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Claims 

1. A compound of Formula (I) 

.-- Y 

' 

011 I "-...,... ..,„....,,, 
N

,.. 	

,, R2 

5 NI-I2 	 (I), 

and pharmaceutically acceptable salts, solvates, solvates of -alts, or prodrugs 

thereof, wherein: 

X 	is N or C-R3, 

Y 	is N, NH or is absent, 

0 R1 	is L1—R4—L2—R5-L3-R6, L'—R4—L2—R5  •r 12—R4, 

R2 	is A, Hal, OH, OA, SH, CN, NH2, 	02, NHA, NH—L1—Ar, NHCOA, 

NHCO—L1—Ar, NHSO2A, NHSe2—L1—Ar, NHCONHA, NHCONH—L1—Ar, 

L1—Ar, 0- L1—Ar, L1—R4  or H 

L1.  L3 	each, independently of or e another is a single bond, methylene, or 

5 methyl substituted me 	ylene, wherein the methylene, or the methyl 

group of the methyl -ubstituted methylene may be unsubstituted or 

mono- or disubst uted with Hal, OH, CN, NH2,NH(LA), N(LA)2, NO2, 

COOH, N3, et -nyl or ethynyl, and/or monosubstituted with R4, and in 

which one • two CH2  groups may be replaced by an 0 or S atom or by 

0 an —NH- -N(LA)-, -CONH-, -N(LA)C00-, -SO2- or -NHCO- group, 

R3 	is H, A , Hal, OH, COOH, SH, NH2, NO2  or CN, 

R4, R5, R6 	ea 	, independently of one another, are Ar, or cyclic A which may be 

ono- or disubstituted by Hal or LA, 

L2 	is —NHCO—, -NHCOO-, —NHCONH—, —NHCONA—, —NHCOA—, —0—, 

5 —S—, —NH—, —NHSO2—, —SO2NH—, —CONH—, —CONHCONH—, — 

NHCONHCO—, or —A-, 
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Ar is a mono- or bicyclic aromatic homo- or heterocycle having 0, 1, 2, 3 or 

5 

4 N, 0 and/or S atoms and 5, 6, 7, 8, 9, or 10 skeleton atoms, which 

may be unsubstituted or, independently of one another, mono-, di- br 

trisubstituted by Hal, A, OH, SH, OA, NH2, NHA, NA2, NO2, CN, cCN, 

SCN, COOH, CODA, CONH2, CONHA, CONA2, NHCOA, NH •NHA, 

NHCONH2, NHSO2A, CHO, COA, SO2NH2, SO2A and/or S• Hat, 

and in which a ring N-atom may be substituted by an 0-atom to form an 

10 	A 

N-oxide group, and in which in the case of a bicyclic an 	atic cycle on 

of the two rings may be partly saturated, 

is unbranched or branched linear or cyclic alkyl hav 	g 1, 2, 3, 4, 5, 6, 7 

or 8 C atoms, in which one or two CH2  groups m •.y be replaced by an 0 

or S atom and/or by an -NH-, -CO-, -NHC00- -NHCONH-. -N(LA)-, 

-CONH-, -NHCO- or -CH=CH- group, and i• which 1-3 H atoms may 

be replaced by Hal, and in which one or two CH3  groups may be 

15 replaced by OH, SH, NH2, NH(LA), N(I_/)2, NHCOOH, NHCONH2  or 

CN, 	/ 

LA is unbranched or branched, linear alkyl having 1, 2, 3 or 4 C atoms, 

wherein 1, 2 or 3 H atoms may b= replaced by Hal and 

Hal is F, CI, Br or I. 

20 

2. Compounds according to Claim 1 an9 pharmaceutically acceptable salts, solvates, 

solvates of salts, or prodrugs thereof wherein: 

X is N, 

Y is NH, 

25 	R1  is L1-R4-L2-R5, 

R2' 

L1  

30 

is LA, Hal, 0 	, O(LA), SH, CN, NH2, NO2, NH(LA), NHCO(LA), 

NHSO2(LA) NHCONH(LA) or H, 

is methyl :ubstituted methylene, wherein the methyl group of the 

methyl 	ubstituted methylene is monosubstituted with NH2  or NH(LA), 

N(L A  2, or cyclic A which may be mono- or disubstituted by Hal or LA, 

R4,R5  is 	monocyclic aromatic homo- or heterocycle having 0, 1 or 2 N, 0 

nd/or S atoms and 5 or 6 skeleton atoms, which may be unsubstituted 

or, independently of one another, mono-, di- or trisubstituted by Hal, A, 

OH, SH, OA, NH2, NHA, NA2, NO2, CN, OCN, SCN, COOH, CODA, 
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CONH2, GONNA, CONA2, NHCOA, NHCONHA, NHCONH2, NHSO2A, 

CHO, COA, SO2NH2, SO2A and/or SO2HaI, 

A is unbranched or branched linear or cyclic alkyl having 1, 2, 3, 4, 5, ., 7 

or 8 C atoms, in which one or two CH2  groups may be replaced • 	an 0 

5 or S atom and/or by an —NH-, -CO-, -NHCOO-, -NHCONH-. - 	LA)-, - 

CONN-, -NHCO- or —CH=CH— group, and in which 1-3 H atems may be 

replaced by Hal, and in which one or two CH3  groups ma 	.e replaced 

by OH, SH, NH2, NH(LA), N(LA)2, NHCOOH, NHCON 	or CN, 

L2  is —NHCO—, -NHCOO-, —NHCONH—, —NHCONA—, —,IHCOA—, —0—, 

10 —S—, —NH—, —NHSO2—, —SO2NH—, —CONH—, —CO ►  HCONH—, — 

NHCONHCO—, or —A-, 

LA is unbranched or branched, linear alkyl havint 1, 2, 3 or 4 C atoms, 

wherein 1, 2 or 3 H atoms may be replace. ey Hal and 

Hal is F, CI, Br or I. 

15 

3. The compound of Formula (II) 

N
I
( 

z 
HN 

II  R2 X  

H2N 

(1 I ) 

and pharmaceutical! 	acceptable salts, solvates, solvates of salts, or prodrugs 

thereof, 

20 	wherein: 

X 	is N or C-R3, 
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R2  is A, Hal, OH, OA, SH, CN, NH2, NO2, NHA, NH—L1—Ar, NHCOA, 

NHCO-1_1—Ar, NHSO2A, NHSO2—L1—Ar, NHCONHA, NHCONH—L1—Ar, 

L1—Ar, 0- L1—Ar, L1—R4, 

R3  is H, A, Hal, OH, COOH, SH, NH2, NO2  or CN, 	 / 
5 Y'  is CH2 or NH such that when Y' is NH, Z is CH2 (or absent) and 	:/hen 

Y' is CH2, Z is NH, 

Z is CH2, NH or is absent such that when Z is CH2 (or absen , Y is NH 

and when Z is NH, Y is CH2, and 

Z'  Ar, alkyl, halogen, OR, NRR, CF3, CN, OCF3, SR, H ( 	ono, di, or tri- 

10 substituted with any above combination) 

and pharmaceutically acceptable salts, solvates, 

4. The compound of 

solvates of sa s, or prodrug thereof. 

Formula 

, 

NH 

OY' 
I 

HN z  

X 

R2 

(III) 
15 

and pharmaceutically a 	eptable salts, solvates, solvates of salts, or prodrugs 

thereof, wherein: 

X 	is N or C-R3  

R2 	is A, Hal, 0H, OA, SH, CN, NH2, NO2, NHA, NH—L'—Ar, NHCOA, NHCO- 

20 L1—Ar, HHSO2A, NHSO2—L1—Ar, NHCONHA, NHCONH—L1—Ar, 12—Ar, 

0- L 	Ar, L1—R4, 

R3 	is , A, Hal, OH, COOH, SH, NH2, NO2  or CN, 
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Y' is CH2 or NH such that when Y' is NH, Z is CH2 (or absent) and when Y' is 

CH2, Z is NH, 

Z 	is CH2, NH or is absent such that when Z is CH2 (or absent), Y is NH and 

when Z is NH, Y is CH2, and 

5 Z' Ar, alkyl, halogen, OR, NRR, CF3, CN, OCF3, SR, H (mono, di, or tri-

substituted with any above combination) 

and pharmaceutically acceptable salts, solvates, solvates of salts, or pr.. rugs 

thereof. 

10 5. The compound according to Claim 1, wherein the compound 	selected from the 

group consisting of: 

trans racemic 4-((4-(3-fluorophenyl)pyrrolidin-3-yl)amino)q 	nazoline-8-carboxamide; 

trans racemic 4-((4-phenylpyrrolidin-3-yl)amino)quinazol 	e-8-carboxamide; 

4-((4-(2-fluorophenyl)pyrrolidin-3-yl)amino)quinazolin z 8-carboxamide; 

15 4-((4-(4-fluorophenyl)pyrrolidin-3-yl)amino)quinazo 	e-8-carboxamide; 

4-((4-(4-methoxyphenyl)pyrrolidin-3-yl)amino)qu' azoline-8-carboxamide; 

4-((4-(3-methoxyphenyl)pyrrolidin-3-yl)amino)t uinazoline-8-carboxamide, 

4-((4-(2-methoxyphenyl)pyrrolidin-3-yl)ami 	a )quinazoline-8-carboxamide; 

trans, racemic 4-((4-(3-chlorophenyl)pyrrilidin-3-yl)amino)quinazoline-8- 

20 carboxamide; 

trans, racemic 4-((4-(2-chloro-6-flux ophenyl)pyrrolidin-3-yl)amino)-quinazoline-8- 

carboxamide; 

trans, racemic 4-((4-(3-bromo 	enyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

25 trans, racemic 4-((4-(3-fly rophenyI)-1-methylpyrrolidin-3-yl)amino)quinazoline-8- 

carboxamide; 

trans, racemic 4-((-, 	naphthalen-2-yl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

trans, racemic 	((4-(naphthalen-1-yl)pyrrolidin-3-yl)amino)quinazoline-8- 

30 carboxamidq. 

6-methyl-,  -((4-phenylpyrrolidin-3-yl)amino)quinazoline-8-carboxamide, 

2-meth d-4-((4-phenylpyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-((' (4-fluorophenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

4- (4-(4-methoxyphenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 
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4-((4-(4-fluorophenyI)-1-methylpyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-phenylpyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-(3-fluorophenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-(2-fluorophenyl)pyrrolidin-3-yl)arnino)quinoline-8-carboxamide; 

5 4-((4-(2-methoxyphenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-(3-methoxyphenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-(4-methoxyphenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

trans-4-(4-Phenylcarbamoyl-pyrrolidin-3-ylamino)-quinazoline-8-carb• ylic acid 

amide; 

10 trans, racemic 4-((4-phenylpiperidin-3-yl)amino)quinazoline-8-ca •oxamide; 

racemic, trans 4-((4-(3-fluorophenyl)piperidin-3-yl)amino)quin. 	oline-8-carboxamide; 

cis, racemic 4-((4-phenylpiperidin-3-yl)amino)quinazoline-8-,  arboxamide; 

trans, racemic 4-((4-(3-(trifluoromethyl)phenyl)piperidin-3 	1)amino)quinazoline-8-

carboxamide; 

15 trans, racemic 4-((4-(m-tolyl)piperidin-3-yI)amino)qui' azoline-8-carboxamide; 

trans, racemic 4-((4-(4-fluorophenyl)piperidin-3-y1)z mino)quinazoline-8-carboxamide; 

trans, racemic tert-butyl 3-amino-4-(4-chlorophz yl)piperidine-1-carboxylate; 

racemic, 

trans, Benzyl 3-amino-4-(3-fluoro-4-methyl a henyl)piperidine-1-carboxylate; 

20 trans, racemic Benzyl 3-((8-carbamoylq 	nazolin-4-yDamino)-4-(3-fluoro-4-

methylphenyl)piperidine-1-carboxylatt, 

racemic, trans 4-((4-(3-fluoro-4-me 	ylphenyl)piperldin-3-yl)amino)quinazoline-8- 

carboxamide; 

trans, racemic 4-((4-(3-fluorop►  enyl)piperidin-3-yl)amino)-2-methylquinazoline-8- 

25 carboxamide; 

trans, racemic 2-ethyl-4-( , -(3-fluorophenyl)piperidin-3-yl)amino)quinazoline-8- 

carboxamide; 

trans, racemic 2-eth 	-4-((4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 

trans, racemic 2- 	-thy1-4-((4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 

30 trans, racemic 	((4-phenylpiperidin-3-yI)amino)quinoline-8-carboxamide; 

trans, racem , Ethyl 8-carbamoy1-4-(4-phenylpiperidin-3-yl)amino)quinoline-3- 

carboxylatt , 

trans, r. , emic 8-carbamoy1-4-((4-phenylpiperidin-3-yl)amino)quinoline-3-carboxylic 

acid; 
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4-(3-fluoro-4-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-fluoro-5-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carbjoxamidl 

4-(((3S,4R)-4-(3-fluoro-5-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline- •- 

carboxamide; 

5 4-(((3R,4S)-4-(3-fluoro-5-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinaz. ine-8-

carboxamide; 

4-(3-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxar ide; 

4-(((3S,4R)-4-(3-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazo ne-8-

carboxamide; 

10 4-(((3R,4S)-4-(3-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)qu 	azoline-8-

carboxamide; 

4-(3-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoli 	--8-carboxamide; 

4-(4-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazt ine-8-carboxamide; 

4-(((3R,4S)-4-(4-(trifluoromethyl)phenyl)pyrrolidin-3-y1 zmino)quinazoline-8- 

15 carboxamide; 

4-(((3R,4R)-4-(4-(trifluoromethyl)phenyl)pyrrolidi 	3-yl)amino)quinazoline-8-

carboxamide; 

4-(3-(trifluoromethoxy)phenyl)pyrrolidin-3-y1 zmino)quinazoline-8-carboxamide; 

4-(3-(trifluoromethoxy)phenyl)pyrrolidin-3 	1)amino)quinazoline-8-carboxamide; 

20 4-(((3R,4S)-4-(3-(trifluoromethoxy)phe r 	1)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3R,4R)-4-(3-(trifluoromethox 	phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(4-(trifluoromethoxy)pheny pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

25 4-(((3R,4S)-4-(4-(trifluoro 	ethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3S,4R)-4-(4-(trifl doromethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3S,4R)-4-( 	fluoro-4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8- 

30 carboxamide 

4-(((3R,4S -4-(3-fluoro-4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8- 

carbox- 	ide; 

4-((( 	-,4S)-4-(3-chlorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4- 	3R,4S)-4-(2-chlorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 
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4-(((3S,4R)-4-(2-chlorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(quinolin-6-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

5 4-(((3R,4S)-4-(quinolin-6-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamid , 

4-(((3S,4R)-4-(quinolin-6-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxaT'de; 

4-W3R,4S)-4-(3-methoxyphenyl)pyrrolidin-3-yl)ami no)quinazoline-8-ca(boxamide; 

4-(((3S,4R)-4-(3-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8 carboxamide; 

4-(4-fluoro-3-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-c
/ 
	oxamide; 

10 4-(((3 R,4S)-4-(4-fluoro-3-methylphenyl)pyrrolidin-3-yl)amino)qpinazoline-8-

carboxamide;  

4-(((3S,4R)-4-(4-fluoro-3-methylphenyl)pyrrolidin-3-yl)amjno)quinazoline-8-

carboxamide; 

4-(naphthalen- 1 -yl)pyrrolidin-3-yl)amino)quinazolin 	-carboxamide; 

15 4-(((3R,4S)-4-(naphthalen-1-yl)pyrrolidin-3-yl)am 	o)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(naphthalen-1-yl)pyrrolidin-3-y1) 	ino)quinazoline-8-carboxamide; 

4-(((3 R,4S)-4-(naphthalen-2-yl)pyrrolidi n-3- 	amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(naphthalen-2-yl)pyrrolidin—yl)amino)quinazoline-8-carboxamide; 

4-(3-fluorophenyl)pyrrolidin-3-yl)amino 	2-methylquinazoline-8-carboxamide; 

20 4-(((3R,4S)-4-(3-fluorophenyl)pyrrol 	in-3-yl)amino)-2-methylquinazoline-8-

carboxamide; 

4-(((3S,4R)-4-(3-fluorophenyl) 	rrolidin-3-yl)amino)-2-methylquinazoline-8-

carboxamide; 

4-(3-bromophenyl)pyrroli • n-3-yl)amino)quinazoline-8-carboxamide; 

25 4-(3-cyanophenyl)pyrr • rdin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(3-cy. 	ophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(3- 	anophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(2,3-dihydro. - nzofuran-5-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3 R,4S)-,  -(2,3-dihydrobenzofuran-5-yl)pyrrolidin-3-yl)amino)quinazol ine-8- 

30 carboxa 	• e; 

4-(((3S 	R)-4-(2,3-dihydrobenzofuran-5-yl)pyrrolidin-3-yl)amino)quinazoline-8-

carb 0 xamide; 

4- 	-fluoro-2-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 
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4-(((3R,4S)-4-(3-fluoro-2-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8- . 
/ 

carboxamide; 	 / 
/ 

4-(((3S,4R)-4-(3-fluoro-2-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8- 	/ 

carboxamide; 

5 4-(((3R,4S)-4-(3-chlorophenyl)pyrrolidin-3-ypamino)quinazoline-8-carboxa,  ide; 

4-(((3S,4R)-4-(4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8-car•oxamide; 

4-W3R,4S)-4-(4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8-farboxamide; 

2-chlorophenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-carbo amide; 

4-(4-chloro-3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-c rboxamide; 

10 4-(3-chloro-4-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-: carboxamide; 

4-(((3S,4R)-4-(4-chloro-3-fluorophenyl)pyrrolidin-3-yl)amino quinazoline-8-

carboxamide; 

4-(3-fluoro-4-methoxyphenyl)pyrrolidin-3-yl)amino)qu 	azoline-8-carboxamide; 

4-(4-chloro-3-fluorophenyl)pyrrolidin-3-yl)amino)-2- 	ethylquinazoline-8-carboxamide; 

15 2-ethyl-4-(((3S,4R)-4-(3-fluorophenyl)pyrrolidin- 	yl)amino)quinazoline-8-

carboxamide; 

4-(((3R,4S)-4-(2,4,5-trifluorophenyl)pyrrolid 	-3-yI)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(2,4,5-trifluorophenyl)pyrr• din-3-yl)amino)quinazoline-8-carboxamide; 

2-ethyl-4 -(3-fluorophenyl)pyrrolidin-3- 	)amino)quinazoline-8-carboxamide; 

20 2-ethyl-4-(((3R,4S)-4-(3-fluorophen 	)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(3-chloro-2-fluorophenyl)pyrr•lidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(naphthalen-2-yl)pyrrolidi 	3-yl)amino)quinazoline-8-carboxamide; 

4-(4-(methylsulfonyl)phe 	1)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

25 4-(((3R,4S)-4-(4-chl or 	-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(4-chloro-3-fluo •phenyl)pyrrolidin-3-yl)amino)-2-ethylquinazoline-8-carboxamide; 

4-(3-chloro-5-fl •orophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

6-fluoro-4-(( 	R,4S)-4-(4-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8- 

30 carboxam O e; 

4-(2,3- 	luorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-((( 	,4S)-4-(3-(pyrrolidin-1-yl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8- 

c 	oxamide; 

-([1,1'-bipheny1]-3-y1)pyrrolidin-3-yl)amino)quinazoline-8- carboxamide; 
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4-(4-fluoro-3-(pyridin-3-yl)phenyl)pyrrolidin-3-yl)arnino)quinazoline-8-carboxamide; 

4-(2-fluoro-[1,1'-bipheny1]-4-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-fluoro-4-(pyridin-3-yl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

2-ethy1-4-((4-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-carboxami 2  e 

5 4-(3,5-difluorophenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

1-methy1-4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 

2-ethy1-4-(3-(trifluoromethyl)phenyppiperidin-3-yl)amino)quinazoline-8-car oxamide; 

4-(3-methoxyphenyl)piperidin-3-yl)amino)-2-methylquinazoline-8-carbo amide; 

4-(4-(trifluoromethyl)phenyl)piperidin-3-yl)am ino)quinazoline-8-carb • amide; 

10 4-(((3S,4S)-4-(4-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quin. 	oline-8-

carboxamide; 

4-(((3R,4R)-4-(4-(trifluoromethyl)phenyl)piperidin-3-yl)amino, quinazoline-8- 
/ 

carboxamide; 

4-(((3R,4R)-4-(3-(trifluoromethyl)phenyl)piperidin-3-y1). 	lino)quinazoline-8- 

15 carboxamide; 

4-(((3S,4S)-4-(3-(trifluoromethyl)phenyl)piperidin- ,y1)amino)quinazoline-8-

carboxamide; 

4-(4-fluorophenyl)piperidin-3-yl)amino)-2-m z 	ylquinazoline-8-carboxamide; 

2-ethyl-4-(4-fluorophenyl)piperidin-3-yl)a , ino)quinazoline-8-carboxamide; 

20 4-(4-fluorophenyl)piperidin-3-yl)amino) 	-methylquinazoline-8-carboxamide; 

4-(3-methoxyphenyl)piperidin-3-yl)ar ino)quinazoline-8-carboxamide; 

4-(2-fluorophenyl)piperidin-3-yl)a 	ino)-2-methylquinazoline-8-carboxamide; 

4-(3-fluoro-4-methylphenyl)pip r idin-3-yl)amino)quinazoline-8-carboxamide; 

2-methyl-4-(((3R,4R)-4-(3-(t 	luoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8- 

25 carboxamide; 

4-(3,4-dimethoxyphen 	piperidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-fluoro-5-(trifluore methyl)phenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

2-methyl-4-(4-(trif 	oromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-

carboxamide; 

30 2-ethy1-4-(27fluorophenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(4-chior,o/phenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

2-ethy1/4-(m-tolyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

4-0-(3,5-dimethylphenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

6-duoro-4-(((3R,4R)-4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; / 
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4-(((3R,4S)-4-(2-fluoro-[1,1'-biphenyl]-4-yl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3S,4R)-4-(2-fluoro-[1,11-biphenyl]-4-yl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide 

5 and pharmaceutically acceptable salts, solvates, solvates of salts, or prodr ■ s  

thereof. 

6. A pharmaceutical composition comprising a compound according to any of 

claims 1 to 5, or a pharmaceutically acceptable salt, solvate, solvate of a salt, or 

10 prodrug thereof, as active ingredient, together with a pharmacutically acceptable 

carrier. 

7. A compound of any of claims 1 to 5, or a pharmace 	ically acceptable salt, solvate, 

solvate of a salt, or prodrug thereof, for use as a m-i cament. 

15 

8. A compound of any of claims 1 to 5, or a pharmaceutically acceptable salt, solvate, 

solvate, solvate of a salt, or prodrug thereof 	or treating hyperproliferative diseases. 

9. The compound of claim 8, or a phan aceutically acceptable salt, solvate, solvate 

20 of a salt, or prodrug thereof, wherei 	he disease is selected from the group 

consisting of cancer, inflammatio 	pancreatitis or kidney disease, pain, benign 

hyperplasia of the skin, resten•. is, prostate, diseases related to vasculogenesis or 

angiogenesis, tumor angiog: esis, skin diseases selected from psoriasis, eczema, 

and sclerodema, diabetes diabetic retinopathy, retinopathy of prematurity, age- 

25 related macular degen: atron, hemangioma, glioma, melanoma and Kaposi's 

sarcoma .  

10. Use of a co ►  pound of any of claims 1 to 5, or a pharmaceutically acceptable salt, 

solvate, solv 	e of a salt, or prodrug thereof, for the preparation of a medicament for 

30 the treatrn"nt of hyperproliferative diseases. 

11. e according to claim 10 wherein the disease is selected from the group 

co,  sisting of cancer, inflammation, pancreatitis or kidney disease, pain, benign 

vPerpiasia of the skin, restenosis, prostate, diseases related to vasculogenesis or 
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angiogenesis, tumor angiogenesis, skin diseases selected from psoriasis, eczema, 

and sclerodema, diabetes, diabetic retinopathy, retinopathy of prematurity, age-

related macular degeneration, hemangioma, glioma, melanoma and Kaposi's 

sarcoma. 

5 

12. A method for treating hyperproliferative diseases, comprising adminis -ring to a 

subject a compound of any of claims 1 to 5, or a pharmaceutically acct •table salt, 

solvate, solvate of a salt, or prodrug thereof. 

10 13. The method of claim 12, wherein the disease is selected f .m the group 

consisting of cancer, inflammation, pancreatitis or kidney di:ease, pain, benign 

hyperplasia of the skin, restenosis, prostate, diseases re .ted to vasculogenesis or 

angiogenesis, tumor angiogenesis, skin diseases sel z ted from psoriasis, eczema, 

and sclerodema, diabetes, diabetic retinopathy, re 	apathy of prematurity, age- 

15 related macular degeneration, hemangioma, gli. 	a, melanoma and Kaposi's 

sarcoma. 

14. Set (kit) consisting of separate pack: of: 

a) an effective amount of . compound according to one or more of claims 

20 1 to 5 or a pharmac- tically acceptable salt, solvate, solvate of a salt, 

or prodrug thereo , and 

b) an effective a 	Aunt of a further medicament active ingredient. 

25 

30 
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15. Process for the manufacture of compounds of Formula (I), 

wherein X is N and Y is NH, and all other substituents have the meaning as defined 

for Formula (I) in claim 1, wherein a carboxylic acid ester of Formula (IV)  

/ 
CI / 

0  --....,. ......,........„ 
N 

R2  

0 

5 	 (IV), 

is reacted with a compound of Formula (V) 

0<  Are  
N-4, 

0 
H2N 

to yield a compound of Formula (VI) 	// 

R1  jj  .----- 

0 ) 

00_ 
iV 

N 

1 , 
R2  

(VI), 

which is finally converted into the carboxylic amide of Formula (I) 

140)( r\J 
R2 

11  
• NH2 	

(I). 
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THE CLAIfttlS DEFINING THE INVENT/ON ARE AS FOLLOWS: 

1 A compound of Formula (I)  

R' ._- 
'V 

- r, : - '''. ' • 	.,,,. 4 
 ,:. ) ; 

R 2  

NH2  
(I), 

or a pharmaceutically acceptable salt, solvate, solvate of a salt, or prodrug thereof, 

wherein: 

X is N or C-R3, 

Y is N, NH or is absent, 

10 R1  is L1—R442—R513-R8  or C—R4—L2--R5, 

R2  is A, Hal, OH, OA, SH, CN, NH2, NO2, NHA, NH—C—Ar, NHCOA, 

NHCO—L2--Ar, NHSO2A, NHSO 	L'---Ar, NHCONHA, NHCONH—L— 	. 

L--Ar, O L'—Ar, L1—R4  or H, 
L1 L3 each, independently of one another is a single bond, methylene, or 

is methyl substituted methylene, wherein the methylene, or the methyl 

group of the methyl substituted methylene may be unsubstituted or 

mono- or disubstituted with Hal, OH, CN, NH2,NH(LA), N(LA)2, NO2, 

COOH, N3, ethenyl or ethynyl, and/or rnonosubstituted with R4, and in 

which one or two CH2  groups may be replaced by an 0 or S atom or by 

20 an —NH-, -N(LA)-, -CONH-, -N(LA)C00-, -SO2- or -NHCO- group, 

R3  is H. A, Hal, OH, COOH, SH, NH2, NO2  or CN, 

R4  each, independently of one another, are cyclic A which may be mono-or 

disubstituted by Hal, or LA, 

53 4291 ? K4HMaliers) P2 	LISAW 2a;1 4 
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R5, R6  

L2  

each, independently of one another, are Ar, or cyclic A which may be 

mono- or disubstituted by Hal or LA, 

is -NHCO-, -NHCOO-, -NHCONH-, -NHCONA-, -NHCOA-, -0-, - 

5 8-, -NH-, -NHSO2-, -SO2NH-, -CONH-, -CONHCONH-, - 

Ar 

NHCONHCO-, or -A-, 

is a mono- or bicyclic aromatic homo- or heterocycle having 0, 1, 2, 3 or 

4 N, 0 and/or S atoms and 5, 6, 7, 8, 9, or 10 skeleton atoms, which 

may be unsubstituted or, independently of one another, mono-, di- or 

s,k 0 trisubstituted by Hal, A, OH, SH, OA, NH2, NHA, NA2, NO2, CN, OCN, 

SCN, COOH, COOA, CONH2, CONHA, CONA2, NHCOA, NHCONHA, 

NHCONH2, NHSO2A, CHO, COA, SO2NH2, SO2A and/or SO2Hal 

and in which a ring N-atom may be substituted by an 0-atom to form an 

15 

A 

N-oxide group, 

and in which in the case of a bicyclic aromatic cycle on of the two rings 

may be partly saturated, 

is unbranched or branched linear or cyclic alkyl having 1, 2, 3, 4, 5, 6, 7 

or 8 C atoms, in which one or two CH2  groups may be replaced by an 0 

or S atom and/or by an -NH-, -CO-, -NHCOO-, -NHCONH-. -N(LA)-, - 

20 

LA 

CONH-,-NHCO- or -CH=CH- group, and in which 1-3 H atoms may be 

replaced by Hal, and in which one or two CH3  groups may be replaced 

by OH, SH, NH2, NH(LA), N(LA)2, NHCOOH, NHCONH2  or CN, 

is unbranched or branched, linear alkyl having 1, 2, 3 or 4 C atoms, 

wherein 1, 2 or 3 H atoms may be replaced by Hal and 

25 Hal is F, CI, Br or I. 

2, A compound according to Claim 1 or a pharmaceutically acceptable salt, solvate, 

solvate of a salt, or prod rug thereof, wherein 

30 

X 	 is N, 

V 	 is NH, 

5es,w4KL1 (G1-1Nigtior41 	9 LIC: AU LISAW 28,ei Di 4 
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R' 

R2  

is 12-R4-1.,2--R5, 

is LA, Hal, OH, O(LA), SH, CN, NH2, NO2, NH(LA), NHCO(LA), 

5 

NHSO2(LA), NHCONH(LA) or H, 

L1 	 is methyl substituted methylene, wherein the methyl group of the methyl 

substituted methylene is monosubstituted with NH2  or NH(LA), N(LA)2, 

or cyclic A which may be mono- or disubstituted by Hal or LA, 

R4 	 each, independently of one another, are cyclic A which may be mono-or 

disubstituted by Hal, or LA. 

10 

15 

R5  

A 

is a monocyclic aromatic horno- or heterocycle having 0, 1 or 2 N, 0 

and/or S atoms and 5 or 6 skeleton atoms, which may be unsubstituted 

or, independently of one another, mono-, di- or disubstituted by Hal, A, 

OH, SH, OA, NH2, NHA, NA2, NO2, CN, OCN, SON, COON, COOA, 

CONH2, CONHA, CONA2, NHCOA, NHCONHA, NHCONH2, NHSO2A, 

CHO, COA, SO2NH2, SO2A and/or SO2HaI, 

is unbranched or branched linear or cyclic alkyl having 1, 2, 3, 4, 5, 6, 7 

or 8 C atoms, in which one or two CH2  groups may be replaced by an 0 

or S atom and/or by an -NH-, -CO-, -NHCOO-, -NHCONH-. -N(LA)-, - 

CONH-,-NHCO- or -CH=CH- group, and in which 1-3 H atoms may be 

20 

L2  

replaced by Hal, and in which one or two CH3  groups may be replaced 

by OH, SH, NH2, NH(LA), N(LA)2, NHCOOH, NHCONH2  or ON, 

is -NHCO-, -NHC00-, -NHCONH-. -NHCONA-, -NHCOA--, -0-, - 

S-, 	-NH-, -NHS02-, -SO2NH-, -CONH-, -CONHCONH-, - 

25 LA 

NHCONHCO-, 	or -A-, 

is unbranched or branched, linear alkyl having 1, 2, 3 or 4 C atoms, 

wherein 1, 2 or 3 H atoms may be replaced by Hal and 

Hal is F, CI, Br or I. 

3. The compound of Formula (II) 

58,S499$,.) g33110,1stlorg) n.2100.AU ;AMY nil 0114 
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Z' 

Y' 
1 

HN Z  

H2N 

(II) 

or a pharmaceutically acceptable salt, solvate, solvate of a salt, or prodrug thereof, 

wherein: 

5 X 	 is N or C-R3, 

R2 	 is A, Hal, OH, OA, SH, CN, NH2, NO2, NHA, NH—L1—Ar, NHCOA, 

NHCO—L1—Ar, NHSO2A, NHSO2—L1—Ar, NHCONHA, NHCONH—L1—Ar, 

L1—Ar, 0- L1—Ar, L1—R4, 

R3 	 is H, A, Hal, OH, COOH, SH, NH2, NO2  or CN, 

10 Y' is CH2  or NH such that when Y' is NH, Z is CH2  (or absent) and when Y' 

is CH2, Z is NH, 

Z 	 is CH2, NH or is absent such that when Z is CH2  (or absent), Y' is NH 

and when Z is NH, Y' is CH2, 

Z' Ar, alkyl, halogen, OR, NRR, CF3, CN, OCF3, SR, H (mono, di, or tri- 

15 substituted with any above combination), 

R 	 is methyl, 

A 	 is unbranched or branched linear or cyclic alkyl having 1, 2, 3, 4, 5, 6, 7 

or 8 C atoms, in which one or two CH2  groups may be replaced by an 0 

or S atom and/or by an -NH-, -CO-, -NHC00-, -NHCONH-, -N(LA)-, - 

20 CONH-,-NHCO- or —CH=CH— group, and in which 1-3 H atoms may be 

replaced by Hal, and in which one or two CH3  groups may be replaced 

by OH, SH, NH2, NH(LA), N(LA)2, NHCOOH, NHCONH2  or CN, 

Hal 	is F, CI, Br or I, 

6438193_1 (GHMatters) P92100 AU SHEILAB 
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L1  is a single bond, methylene, or methyl substituted methylene, wherein 

the methylene, or the methyl group of the methyl substituted methylene 

may be unsubstituted or mono- or disubstituted with Hal, OH, CN, 

NH2,NH(LA), N(LA)2, NO2, COOH, N3, ethenyl or ethynyl, and/or 

5 monosubstituted with R4, and in which one or two CH2  groups may be 

replaced by an 0 or S atom or by an —NH-, -N(LA)-, -CONH-, - 

N(LA)COO-, -SO2- or -NHCO- group, 

Ar is a mono- or bicyclic aromatic homo- or heterocycle having 0, 1, 2, 3 or 

4 N, 0 and/or S atoms and 5, 6, 7, 8, 9, or 10 skeleton atoms, which 

10 may be unsubstituted or, independently of one another, mono-, di- or 

trisubstituted by Hal, A, OH, SH, OA, NH2, NHA, NA2, NO2, CN, OCN, 

SCN, COOH, CODA, CONH2, CONHA, CONA2, NHCOA, NHCONHA, 

NHCONH2, NHSO2A, CHO, COA, SO2NH2, SO2A and/or SO2Hal, 

and in which a ring N-atom may be substituted by an 0-atom to form an 

15 N-oxide group, and in which in the case of a bicyclic aromatic cycle on 

of the two rings may be partly saturated, 

R4  each, independently of one another, are cyclic A which may be mono-or 

disubstituted by Hal, or LA, and 

LA is unbranched or branched, linear alkyl having 1, 2, 3 or 4 C atoms, 

2 0 wherein 1, 2 or 3 H atoms may be replaced by Hal. 

4. The compound of Formula (Ill) 

Z' 

NH 

O `C 
I 

HN Z  

H2N 

(III) 

or a pharmaceutically acceptable salt, solvate, solvate of a salt, or prodrug thereof, 

25 	wherein: 

6438193_1 (GHMatters) P92100 AU SHEILAB 



103a 

5 

X 

R2  

R3  

Y'  

Z 

is N or C-R3, 

is A, Hal, OH, OA, SH, CN, NH2, NO2, NHA, NH-L1-Ar, NHCOA, 

NHCO-L1-Ar, NHSO2A, NHSO2-L1-Ar, NHCONHA, NHCONH-L1-Ar, 

L1-Ar, 0- L1-Ar, L1-R4, 

is H, A, Hal, OH, COOH, SH, NH2, NO2  or CN, 

is CH2  or NH such that when Y' is NH, Z is CH2  (or absent) and when Y' 

is CH2, Z is NH, 

is CH2, NH or is absent such that when Z is CH2  (or absent), Y' is NH 

and when Z is NH, Y' is CH2, and 

10 Z'  

R 

A 

Ar, alkyl, halogen, OR, NRR, CF3, CN, OCF3, SR, H (mono, di, or tri- 

substituted with any above combination), 

is methyl, 

is unbranched or branched linear or cyclic alkyl having 1, 2, 3, 4, 5, 6, 7 

or 8 C atoms, in which one or two CH2  groups may be replaced by an 0 

15 or S atom and/or by an -NH-, -CO-, -NHC00-, -NHCONH-, -N(LA)-, - 

20 

Hal 

L1  

CONH-,-NHCO- or -CH=CH- group, and in which 1-3 H atoms may be 

replaced by Hal, and in which one or two CH3  groups may be replaced 

by OH, SH, NH2, NH(LA), N(LA)2, NHCOOH, NHCONH2  or CN, 

is F, CI, Br or I, 

is a single bond, methylene, or methyl substituted methylene, wherein 

the methylene, or the methyl group of the methyl substituted methylene 

may be unsubstituted or mono- or disubstituted with Hal, OH, CN, 

NH2,NH(LA), N(LA)2, NO2, COOH, N3, ethenyl or ethynyl, and/or 

monosubstituted with R4, and in which one or two CH2  groups may be 

25 replaced by an 0 or S atom or by an -NH-, -N(LA)-, -CONH-, - 

Ar 

N(LA)COO-, -SO2- or -NHCO- group, 

is a mono- or bicyclic aromatic homo- or heterocycle having 0, 1, 2, 3 or 

4 N, 0 and/or S atoms and 5, 6, 7, 8, 9, or 10 skeleton atoms, which 

may be unsubstituted or, independently of one another, mono-, di- or 

30 trisubstituted by Hal, A, OH, SH, OA, NH2, NHA, NA2, NO2, CN, OCN, 

SCN, COOH, CODA, CONH2, CONHA, CONA2, NHCOA, NHCONHA, 

NHCONH2, NHSO2A, CHO, COA, SO2NH2, SO2A and/or SO2Hal, 

and in which a ring N-atom may be substituted by an 0-atom to form an 

N-oxide group, and in which in the case of a bicyclic aromatic cycle on 

35 of the two rings may be partly saturated, 

6269173_1 (GHMatters) P92100 AU SHEILAB 4/03/15 
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R4 	 each, independently of one another, are cyclic A which may be mono-or 

disubstituted by Hal, or LA, and 

LA 	 is unbranched or branched, linear alkyl having 1, 2, 3 or 4 C atoms, 

wherein 1, 2 or 3 H atoms may be replaced by Hal. 

5 

5. The compound according to Claim 1, wherein the compound is selected from the 

group consisting of: 

trans racemic 44(4-(3-fluorophenyl)pyrrolidin-3-Aamino)quinazoline-8-carboxamide; 

trans racemic 4-((4-phenylpyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

10 4-((4-(2-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-((4-(4-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

44(4-(4-methoxyphenyl)pyrrolidin-3-Aamino)quinazoline-8-carboxamide; 

44(4-(3-methoxyphenyl)pyrrolidin-3-Aamino)quinazoline-8-carboxamide, 

44(4-(2-methoxyphenyl)pyrrolidin-3-Aamino)quinazoline-8-carboxamide; 

15 trans, racemic 44(4-(3-chlorophenyl)pyrrolidin-3-Aamino)quinazoline-8-carboxamide; 

trans, racemic 4-((4-(2-chloro-6-fluorophenyl)pyrrolidin-3-yl)amino)-quinazoline-8-

carboxamide; 

trans, racemic 4-((4-(3-bromophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

trans, racemic 44(4-(3-fluoropheny1)-1-methylpyrrolidin-3-Aamino)quinazoline-8- 

20 carboxamide; 

trans, racemic 4-((-4-(naphthalen-2-yl)pyrrolidin-3-yl)amino)quinazoline-8- 

carboxamide; 

trans, racemic 44(4-(naphthalen-1-Apyrrolidin-3-Aamino)quinazoline-8-carboxamide; 

25 

6-methyl-4-((4-phenylpyrrolidin-3-yl)amino)quinazoline-8-carboxamide, 

2-methyl-4-((4-phenylpyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-((4-(4-fluorophenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

44(4-(4-methoxyphenyl)pyrrolidin-3-Aamino)-2-methylquinazoline-8-carboxamide; 
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4-((4-(4-fluoropheny1)-1-methylpyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-phenylpyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-(3-fluorophenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-(2-fluorophenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

5 4-((4-(2-methoxyphenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-(3-methoxyphenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

4-((4-(4-methoxyphenyl)pyrrolidin-3-yl)amino)quinoline-8-carboxamide; 

trans-4-(4-Phenylcarbamoyl-pyrrolidin-3-ylamino)-quinazoline-8-carboxylic acid 

amide; 

10 trans, racemic 4-((4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 

racemic, trans 4-((4-(3-fluorophenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

cis, racemic 4-((4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 

trans, racemic 4-((4-(3-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-

carboxamide; 

15 trans, racemic 4-((4-(m-tolyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

trans, racemic 4-((4-(4-fluorophenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

trans, racemic tert-butyl 3-amino-4-(4-chlorophenyl)piperidine-1-carboxylate; 

racemic, 

trans, Benzyl 3-amino-4-(3-fluoro-4-methylphenyl)piperidine-1-carboxylate; 

20 trans, racemic Benzyl 3-((8-carbamoylquinazolin-4-yl)amino)-4-(3-fluoro-4- 

methylphenyl)piperidine-1-carboxylate; 

racemic, trans 4-((4-(3-fluoro-4-methylphenyl)piperidin-3-yl)amino)quinazoline-8- 

carboxamide; 

trans, racemic 4-((4-(3-fluorophenyl)piperidin-3-yl)amino)-2-methylquinazoline-8- 

25 carboxamide; 

trans, racemic 2-ethy1-4-((4-(3-fluorophenyl)piperidin-3-yl)amino)quinazoline-8- 

carboxamide; 

trans, racemic 2-ethy1-4-((4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 

trans, racemic 2-methy1-4-((4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 

30 trans, racemic 4-((4-phenylpiperidin-3-y0amino)quinoline-8-carboxamide; 

trans, racemic Ethyl 8-carbamoy1-4-(4-phenylpiperidin-3-yl)amino)quinoline-3- 

carboxylate; 

trans, racemic 8-carbamoy1-4-((4-phenylpiperidin-3-yl)amino)quinoline-3-carboxylic 

acid; 
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4-(3-fluoro-4-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-fluoro-5-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(3-fluoro-5-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

5 4-(((3R,4S)-4-(3-fluoro-5-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(3-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(3-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

10 4-(((3R,4S)-4-(3-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(3-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(4-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(4-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8- 

15 carboxamide; 

4-(((3R,4R)-4-(4-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(3-(trifluoromethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-(trifluoromethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

20 4-(((3R,4S)-4-(3-(trifluoromethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3R,4R)-4-(3-(trifluoromethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(4-(trifluoromethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

25 4-(((3R,4S)-4-(4-(trifluoromethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3S,4R)-4-(4-(trifluoromethoxy)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3S,4R)-4-(3-fluoro-4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8- 

30 carboxamide; 

4-(((3R,4S)-4-(3-fluoro-4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3R,4S)-4-(3-chlorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(2-chlorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 
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4-(((3S,4R)-4-(2-chlorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(quinolin-6-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

5 4-(((3R,4S)-4-(quinolin-6-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(quinolin-6-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(3-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(3-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(4-fluoro-3-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

10 4-(((3R,4S)-4-(4-fluoro-3-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3S,4R)-4-(4-fluoro-3-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(naphthalen-1-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

15 4-(((3R,4S)-4-(naphthalen-1-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(naphthalen-1-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(naphthalen-2-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(naphthalen-2-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-fluorophenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

20 4-(((3R,4S)-4-(3-fluorophenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-

carboxamide; 

4-(((3S,4R)-4-(3-fluorophenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-

carboxamide; 

4-(3-bromophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

25 4-(3-cyanophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(3-cyanophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(3-cyanophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(2,3-dihydrobenzofuran-5-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(2,3-dihydrobenzofuran-5-yl)pyrrolidin-3-yl)amino)quinazoline-8- 

30 carboxamide; 

4-(((3S,4R)-4-(2,3-dihydrobenzofuran-5-yl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(3-fluoro-2-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

106 



WO 2012/016001 
	

PCT/US2011/045658 

4-(((3R,4S)-4-(3-fluoro-2-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3S,4R)-4-(3-fluoro-2-methylphenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

5 4-(((3R,4S)-4-(3-chlorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

2-chlorophenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

4-(4-chloro-3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

10 4-(3-chloro-4-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(4-chloro-3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(3-fluoro-4-methoxyphenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(4-chloro-3-fluorophenyl)pyrrolidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

15 2-ethy1-4-(((3S,4R)-4-(3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3R,4S)-4-(2,4,5-trifluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3S,4R)-4-(2,4,5-trifluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

2-ethyl-4 -(3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

20 2-ethy1-4-(((3R,4S)-4-(3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(3-chloro-2-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(naphthalen-2-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(4-(methylsulfonyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

25 4-(((3R,4S)-4-(4-chloro-3-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(4-chloro-3-fluorophenyl)pyrrolidin-3-yl)arnino)-2-ethylquinazoline-8-carboxamide; 

4-(3-chloro-5-fluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

6-fluoro-4-(((3R,4S)-4-(4-(trifluoromethyl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8- 

30 carboxamide; 

4-(2,3-difluorophenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(((3R,4S)-4-(3-(pyrrolidin-1-yl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-([1,1'-biphenyl]-3-yl)pyrrolidin-3-yl)amino)quinazoline-8- carboxamide; 
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4-(4-fluoro-3-(pyridin-3-yl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(2-fluoro-[1,1'-bipheny1]-4-yl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-fluoro-4-(pyridin-3-yl)phenyl)pyrrolidin-3-yl)amino)quinazoline-8-carboxamide; 

2-ethy1-4-((4-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

5 4-(3,5-difluorophenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

1-methy1-4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 

2-ethy1-4-(3-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-methoxyphenyl)piperidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

4-(4-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

10 4-(((3S,4S)-4-(4-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3R,4R)-4-(4-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(((3R,4R)-4-(3-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8- 

15 carboxamide; 

4-(((3S,4S)-4-(3-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-

carboxamide; 

4-(4-fluorophenyl)piperidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

2-ethy1-4-(4-fluorophenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

20 4-(4-fluorophenyl)piperidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

4-(3-methoxyphenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(2-fluorophenyl)piperidin-3-yl)amino)-2-methylquinazoline-8-carboxamide; 

4-(3-fluoro-4-methylphenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

2-methy1-4-(((3R,4R)-4-(3-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8- 

25 carboxamide; 

4-(3,4-dimethoxyphenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(3-fluoro-5-(trifluoromethyl)phenyl)piperidin-3-yl)arnino)quinazoline-8-carboxamide; 

2-methy1-4-(4-(trifluoromethyl)phenyl)piperidin-3-yl)amino)quinazoline-8-

carboxamide; 

30 2-ethy1-4-(2-fluorophenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

4-(4-chlorophenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

2-ethy1-4-(m-tolyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

4-((4-(3,5-dimethylphenyl)piperidin-3-yl)amino)quinazoline-8-carboxamide; 

6-fluoro-4-(((3R,4R)-4-phenylpiperidin-3-yl)amino)quinazoline-8-carboxamide; 
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4-(((3R,43)-4-(2-fluoro- 	l-bipheny11-4-y1)pyrrolidin-3-y )a 	'no)quinazoline-8- 

carboxamide; 

4-(((3S,4R)-4-(2- uoro-[ , 	'-biphenyl]-4-yppyrrolidin-3-y1)amino)quinazoline-8- 

carboxamide 

or a pharmaceutically acceptable salt, solvate, solvate of a salt, or prodrug thereof. 

6. A pharmaceutical composition comprising a compound according to any of 

claims 1 to 5, or a pharmaceutically acceptable salt, solvate, solvate of a salt, or 

prodrug thereof, as active ingredient, together with a pharmaceutically acceptable 

10 carrier. 

7. A compound of any of claims 1 to 5, or a pharmaceutically acceptable salt, solvate, 

solvate of a salt, or prodrug thereof, or a pharmaceutical composition of claim 6, for 

use as a medicament. 

15 

8. A compound of any of claims 1 to 5, or a pharmaceutically acceptable salt, solvate, 

solvate, solvate of a salt, or prodrug thereof, or a pharmaceutical composition of claim 

6, for treating hyperproliferative diseases. 

2 0 9. The compound or a pharmaceutically acceptable salt, solvate, solvate of a salt, or 

prodrug thereof, or the pharmaceutical composition, of claim 8, wherein the disease is 

selected from the group consisting of cancer, inflammation, pancreatitis or kidney 

disease, pain, benign hyperplasia of the skin, restenosis, prostate, diseases related to 

vasculogenesis or angiogenesis, tumor angiogenesis, skin diseases selected from 

25 psoriasis, eczema, and sclerodema, diabetes, diabetic retinopathy, retinopathy of 

prematurity, age-related macular degeneration, hemangioma, glioma, melanoma and 

Kaposi's sarcoma. 

3 0 

10. Use of a compound of any of claims 1 to 5, or a pharmaceutically acceptable salt, 

solvate, solvate of a salt, or prodrug thereof, or a 

(G1,,9atccrs) P92104 AU t iSAW 2641 CV14 
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pharmaceutical composition of claim 6, for he preparation of a medicament for the 

treatment of hyperproliferative diseases. 

5 

11. Use of a compound of any of claims 1 to 5, or a pharmaceutically acceptable salt, 

solvate, solvate of a salt, or prodrug thereof, or a pharmaceutical composition of claim 

6, for the treatment of hyperproliferative diseases. 

12. Use according to claim 10 or 11, wherein the disease is selected from the group 

consisting of cancer, inflammation, pancreatitis or kidney disease, pain, benign 

10 hyperpiasia of the skin, restenosis, prostate, diseases related to vasculogenesis or 

angiogenesis, tumor angiogenesis, skin diseases selected from psoriasis, eczema, and 

sclerodema, diabetes, diabetic retinopathy, retinopathy of prematurity, age-related 

macular degeneration, hemangioma, glioma, melanoma and Kaposi's sarcoma. 

15 13, A method for treating hyperproliferative diseases, comprising administering to a 

subject a compound of any of claims 1 to 5, or a pharmaceutically acceptable salt, 

solvate, solvate of a salt, or prodrug thereof, or a pharmaceutical composition of claim 

6. 

2 0 14. The method of claim 13, wherein the disease is selected from the group consisting 

of cancer, inflammation, pancreatitis or kidney disease, pain, benign hyperpiasia of the 

skin, restenosis, prostate, diseases related to vasculogenesis or angiogenesis, tumor 

angiogenesis, skin diseases selected from psoriasis, eczema, and sclerodema, 

diabetes, diabetic retinopathy, retinopathy of prematurity, age-related macular 

25 degeneration, hemangioma, glioma, melanoma and Kaposi's sarcoma. 

15, Set (kit) consisting of separate packs of. 

5£i9z1S/8_1 ::::33-iMatkvs) i', 210t1 Al? I:SAW 28fl:0714 
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a) an effective amount of a compound according to 	any 	of claims 1 to 5 

or a pharmaceutically acceptable salt, solvate, solvate of a salt, or prodrug thereof, or a 

pharmaceutical composition of claim 6, and 

b) an effective amount of a further medicament active ingredient. 

16. Process for the manufacture of a compound of Formula (I), 

wherein X is N and Y is NH, and all other substituents have the meaning as defined for 

Formula (I) in claim 1, wherein a carboxylic acid ester of Formula (IV) 

ci 

...--.., 
•::.-- 

,-1-;.. •-k 

Fe 

10 (IV), 

is reacted with a compound of Formula (V) 

0----- • 
-----N. 

N---$, 
i 	0 2-------a 

H2N 	 (V), 

to yield a compound of Formula (VI) 

„.R1  

F. 
fff , 

15 o--  o (VI), 

56879'48_1 {G;-EMat em} P921 CO. AU L SAW 20/1011 
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which is finally converted into the carboxylic amide of Formula (I) 

...-- W 
V 

X 

N `''-''• 2 R - 

NH2 
(1), 

5 17. A compound of formula (I), 	(II) or (ill), 	or a pharmaceutically acceptable salt, 

solvate, solvate of a salt or prodrug therof, or a pharmaceutical composition comprising 

the compound, or a use or method involving the compound or the pharmaceutical 

composition, or a kit comprising the compound or the pharmaceutical composition, or a 

process for the manufacture of a compound of Formula (I), substantially as herein 

10 described with reference to the accompanying Examples, 

5694'398_1 (GI-ENI:ter0 P'i210t)_AU LISAW2A 40114 
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