterocycle, 

. which the 4- to 7-membered heterocycle for its part may 

be ubstituted by 1 or 2 substituents independently of one 

ano 	selected 	from 	the 	group 	consisting 	of 

15 trifluo • "ethyl, (C1-00-alkyl, hydroxy and oxo, 

and in which 

R21 	represents hydrogen or ( 	-C4)-alkyl, 

R22 	represents hydrogen or (C1-C4  alkyl, 

in which (C,-C4)-alkyl for its part "ay in each case be substituted 

20 by hydroxy or fluorine, 

or 

R21  and le 	together with the atom to which they 	attached form a 4- 

to 7-membered heterocycle, 

L represents a #1-C R6A— 613_ it 	(CR2AR28).-#2  group 

25 where 



W02013/104703 PCT/EP2013/050381 

- 250 - 

#1 	is the point of attachment to the carbonyl group, 

5 

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

m 	represents a number 0, 1 or 2, 

R6A 	represents hydrogen, fluorine, (C1-C4)-alkyl, hydroxy or amino, 

in which (C1-C4)-alkyl may be substituted by 1 	to 	3 	substituents 

of one another selected from the group consisting of independently 

fluorine, trifluoromethyl, hydroxy, (Ci-C4)-alkoxy, hydroxycarbonyl, (Cr- 

C4)-alkoxycarbonyl and amino, 

R68 	re. esents hydrogen, fluorine, difluoromethyl, trifluoromethyl, (C1-C6)- 

10 alkyl, 	(C2-C6)-alkenyl, 	cyano, 	(C3-C7)-cycloalkyl, 	difluoromethoxy, 

trifluorok ethoxy or a group of the formula —M-1212, 

in which (Cy-. ,)-alkyl may be substituted by 1 to 3 substituents selected 

independently o 	me another from the group consisting of (Ci-C4)-alkoxy, 

fluorine, cyano, tit • oromethyl, (C3-C7)-cycloalkyl, difluoromethoxy and 

15 trifluoromethoxy, 

in which (Ci-C4)-alkoxy ma 	e substituted by phenyl, 

and in which 

M 	represents a bond or (Cl-C4)-al' • . ediyl, 

R12 	represents -(C=0),-0R8, 	-(C=0),- p sR9, -C(=S)-NR8R9, -NR8- 

20 (C=0)-Rn, -NR8-(C=0)-0R11, -NR8- 	=co_NRcRio
,  _N-e-so,- 

NRse, -NR8-802-R", 	-8(0),-R", — 02-NR8R9, 4- to 7- 

membered heterocyclyl, phenyl, benzyl or 	- or 6-membered 

heteroaryl, 

in which 

25 r 

s 

represents the number 0 or 1, 

represents the number 0, 1 or 2, 

R8, R9  and RI° 	independently of one another each represent 

hydrogen, (C1-C6)-alkyl, (C3-C8)-cycloalkyl, 



W02013/104703 
	

PCT/EP2013/050381 

- 251 - 

or 

4- to 7-membered beterocyclyl, phenyl or 5-

or 6-membered heteroaryl, 

R8  and R? 	together with the atom(s) to which they are 

5 respectively attached form a 4- to 7-membered 

heterocycle, 

in which the 4- to 7-membered heterocycle for its 

part may be substituted by I or 2 substituents 

independently of one another selected from the 

10 group consisting of cyano, trifluoromethyl, (C3- 

15 or 

C6)-alkyl, 	hydroxy, 	oxo, 	(C3-C6)-alkoxy, 

trifluoromethoxy, (C3 -C6)-alkoxycarbonyl, amino, 

mono-(C1-05)-alkylamino 	and 	di-(Ci-C6)- 

alkylamino, 

R?  and RI° 	together with the atom(s) to which they are 

r. .ectively attached form a 4- to 7-membered 

hete . cycle, 

in which 	e 4- to 7-membered heterocycle for its 

20 part may b. substituted by 1 or 2 substituents 

independently . 	one another selected from the 

group consisting .4 cyano, trifluoromethyl, (C1- 

25 

R11  

or 

C6)-alkyl, 	hydro4 	oxo, 	(C1-C6)-alkoxy, 

trifluoromethoxy, (C1- , -alkoxycarbonyl, amino, 

mono-(Q-C6)-alkylamino 	and 	di-(Ci-C6)- 

allcylamino, 

represents (C1-C6)-alkyl or (C3-C7)-cycloa 	1, 

R8  and R11 	together with the atom(s) to which th 	are 

30 respectively attached forma 4- to 7-memb 	d 

heterocycle, 
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in which the 4- to 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, (Cr  

5 C6)-alkyl, 	hydroxy, 	oxo, 	(C1-C6)-alkoxy, 

trifluoromethoxy, (C1 -C6)-alkoxycarbonyl, amino, 

mono-(C1-C6)-allcylamino 	and 	di-(C1 -C6)- 

alkylamino, 

and 

10 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, (C1 - 

• -allcyl, (C3-C7)-cycloalkyl, hydroxy, oxo, thioxo and (C1-C4)- 

15 alk I y, 

and 

in which the . orementioned (C1-C4)-aLlcyl, (Ci-C6)-alkyl, (C3-C8)- 

cycloalkyl and 4 to 7-membered heterocyclyl groups, unless stated 

otherwise, may eac. independently of one another additionally be 

20 substituted by 1 to 3 	ubstituents independently of one another 

selected from the group consisting of fluorine, difluoromethyl, 

trifluoromethyl, 	(C1-C6)-a i i 1, 	(C3-C7)-cycloallcyl, 	hydroxy, 

difluoromethoxy, 	trifluo .methoxy, 	(C1-C4)-alkoxy, 

hydroxycarbonyl, (C1-C4)-alkoxyc. bonyl, amino, phenyl, 4- to 7- 

25 membered heterocyclyl and 5- or 6-m..8bered heteroaryl, 

or 

Rim and  R69 	together with the carbon atom to which they 	attached form a 

(C2-C4)-alkenyl 	group, an oxo group, a 3- 	o 6-membered 

carbocycle or a 4- to 7-membered heterocycle, 

30 in which the 3- to 6-membered carbocycle and the 	- to 7- 

membered heterocycle may be substituted by 1 or 2 substp ents 

independently of one another selected from the group consistin: of 

fluorine and (C/-C4)-alkyl, 
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R7A 	represents hydrogen, fluorine, (C1-C4)-alkyl, (C1-C4)-allcoxycarbonyl or 

hydroxy, 

R.Th 	represents hydrogen, fluorine, (C-CO-alkyl or trifluoromethyl, 

5 

RI 	represents 	hydrogen, 	fluorin; 	cyan, 	(CI-CO-alkyl, 	(C1 -C4)-alkoxy, 

trifluoromethyl, difluoromethyl, (C3-C6)-cycloalkyl or halogen, 

R 	represents benzyl, 	3,3,3-trifluoroprop-1-yl, 4,4,4-trifluorobut-l-y1 or 3,3,4,4,4- 

pentafluorobut-1-yl, 

w' 	e benzyl is substituted by 1 to 3 substituents independently of one another 

selec 	4 from the group consisting of fluorine, chlorine, (CI-C)-alkyl, cyclopropyl 

10 and (C1 — 4)-alkoxy, 

R3 	represents 	r drogen, 	cyano, 	(C1-C4)-alkyl, 	(C1-C4)-alkoxy, 	trifluoromethyl, 

difluoromethyl 	(C3-C6)-cycloalkyl, 

R4 	represents 	hydroge • 	cyano, 	(Cl-C4)-alkyl, 	(C1-C4)-alkoxy, 	trifluoromethyl, 

difluoromethyl or (C3- 	-cycloalkyl, 

15 and the N-oxides, salts, solvates, sal k of the N-oxides and solvates of the N-oxides or salts 

thereof. 

2. Compound of the formula (1) according to C : • •• 1, in which 

A 	represents nitrogen or CR5, 

where 

20 

25 

R3 	represents 	hydrogen, 	deuterium, 	chlo 	• e, 	iodine, 	difluoromethyl, 

trifluoromethyl, 	(C1-C6)-alkyl, 	vinyl, 	. 	, 	ethynyl, 	cyclopropyl, 

cyclobutyl, phenyl, pyrazol-3-yl, pyrazol-4-yl, • 	. ol-5-yl, pyrrol-5-yl, 

1,3-thiazol-5-yl, 1,3,4-thiadiazol-5-yl or pyridyl, 

in which 	(CI-C6)-alkyl, vinyl, allyl, ethynyl, phe 	1, pyrazol-3-yl, 

pyrazol-4-yl, pyrazol-S-yl, pyrrol-5-yl, 1,3-thiazol-5-yl, 1,3, -thiadiazol-5- 

yl and pyridyl may be substituted by 1 or 2 substituents inde 	ndently of 

one another selected from the group consisting of fluorin, 	cyano, 

difluoromethyl, trifluoromethyl, methyl, ethyl, isopropyl, methoxy, 	• oxy, 
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hydroxy, 	(C1-C4)-alkoxycarbonyl, 	hydroxycarbonyl, 	cyclopropyl, 

cyclobutyl and -(C=0)_NR21R22, 

in which 

5 

(C1-05)-alkyl may be substituted by an -NR13 R14 group,  

in which 

10 

	

R13 	represents hydrogen, methyl or ethyl, 

in which 

ethyl may be substituted by 1 to 3 fluorine substituents, 

	

1.4 	represents hydrogen, (C1-C4)-alkyl, -(C=0)-12.16  or -8(0)2-12.16, 

in which 

(11 -C4)-alkyl may be substituted by 1 to 3 fluorine substituents, 

and in 	hi h 

15 

R16 	rep 	sents (Cr-Ca-alkyl or (C3-05)-cycloallcyl, 

R16 	repres -1. s (CI-Ca-alkyl or (C3-05)-cycloalkyl, 

or 

R13  and R14 	together with the . trogen atom to which they are attached 

form a 4- to 6-mem: - red heterocycle, 

in which the 4- to 6-me gteered heterocycle for its part may 

be substituted by 1 or 2 su,stituents independently of one 

20 another 	selected 	from 	t , e 	group 	consisting 	of 

trifluoromethyl, (CI-CO-alkyl an i oxo, 

and in which 

R21 	represents hydrogen or (C1-C4)-alkyl, 

R22 	represents hydrogen or (C1-C4)-alkyl, 
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in which (Cl-C4)-alkyl for its part may in each case be substituted 

by hydroxy or fluorine, 

or 

R21 and  R22 	together with the atom to which they are attached form a 4- 

5 to 7-membered heterocycle, 

L represents a #1-cR6AR6B4cR7A-D
"i

7B‘e 
"2 group 

\ here 

is the point of attachment to the carbonyl group, 

10 

#2  i 	. e point of attachment to the pyrimidine or triazine ring, 

m 	repress ts a number 0 or 1, 

R6A 	represents 	drogen, fluorine, methyl, ethyl, hydroxy or amino, 

15 

R6B 	represents hy. .gen, fluorine, difluoromethyl, trifluoromethyl, (C1-C4)-

allcyl, (C2-Co)-alk,  yl, cyano, cyclopropyl, cyclobutyl, cyclopentyl or a 

group of the formula 	R.12, 

in which (C1-C4)-alkyl 	..ay be substituted by 	1 	to 	3 	substituents 

independently of one anoth 	selected from the group consisting of (C1- 

20 

C4)-allcoxy, 	fluorine, 	cyano, 	. 'fluoromethyl, 	cyclopropyl, 	cyclobutyl, 

cyclopentyl, difluoromethoxy and 4 ' fluoromethoxy, 

in which (C5-00-alkoxy may be substi 	ed by phenyl, 

and in which 

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

R'2 	represents -(C=0),-OR8, 	-(0.0),-NR8R9, -. (=S)-NR8R9, -NR8- 

25 

(C=0)-0E.11, 	-19.12.2-(0=0)-NR9R1°, 	oxadiazolonyl, 

oxadiazolothionyl, phenyl, oxazolyl, thiazolyl, pyra olyl, triazolyl, 

oxadiazolyl, thiadiazolyl, pyridyl, pyrimidinyl or p 	i 	•. yl, 

in which 

r 	represents the number 0 or 1, 
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5 

R8  and R9 	independently or 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 I or 2 substituents 

independently of one another selected from the 

10 

15 

group 	consisting 	of 	fluorine, 	difluoromethyl, 

trifluoromethyl, 	cyclopropyl, 	cyclobutyl, 

cyclopentyl, 	hydroxy, 	difluoromethoxy, 

trifluoromethoxy, 	methoxy, 	ethoxy, 

hydroxycarbonyl, 	 methoxycarbonyl, 

ethoxycarbonyl and amino, 

R" I  is 	methyl, 	ethyl, 	isopropyl, 	cyclopropyl, 	cyclobutyl, 

clopentyl, 

and 

in which 	oxadia olonyl, 	oxadiazolethionyl, phenyl, 	oxazolyl, 

20 thiazolyl, pyrazolyl, 	'azolyl, oxadiazolyl, thiadiazolyl, pyridyl, 

pyrimidinyl and pyrazin 	for their part may be substituted by 1 or 

2 substituents independen 	of one another selected from the 

group consisting of fluorin= 	chlorine, cyano, difluoromethyl, 

trifluoromethyl, 	methyl, 	ethyl, 	isopropyl, 	2,2,2-trifluoroethyl, 

25 1,1,2,2,2-pentafluoroethyl, 	c clopropyl, 	cyclobutyl, 

cyclopropylmethyl, 	cyclobutylmethyl, 	hydroxy, 	methoxy and 

ethoxy, 

or 

R6A  and R6B 	together with the carbon atom to which they are . ached form a 

30 cyclopropyl, cyclobutyl, cyclopentyl, azetidinyl, tel.. ; drofuranyl, 

pyrrolidinyl or tetrahydropyranyl ring, 

in which the cyclopropyl, cyclobutyl, cyclopentyl, azeti. .yl, 

tetrahydrofinanyl, pyrrolidinyl and tetrahydropyranyl ring may ,e 
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substituted by 1 or 2 substituents independently of one another 

selected from the group consisting of fluorine and methyl, 

	

12.2A 	represents hydrogen, fluorine, methyl, ethyl or hydroxy, 

	

12.2B 	represents hydrogen, fluorine, methyl, ethyl, trifluoromethyl or (CI-C4)- 

5 allcoxycarbonyl, 

represents hydrogen or fluorine, 

R2 	-presents benzyl, 	3,3,3-trifluoroprop-1-yl, 	4,4,4-trifluorobut-1 -yl 	or 3,3,4,4,4- 

pe 	fluorobut-1 -yl, 

where . -nzyl is substituted by 1 to 3 substituents independently of one another 

10 selected fr... the group consisting of fluorine, methyl and methoxy, 

R3 	represents hydr 	en, methyl or trifluoromethyl, 

R.4 	represents hydrogen, 

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

3. Compound of the formula (I) accordin to Claim 1 or 2, in which 

15 A 	represents nitrogen or CRS, 

where 

20 

Rs 	represents hydrogen, (Ci-C6)-alkyl, ‘; yl, ethynyl, pyrazol-5-yl, pyrrol-5-

yl, 1,3-thiazol-5-yl, 1,3,4-thiadiazol-5-y .r pyridyl, 

in which (CI-C6)-alkyl, vinyl and ethynyl m • 	be substituted by 1 methyl, 

trifluoromethyl, 	methoxy, 	ethoxy, 	hyli Oxy, 	methoxycarbonyl, 

ethoxycarbonyl, cyclopropyl or -(C=0)- 	iNR2  —E.22 s • tituent, 

in which pyridyl may be substituted by 1 methoxy subst 	ent, 

in which 1,3-thiazol-5-y1 and 1,3,4-thiadiazol-5-yl independently of one 

another may be substituted by 1 or 2 substituents selected fro.' the group 

25 consisting of methyl and ethyl, 

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

R2I 	represents hydrogen or (C1-C4)-alkyl, 

R22 	represents hydrogen or (CI-CO-alkyl, 

or 

5 represents a -C112-NR13 1214 or -0-12-C112_NR.13 R'4  group, 

in which 

R13 	represents hydrogen, methyl or ethyl, 

. 14 	represents hydrogen, methyl, ethyl, -(C--0)-1115  or -S(0)2-R16, 

in which 

10 1 may be substituted by 1 to 3 fluorine substituents, 

and in 	hich 

RI5 	rep 	sents methyl, ethyl or cyclopropyl, 

RI6 	represe i 	methyl, ethyl or cyclopropyl, 

or 

15 

L 

RI3  and R'4 	together with the 	trogen atom to which they are attached 

font a 5- or 6-memb ed heterocycle, 

in which the 5- or 6-men ered heterocycle for its part may 

be substituted by oxo, 

represents a 	 h- #1-cR6AR6sKcRiAR7s)m_.u2 group 

20 where 

#1 

#2  

m 

R6A  

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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R68 	represents hydrogen, fluorine, difluoromethyl, trifluoromethyl, 1,1,2,2,2- 

pentafluoroeth-1-yl, methyl, ethyl, allyl, but-3-en-1 -y1 or a group of the 

formula —M-R12, 

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

5 independently of one another selected from the group consisting of 

fluorine, cyano, trifluoromethyl, cyclopropyl, cyclobutyl, difluoromethoxy, 

trifluoromethoxy, methoxy and ethoxy, 

in which methoxy and ethoxy may be substituted by phenyl, 

and in which 

10 M 	represents a bond, 

R12 	presents -(C=0),-NR2R9  or 1,3,4-thiadiazol-5-yl, 

in wl, h 

r 	re. esents the number I, 

R2  and R9 	..dependently 	of one 	another each represent 

15 

20 

hy. ogen or cyclopropyl, 

and 

in which 1,3,4-thiadiazol-5- 	may be substituted by 1 or 2 

substituents independently of on. another selected from the group 

consisting of fluorine, trifluorometh 	methyl and ethyl, 

or 

25 

R' 

R6A and  R6B 	together with the carbon atom to which they 	e attached form a 

cyclopropyl, cyclobutyl, cyclopentyl, azetidinyl, t• ahydrofuranyl, 

pyrrolidinyl or tetrahydropyranyl ring, 

in which the cyclopropyl, cyclobutyl, cyclopentyl, 	tidinyl, 

tetrahydrofuranyl, pyrrolidinyl and tetrahydropyranyl ring ... 	be 

substituted by 1 or 2 substituents independently of one ano 

selected from the group consisting of fluorine and methyl, 

represents hydrogen or fluorine, 
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122 	is a group of the formula 

R
20 

lik R" 

R
17 	R

la 

whe 

i • the point of attachment to the pyrazolopyridine, 

5 	and 

R17, R", R 9  and R717 	independently of one another represent hydrogen, fluorine, 

methyl or methoxy, 

with the proviso 	•.t at least one of the radicals Rfl, R18, 1218  or R711  is different 

from hydrogen, 

10 	 and 

with the proviso that at least o 	of the radicals R'7, R18,1219  or R2°  is hydrogen, 

or 

R2 	represents 3,3,3-trifiuoroprop-1-y1 or 3, 	4,4,4-pentafluorobut-1 -yl, 

12.3 	represents hydrogen, methyl or trifluorometh 

15 	R4 	represents hydrogen, 

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

4. 	Compound of the formula (1) according to Claim 1, 2 or 3, in whic I 

A 	represents nitrogen or CRS, 

where 

20 	 R5  represents hydrogen, methyl, ethyl, propyl, vinyl, ethynyl, p 	Izol-5-yl, 

pyrrol-5-yl, 1,3-thiazol-5-yl, 1,3,4-thiadiazol-5-y1 or pyridyl, 
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5 

in which methyl, ethyl, propyl, vinyl and ethynyl may be substituted by 1 

methyl, trifluoromethyl, methoxy, ethoxy, hydroxy, methoxycarbonyl, 

ethoxycarbonyl, cyclopropyl or 4C-0)-NR211222  substituent, 

in which pyridyl may be substituted by 1 methoxy substituent, 

in which 1,3-thiazol-5-y1 and 1,3,4-thiadiazol-5-yl 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 

10 ,2I represents hydrogen, 

represents hydrogen, 

or 

represents a -k 	1-NR"R"  or -C112-CH2-NRI3  R'4  group, 

in which 

15 R'3 	represents by 0:en or methyl, 

Rzis 	represents hydrogen, 	. ethyl, ethyl, -(0---0)-R15  or -S(0)2-R16, 

in which 

ethyl may be substituted by 1 ,. 3 fluorine substituents, 

and in which 

20 Ru 	represents methyl, ethyl or cyc , .ropyl, 

R'6 	represents methyl, ethyl or cyclopro. 1, 

or 

Ru  and RH 	together with the nitrogen atom to which the • are attached 

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

substituted by oxo, 

L 	represents a #1-CR6AR6B-(CR7AR115).-#2  group, 

where 

5 

10 

15 

#1 	is the point of attachment to the carbonyl group, 

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

m 	is a number 0, 

represents hydrogen, methyl, ethyl, hydroxy or amino, 

R68 	epresents 	hydrogen, 	trifluoromethyl, 	I ,1,2,2,2-pentafluoroeth-1-3/1, 

m thyl, ethyl, allyl, but-3-en-1-y1 or a group of the formula —M-R12, 

in w • 	h methyl and ethyl may be substituted by 1 to 2 substituents 

indepen 	ntly of one another selected from the group consisting of 

fluorine, to 'uoromethyl, cyclopropyl, cyclobutyl, methoxy and ethoxy, 

in whit i I. ethoxy and ethoxy may be substituted by phenyl, 

and in which 

M 	represents a bon. 

R'2 	represents -(C=0)e- 	19129  or thiadiazolyl, 

in which 

r 	represents the number 

20 BY and R9 	independently of 	•ne another each represent 

hydrogen or cycloprop 	, 

or 

25 RI  

R6A and  R68 	together with the carbon atom to which they a - attached form a 

cyclobutyl or cyclopentyl ring, 

represents hydrogen or fluorine, 
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5 

10 

15 

20 

R2 	is a group of the formula 

R
20 

lik R19  

R17 	
R

18 

WEI,. e 

* 	the point of attachment to the pyrazolopyricline, 

and 

R17, R18 	' 19  and R2° 	independently of one another represent hydrogen, fluorine, 

methyl or methoxy, 

with the proviso 	at at least one of the radicals R17, R18,  lc n 19 or R2°  is different 

from hydrogen, 

with the proviso that at le ..t one of the radicals 12.17, R18, R19  or R2°  is hydrogen, 

and 

with the proviso that in each ca - only one of the radicals R17, R18, R19  or Rw  

represents methyl or methoxy, 

or 

R2 	represents 3,3,3-trifluoroprop-1-y1 or 3,3,4,4,4- . - ntafluorobut-1-yl, 

R? 	represents hydrogen, methyl or trifluoromethyl, 

R4 	represents hydrogen, 

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

5. 	Compound of the formula (I) according to Claim 1, 2, 3 or 4, in which 

A 	represents nitrogen or C12.5, 

where 

Rs 	represents methyl or pyrazol-5-yl, 
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in which methyl is substituted by an -NR13  R14  group, 

in which 

5 

R13 	represents hydrogen, 

R14 	represents hydrogen, methyl, ethyl or -S(0)2-R16, 

in which 

ethyl may be substituted by 1 to 3 fluorine substituents, 

and in which 

R16 	represents methyl or cyclopropyl, 

or 

10 

15 

L 

.14 RI3 an. together with the nitrogen atom to which they are 

form a 5-membered heterocycle, 

in which the 5-membered heterocycle for its part 

s I I stituted by oxo, 

represents a #1-CR6A  ' 68-(CR2AR2B),,,-#2  group, 

where 

attached 

may be 

#1 	is the point of attachment to the carbonyl group, 

#2 	is the point of attachment to the p 	ii dine or triazine ring, 

m 	is a number 0, 

R6A 	represents methyl, 

20 R6B 	represents methyl, 

Rl  represents hydrogen or fluorine, 

R2  is a group of the formula 
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R
20 

1. R19  

R17  

here 

* 	is the point of attachment to the pyrazolopyridine, 

and 

5 	 R", R 8, R'9  and R2° 	independently of one another represent hydrogen, fluorine, 

methyl or methoxy, 

with the pro 	o that at least one of the radicals R", 12. 8̀, R." or R2°  is different 

from hydrogen, 

with the proviso that . least one of the radicals R", R18, R" or R2°  is hydrogen, 

10 	 and 

with the proviso that in each 	se only one of the radicals R", Ku% 1219  or R20  

represents methyl or methoxy, 

R3 	represents hydrogen, methyl or trifluor. a ethyl, 

R4 	represents hydrogen, 

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

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

A 	represents nitrogen or CR5, 

where 

R5  represents hydrogen, 

20 	L 	represents a #'-CR6AR6B4cR7AR713)m 
ft412 group, 

where 

#1  is the point of attachment to the carbonyl group, 	 _ 



5 

10 

15 

20 
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#2  

m 

R6A  

R6B 

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

represents a number 0, 

represents amino, 

represents hydrogen, fluorine, difluoromethyl, trifluoromethyl, methyl, 

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

, 
 

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, difluoromethoxy, 

to 	oromethoxy, methoxy and ethoxy, 

and in w . h 

M 	repre nts a bond, 

R12 	represents 	C=0),.-NR8R6, phenyl, thiazolyl, triazolyl, oxadiazolyl, 

thiadiazolyl o 	. yrimidinyl, 

in which 

r 	represents the n. ober 1, 

12.8  and R9 	independent 	of one 	another 	each 	represent 

hydrogen or cy 	•propyl, 

and 

in which phenyl, thiazolyl, triazolyl, oxa . azolyl, thiadiazolyl and 

pyrimidinyl may each in turn be substituted .y 1 or 2 substituents 

selected independently of one another from the 	oup consisting of 

fluorine, difluoromethyl, trifluoromethyl, methyl, < hyl, isopropyl, 

2,2,2-trifluoroethyl, 	1,1,2,2,2-pentafluoroethyl, 	yclopropyl, 

cyclobutyl, cyclopropylmethyl and cyclobutylmethyl, 

RI  represents hydrogen or fluorine, 

R2  is a group of the formula 
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R20 

AP R1 

R17 

where 

* is the point of attachment to the pyrazolopyridine, 

•.d  

5 

10 

R3  

Rr7
, 
	is, 1219  and le° 	independently of one another represent hydrogen, fluorine, 

methyl or methoxy, 

with the pro n so that at least one of the radicals R17, 1218, R19  or R2°  is different 

from hydrogen, 

with the proviso that . least one of the radicals R17, 12'8, R19  or R2°  is hydrogen, 

and 

with the proviso that in each 	ase only one of the radicals R'7, R'8, R'9  or R20  

represents methyl or methoxy, 

represents hydrogen or methyl, 

R4  represents hydrogen, 

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

7. 	Compound of the formula (I) according to Claim 1, 2, 3, 4, 5 o. 6, in which 

A represents nitrogen or CRS, 

where 

20 	L 

R5 	represents hydrogen, 

represents a #1-C R6AR6s4cRrARnixn42 group, 

where 

#1 	is the point of attachment to the carbonyl group, 
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5 

RI  

R2  

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

is a number 0, 

R6A 	represents hydroxy, 

Rsz 	represents 2,2,2-trifluoroethyl, pentafluoroethyl or (C,-C4)-alkyl, 

in which (C1-C4)-alkyl is substituted by 1 substituent selected from the 

group consisting of (C3-C7)-cycloallcyl, difluoromethoxy, trifluoromethoxy 

and (CI-C4)-alkoxY, 

renre 	nts hydrogen or fluorine, 

is a group .1 the formula 

R
20 

'19 ill 

R17 	
R

18 

10 

where 

* is the point of attachment to the pyr. olopyridine, 

and 

15 

Rri
, 
 —18

, 
 It 	R19  and R2° 	independently of one - other represent hydrogen, fluorine, 

methyl or methoxy, 

with the proviso that at least one of the radicals R 7  R18, R19  or R2°  is different 

from hydrogen, 

with the proviso that at least one of the radicals R17, Ri8, R19  % R2°  is hydrogen, 

and 

20 

R3  

with the proviso that in each case only one of the radicals RI2, R I 	R19  or R20  

represents methyl or methoxy, 

represents hydrogen or methyl, 
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R4 	represents hydrogen, 

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

Compounds 
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* * 
N N  H3c,....A.,-...,—N 1 	. \ 

N 1  / N 
,,..- / 

N 
N 	\\ N \\ 

N N 

HN CH3  
HN CH3 

O 	
CH3 CH3 

F 

F 

F 

* * F 
N c=-------- 7 N\ 

_7- / 

N N 
N 	\\ NHz 

HN HN CH3  CH3 

O 	
CH3  CH3 

F , 

4. fa 

N N N  

I 	
7-. 

IN 
..---- 

0 N 	H N—s//  
N 

0 N—N HN HN CH311  CH3  

O 	
CH3  CH3 

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

characterized in that a compound of the formula (II) 

R
2 

3 	 / R-,,,„-N,.....sz........„N
\ 

 

I / N 

R1  

R4 	NH 
H2N 

010 

in whit • R', R2, R3  and R4  each have the meanings given above 

5 [A] 	is cted in an inert solvent in the presence of a suitable base with a compound of 

the fo 	ula (111) 

NC 	CN 

O 	
MD, 

in which L has the me. .1 g given above and 

T1 	represents (C1-C4)-a 	, 

10 to give a compound of the formul. (W) 

R 
3 	 / R.-,,N..„..  N

\ 
 

„„-- / 
R1 

 

NH2  

HNy L 

0 	
(W) 

in which L, RI, R2, R3  and R4  each have the meanings given above, 

this is then converted with isopentyl nitrite and a halogen equi :lent into a 

compound of the formula (V) 
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5 

10 

R2  
3 / R.,„,,,,,,N ., 

I 
• -•• /

N 

R4  

HN 

)r- . 
(V) 

in w g 'ch L, R', R2, R3  and R4  each have the meanings given above and 

XL  r- 'resents chlorine, bromine or iodine, 

and this is the. reacted in an inert solvent, in the presence of a suitable transition 

metal catalyst, to : 've a compound of the formula (I-A) 

R2 
/ 

 
N 

N\
R3 

N 
/ 

N 

HN 

O 	(I-A) 

in which L, R', R2, R3  and R4  each 

or 

have the meanin: given above, 

[B] 	is reacted in an inert solvent in the presence of a suitable bas with a compound of 

the formula (VI) 
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5 

10 

3 T--, 
0 

L....0 
T 

OM 

in which L and R5  each have the meanings given above and 

T3 	represents (C1-04)-alkyl, 

give a compound of the formula (VII) 

R2 
3  Rte/  R.,,  N \ 

N 
Z 

N 

HO 

0 / 
O 	

@TED, 

in which L, Pe, 12.2, R3, R4, R5  and 	each have the meanings given above, 

this is then converted with phosphor)/ chloride into a compound of the formula 

(V111) 

R2 
3 	 I li•-..„...........N........,s

___N 
\ 
N 

,./ / 

C) 

s/ T
0 

O 	n rrrn 

in which L, R', R2, R3, R4, R5  and T3  each have the meanings given above, 
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this is subsequently converted in an inert solvent into a corresponding azide 

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

R
2 

3 	 / R-...,, ,,,N,........N \ 

N 

/

RS 

 

H2N 

0 
1-3/ 

O 	
OX) 

in which L, 	I, R2, R3, R4, R5  and T3  each have the meanings given above, 

5 and this is then 	acted in an inert solvent, optionally in the presence of a suitable 

base, to give a cora. •und of the formula (1-B) 

4 R2  
/ 

N
\  

Rt  

R4  Ili N 

HN 

O 	
(I-B) 

Or 

in which L, R', R2, R3, R4, R5  and T3  each have the m,  . i i gs given above, 

10 [C] is reacted in an inert solvent in the presence of a suitable , . se with hydrazine 

hydrate to give a compound of the formula (X) 
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R
2 

3 R %.,, _,, --, 
/ 

N \ 
N 

..--' 

R
4 NH 

HN 
\ 
NH2  

CX) 

in which 12.1, R2, R3  and R4  each have the meanings given above, 

tl.' is then reacted in an inert solvent with a compound of the formula (XI) 

O 
 T--, 

0 

O 

y°T4 
0 

(XI) 

5 in which L has the 	caning given above and 

T4 	represents (Cl-a.-alkyl, 

to give a compound of the ... ula (XII) 

:N

R3 	N 

R4 
 N  

HO 
L 

4/ 
T

0 

O 	
(X:11) 

in which L, R', R2, R3, R4  and T4  each have the meanings given • bove, 

10 this is then converted with phosphoryl chloride into a compound .f the formula 

PM) 
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and thi 

R
2 

3 	 / R.,,, ,,,N.,..„..„N  
\ 
N 

/ 

CI 

0 
-14/ 

(XIII) 

in w 	h L, R', R2, R3, R4  andT4  each have the meanings given above, 

is reacted . ectly with ammonia to give a compound of the formula (XIV) 

R
2 

R3 	
N / 

N
\  

N 
----- 

N 
W 
N 

Tai 

O 	(XIV) 

in which L, RI, R2, R3, R4  and T4  each have th- I, eanings given above, 

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

base, to give a compound of the formula (I-C) 
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3 	
i2 
iR 

 

R,,,,,,N......,..
>___N\ 

 

I /
N 

\ 

HN)(1.. 

0 	(I-C) 

in hich L, RI, R2, R3  and R4  each have the meanings given above, 

Or 

[D] 	a compoun. • f the formula (V) is reacted in an inert solvent in the presence of a 

5 	 suitable transit in metal catalyst with a compound of the formula (XV-A), (XV-B), 

(XV-C) or (XV- . ' 

O—T2  
Ft5H 5 	./ 5A 

	

,

RSA 
R -...... 	, or 	v3 	R5

A 
" "N...., 	/ • 

, 	ft 
Zn 	 Zn 

(XV-A) 	 - 	(XV-C) 	 (XV-D), 

in which 

RSA 	in (XV-A) represents (C2-C4)-alke. 1 or (CrC4)-alkynyl, 

0 	 115A 	in (XV-B), (XV-C) and (XV-D) r .. esents halogen, difluoromethyl, 

trifluoromethyl, (Cj-C4)-alkyl, 	(C2 	4)-alkenyl, 	(C2-C4)-alkynyl, 

cyclopropyl, cyclobutyl, phenyl or 5- or 6-m. II bered heteroaryl, 

in which 	(Ci-C4)-alkyl, (C2-C4)-alkenyl, (4 -C4)-alkYnyl, phenyl and 

5- or 6-membered heteroaryl may be substituted • 	1 to 3 substituents 

5 independently of one another selected from the 	oup consisting of 

fluorine, difluoromethyl, trifluoromethyl, (Ci-C4)-alkyl, , ifluoromethoxy, 

trifluoromethoxy, (Ci-C4)-alkoxy, 	(CI-C4)-alkoxycarbony 	cyclopropyl 

and cyclobutyl, 
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T2 	is hydrogen or (Ci-C4)-alkyl, or both R" radicals together form a - 

C(CH3)2-E(C113)2- bridge, 

and 

X3 	represents bromine or iodine, 

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

R2 
3 	 / R-.„„..c...,N,,...„..N \ 

N 

\
/ 

R4 	N 

5 

HN
)r.....L 

0 	 (ED) 

in which n, L, RI, R2, R3, ' 4  and R$A  each have the meanings given above, 

or 

[El 	a compound of the form 	. (V) is converted by reaction with a compound 

of the formula (XVI) 

R25  Y 
( 	' 

in which Ri5 represents 4-methoxybenzyl (PMB or trimethylsilylethyloxymethyl 

(SEM) 

and 

Y represents chlorine, 

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

(XVII) 
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R
2 

3 	 / R 	,...,,.N,%., .N\ 

...,-- /
N 

R25  

O 	(XVII) 

in 	hich L, R', R2, R?, R4, X' and R25  have the meanings given above, 

and the 	in an inert solvent in the presence of a suitable transition metal catalyst 

5 	 with a com ound of the formula (XV-A), (XV-B), (XV-C) or (XV-D) 

RSA
H sn 	B

/
o —T2 

5A 	RSA 	 3 	
SA 

R 	„ • 	or 	X -...„ • 
\ 	, 	Zn 	 Zn 
0—T- 	, 

(XV-A) 

in which 

(XV-B) 	(XV-C) 	 (XV-D), 

R5A 	in (XV-A) represents (C2- 	)-alkenyl or (C2-C4)-alkynyl, 

R5A 	in (XV-B), (XV-C) and 	V-D) represents halogen, difluoromethyl, 

10 trifluoromethyl, 	(C1-C4)-alky 	(C2-C4)-alkenyl, 	(C2-C4)-alkynyl, 

cyclopropyl, cyclobutyl, phenyl or 	or 6-membered heteroaryl, 

in which 	(C3-C6)-alkyl, (C2-C4)-a 	nyl, (C2-C4)-alkynyl, phenyl and 

5- or 6-membered heteroaryl may be sub kuted by 1 to 3 substituents 

independently of one another selected from th. group consisting of cyano, 

15 fluorine, difluoromethyl, trifluoromethyl, (C1-C4  allcyl, difluoronaethoxy, 

trifluoromethoxy, 	(CI-C4)-alkoxy, 	(C1-00-alko 	carbonyl, 	hydroxy, 

hydroxycarbonyl, cyclopropyl and cyclobutyl, 

T2 	is hydrogen or (C1-C4)-alkyl, or both R' 	radicals tog= ter form a - 

C(CH3)2-C(C113)2- bridge, 

20 	 and 
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X3 	represents bromine or iodine, 

to give a compound of the formula (XVIII) 

R
2 

s 	 / R-,...„.„N 

I 

., N 
\ 

i
, N 

s 

R25  

O 
()WE) 

in which n, L, 	1, R2, R3, R4, le and R15  each have the meanings given above, 

5 and from this the 	MB protective group is removed by reaction with a mixture of 

trifluoromethanesulp onic anhydride and trifluoroacetic acid or trifluoroacetic acid 

and trifluoromethanesu 	onic acid or cerium(IV) ammonium nitrate and the SEM 

protective group by reac 'on initially with trifluoroacetic acid and then with 

10 

aqueous mineral acid 

or 

in suita I e solvents, 

[F] 	a compound of the formula VII) is converted by reaction with a 

compound of the formula (XIX) 

R
27 

C26 
(XIX) 

15 in an inert solvent in the presence of 

formula (XX) 

a suitable base 	. o a compound of the 
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5 

10 

R2  
3 

R-..„..._.„...N -...... 
/ 

N 
\ 

z 
N 

/ 

N R27 

R26  
R26  

O 
(XX) 

in 	• . h L, R', R2, R3, R4  and R25  have the meanings given above and 

R26 	an. R27 	independently of one another represent 	cyano 	or 	(Ci-C.0- 
alkoxycarbonyl, 

and subsequent! the protective group R25  is removed as described in [E], where by 

hydrolysis and dec. boxylation compound (1-B) is formed 

R2 
3 	 / R \,,„N -...... 

I 

N R27 

HN 

)7.---- . _. 

or 

[G] 	a compound of the formula (V) is converted by reaction w .. CuCN in an inert 

solvent into a compound (301.1) 

in which L, R', R2, R3  and R4  have the meanings mentioned above 
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5 

10 

R2  
3 	 i RN...,N1 

`,.. N\ 
N 

/ 

R4   

CN 

HN 

Y 0 	cm, 

an. this is converted by hydrogenation according to customary known methods 

into • • amine of the formula (1-F) 

R
2 

3 	 I R%,,,,,N 
N\ 

I N 
/ 

R4 	
N 	

N 	
NH2  

HN 

• (1-F) 

in which L, R1,122, R3  and R4  have the •• callings mentioned above, 

and this is finally reacted in an inert solve 	in the presence of a suitable base with 

a compound of the formula (XXII) 

R14:—XI  

in which 1214' has the meanings mentioned above for '\ 14, with the exception that 

R14•  may not represent hydrogen, 

X' 	represents a suitable leaving group, in particular chlo 	• e, bromine, iodine, 

mesylate, triflate or tosylate, to give a compound of the ...sula (1-G) 
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2 

3 	 / IRN„,....N N 1 	,. \ 
1 	,,- 

N 
/ 

N 	H 
N 	Rt• 

HN
yL 

0 	 (1-G), 

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

(I-D) and (I -G) are • •tionally converted with the appropriate (i) solvents and/or (ii) acids or 

5 	bases to the solvates, s. is and/or solvates of the salts thereof. 

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

prophylaxis of diseases. 

11. Use of a compound of the formula I as defined in any of Claims 1 to 8 for the preparation 

of a medicament for the treatment •,, d/or prophylaxis of heart failure, angina pectoris, 

10 	hypertension, pulmonary hypertension, 	chaemias, vascular disorders, thromboembolic 

disorders, fibrotic disorders and arterioscler• . s 

12. Medicament comprising a compound of the fo •• la (I) as defined in any of Claims 1 to 8 

in combination with an inert, non-toxic, pharmaceu 	ally suitable excipient. 

13. Medicament comprising a compound of the formula (1) . 	defined in any of Claims 1 to 8 

15 	in combination with a further active compound select • I om the group consisting of 

organic nitrates, NO donors, cGME'-PDE inhibitors, antithr. •• botic agents, hypotensive 

agents and lipid metabolism modifiers. 

14. Medicament according to Claim 12 or 13 for the treatment and/or • ophylaxis of heart 

failure, angina pectoris, hypertension, pulmonary hypertension, isc kemias, vascular 

20 	disorders, renal 	insufficiency, 	thromboembolic 	disorders, 	fibrotic 	• 'sorders 	and 

arteriosclerosis. 

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

pulmonary hypertension, 	ischaemias, 	vascular 	disorders, 	renal 	insuffici 	cy, 
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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. 1. 


