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Claims 

1. A compound of Formula (I) 

5 

Ar 	R3" 

, 
HN 	N 	

R3 

N  (I) 

and/or its stereoisomers or tautomers, or pharmaceu ically acceptable salts of each of 

the foregoing, including mixtures thereof in all rat's, wherein: 

10 R1  is H or LA; 

R2  is Hal, O(LA), N(LA)(LA)', CONH(LA 	Ar, CONH2  or A; 

R3', R3" independently are H, LA o' Hal, 

Ar is a mono- or bicyclic aromatic r omo- or heterocycle having 0, 1, 2, 3 or 4 N, 0 

and/or S atoms and 5, 6, 7, ; , 9, or 10 skeleton atoms, which may be 

15 unsubstituted or, indepen 	ntly of one another, mono-, di- or trisubstituted by Hal, 

A, An, OH, SH, OA, 0 A r1), NH2, NHA, NH(Ar1), NA2, NO2, CN, OCN, SCN, 

COOH, COOA, CO 	2, CONHA, CONH(Arl), CONA2, NHCOA, NHCO(Ar1), 

NHCONHA, NHC NH(Ar1), NHCONH2, NHSO2A, NHS02(Ar1), COA, CO(Ar1), 

SO2NH2, SO21 S02(Arl) and/or SO2Hal, and in which a ring N-atom may be 

20 substituted • 	an 0-atom to form an N-oxide group, and in which in the case of a 

bicyclic a •matic cycle on of the two rings may be partly saturated, 

An is a m• ocyclic aromatic homo- or heterocycle having 0, 1, 2 or 3 N, 0 and/or S 

ato 	s and 5 or 6 skeleton atoms, which may be unsubstituted or, independently 

25 

o one another, mono-, di- or trisubstituted by Hal, LA, OH, SH, O(LA), NH2, 

NH(LA), N(LA)2, NO2, CN, OCN, SCN, COOH, COO(LA), CONH2, CONH(LA), 

A 

CON(LA)2, NHCO(LA), CHO, CO(LA), SO2NH2, S02(LA) and/or SO2Hal, 

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 
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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 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, 

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

or 3 H atoms may be replaced by Hal, e.g. methyl, ethyl, trifluorome 	yl, 

difluoromethyl, 1,1,1-trifluoroethyl, propyl, isopropyl, butyl, isobut 	, sec-butyl or 

tert-butyl, and 

Hal is F, Cl or Br. 

10 

2. The compound according to Claim 1, which is defined by F 	mula (II), 

R6  

R7 R5 

11101 R4  R3" 

HN 

N (II) 

0 

and/or its stereoisomers or tau 	mers, or pharmaceutically acceptable salts of each of 

the foregoing, including mix Jres thereof in all ratios, 

15 	wherein: 

R4, R5, R6, R7, R8, 	1 	ependently are H, Hal, LA, OH, SH, O(LA), NH2, NH(LA), 

N(LA , NO2, CN, OCN, SCN, COON, COO(LA), CONH2, CONH(LA), 

C 	(LA)2, NHCO(LA), NHCONH(LA), NHCONH2, NHSO2(LA), CO(LA), 

O2NH2, S02(LA) or SO2HaI, 

20 	R5, R6  together with the phenyl group they are attached to, may form a 9 or 10 

membered bicyclic ring system, in which 1 or 2 of the non-phenyl carbon 

atoms may be independently replaced by NH, 0 or S, in which the cycle 

formed by R5  and R6  may be unsubstituted or mono- or disubstituted by 

Hal or LA, 

25 	One of R5, R6, R7  
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may be An, 0(Ar1), NH(Arl), CONH(Ar1), NHCO(Ar1), NHCONH(Ar1), 

NHS02(Ar1), CO(Ar1) or S02(Ar1), 

while the other two of R5, R6, R7  are not An, 0(Ar1), NH(Ar1), CONHr1),  

NHCO(Ar1), NHCONH(Ar1), NHS02(Ar1), CO(Arl) or S02(Ar1), 

5 and the remaining substituents have the meanings indicated for Formula (I). 

3. The compound according to Claims 1 or 2, which is defined by Formu -e (I') or (II'), 

R6  

R3"R
4 

R3" Ar Ra 

HN"R3 N 	
R

3. 

R2  
N 110 (11) N (II') 

R1 	N N 

H2N 	0 H2N 	0 

and/or its stereoisomers or tautomers, o 	harmaceutically acceptable salts of each of 

10 the foregoing, including mixtures there 	in all ratios, wherein all substituents have the 

meanings indicated for Formulae (I) •r (II). 

4. The compound according to 	laims 2 or 3, which conforms to Formulae (II) or (II'), or 

its stereoisomers or tautom 	s, or pharmaceutically acceptable salts of each of the 

15 foregoing, including mixt 	es thereof in all ratios, in which the residues not designated in 

greater detail have th 	eaning indicated for Formula (II), but in which 

in Subformula 1 

20 

R4, R5, R6, R7 	independently are H, F, CI, Br, 

OC(Hal)3, 

OH, LA, O(LA), CN, C(Hal)3, 

in Sue ormula 2 
R1 	2 	 are H, 

25 in Subformula 3 

R3', R3" 	 independently are H, OH or F, 
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5 

10 

in Subformula 4 

R4, R8  

in Subformula 5 

R5, R7  

in Subformula 6 

R5, R6  

in Subformula 7 

independently are H, F or CI, 

independently are H, F, CI, Br, CN, methoxy or CF3, 

together with the phenyl group they are attach • d to, 

form benzo-1,2-dioxolyl, of which the carboy atom bridging the 

oxygen atoms may be unsubstituted, or 	ono- or disubstituted 

or methyl, 

two 

by F 

15 

20 

R6  

in Subformula 8 

R5, R6  

in Subformula 9 

is H, F, CI or CF3, 

independently are H F, CI, Br, methyl, CHF2  or CF3, 

R1, R2, R3', R3", R4, 

in Subformula 10 

R7, R8 	are H, 

25 

R1, R2, R3', R3", R4, 

R5, R6  

in Subformula 11 

R7, R8 	are H, 

are independently H, F, CI, Br, methyl, CHF2  or CF3, 

30 

35 

R1, R2, R3,R3", 	4  

R5  

R8  

R7  

in •ubformula 12 

-1, R2, R4, R8  

R3.  

R8 	are H, 

is Br, methyl, CHF2  or CF3, 

is F, CI or CF3, 

is H or F, 

are H, 

is F, or methyl, 

67 



WO 2012/069146 
	

PCT/EP2011/005691 

R 	 is H, 

R5 	 is Br, methyl, CHF2  or CF3, 

R6 	 is F, CI or CF3, 

R7 	 is H or F, 

5 

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

group consisting of: 

4-[(S)-2-Azetidin-1-y1-1-(3-fluorophenyl)-ethylaminoFquinazoline-8-carb►  ylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-chlorophenyl)-ethylaminoFquinazoline-8-c rboxylic acid 

10 amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-fluorophenyl)-ethylaminolquinazolin 	8-carboxylic acid amide; 

4-[(S)-2-Azetidin-1-01-(3,4-difluorophenyl)-ethylamino]-quin zoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-chloro-3-trifluoromethylphen 	-ethylaminoj-quinazoline-8- 

15 carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-fluoro-5-trifluoromethyl• enyl)-ethylamino]-quinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-chloro-4-fluoroph 	yl)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

20 4-[(S)-2-Azetidin-1-y1-1-(4-bromopheny -ethylamino]-quinazoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-trifluoro 	ethylphenyl)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-c 	rophenyl)-ethylaminoyquinazoline-8-carboxylic acid 

25 amide; 

4-[(S)-2-Azetidin-1-y1-1 	3-cyanophenyl)-ethylamino]-quinazoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin- 	yl- 	(3-methoxypheny1)-ethylaminol-quinazoline-8-carboxylic acid 

amide; 

30 4-[(S)-2-Aze din-1-y1-1-(3-bromopheny1)-ethylamino]-quinazoline-8-carboxylic acid 

amide; 

4-[(S)- 	Azetidin-1-0-1-(2-fluoro-4-chlorophenyl)-ethylaminoi-quinazoline-8-carboxylic 

acid 	mide; 

4 (S)-2-Azetidin-1-y1-1-(2,4-difluoropheny1)-ethylaminol-quinazoline-8-carboxylic acid 

35 amide; 
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4-[(S)-2-Azetidin-1-y1-1-(2,6-difluoropheny1)-ethylaminoi-quinazoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-chloro-4-trifluoromethylphenyl)-ethylaminol-quinazoline-8-

carboxylic acid amide; 

5 4-[(S)-2-Azetidin-1-y1-1-(2,4,5-trifluoropheny1)-ethylamino]-quinazoline-8-carbo 	'lic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(2,3,4-trifluorophenyl)-ethylaminol-quinazoline-8-c rboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(1-benzo[1,3}dioxop-ethylaminol-quinazoline •-carboxylic acid 

10 amide; 

4-[(S)-2-Azetidin-1-y1-1-phenyl-ethylaminol-quinazoline-8-carbo ylic acid amide; 

4-[(S)-2-(3-Fluoro-azetidin-1-y1)-1-(3-chloropheny1)-ethylami 	•]-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-cyano-phenyl)-ethylamino -•,:inazoline-8-carboxylic acid 

15 amide; 

4-[(S)-2-Azetidin-1-y1-1-(2-chloro-4-fluoro-pheny1)- thylamino]-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(2-chloro-5-fluoro-ph nyl)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

20 4-[(S)-2-Azetidin-1-y1-1-(2,5-di-fluoro-p enyI)-ethylamino]-quinazoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-trifluor• 	e hyl-pheny1)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-c 	oro-4-trifluoromethoxy-phenyl)-ethylamino]-quinazoline-8- 

25 carboxylic acid amide; 

4-RS)-2-Azetidin-1-y1-1 	4-chloro-3-fluoro-phenyl)-ethylaminol-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin- -y1-1-(4-trifluoromethoxy-phenyl)-ethylaminoi-quinazoline-8-carboxylic 

acid amide; 

30. 4-[(S)-2-Aze din-1-y1-1-(4-fluoro-3-trifluoromethyl-pheny1)-ethylaminoi-quinazoline-8- 

carboxyl 	acid amide; 

4-[(S)- -(4-Chloro-pheny1)-2-(3,3-difluoro-azetidin-1-y1)-ethylaminol-quinazoline-8-

carb•xylic acid amide; 

4 (S)-1-(3,4-Difluoro-pheny1)-2-(3-hydroxy-azetidin-1-y1)-ethylaminol-quinazoline-8- 

35 carboxylic acid amide; 
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4-[(S)-2-Azetidin-1-y1-1-(4-isopropylpheny1)-ethylaminoFquinazoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-carbamoylpheny1)-ethylaminol-quinazoline-8-carboxylic a• 

amide; 

5 4-[(S)-2-Azetidin-1-y1-1-(4-isopropoxyphenyl)-ethylaminoi-quinazoline-8-carbo 	rlic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(3,4,5-trifluorophenyl)-ethylaminol-quinazoline-8- 	rboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(3,5-difluoro-4-methoxypheny1)-ethylaminol- 	inazoline-8- 

10 carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-cyano-4-fluoropheny1)-ethylamino]-q 	nazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3,4-difluoro-5-methoxypheny1)-et 	amino]-quinazoline-8-

carboxylic acid amide; 

15 4-[(S)-2-Azetidin-1-y1-1-(3-fluoro-4,5-dichlorophenyl) 	thylamino]-quinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-fluoro-3-methyl-phe 	l)-ethylaminol-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-fluoro-3-metho 	phenyl)ethylaminoi-quinazoline-8-carboxylic 

20 acid amide; 

4-[(S)-2-Azetidin-1-0-1-(3-difluorom 	y1-4-fluoro-pheny1)-ethylaminoFquinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-0-1-(4-fluor•-3-trifluoromethyl-pheny1)-ethylamino]-6-fluoro-

quinazoline-8-carboxylic aci• amide; 

25 4-[(S)-1-(4-Fluoro-3-trifluo tmethyl-pheny1)-2-(3-methyl-azetidin-1-y1)-ethylamino]-

quinazoline-8-carboxylit acid amide; 

4-[(S)-2-Azetidin-1-y 	-(4-fluoro-3-trifluoromethyl-pheny1)-ethylamino1-6-methoxy-

quinazoline-8-care•xylic acid amide; 

4-[(S)-1-(4-Fluo 	-3-trifluoromethyl-pheny1)-2-(2-methyl-azetidin-l-y1)-ethylamino]- 

30 quinazoline-: carboxylic acid amide; 

4-[(S)-2-(3 	uoro-azetidin-1-y1)-1-(4-fluoro-3-trifluoromethyl-phenyl)-ethylamino]-

quinazo ne-8-carboxylic acid amide; 

4-[(S 2-Azetidin-1-y1-1-(3-cyano-4-fluoro-pheny1)-ethylamino]-quinazoline-8-carboxylic 

ac 	amide; 
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4-[(S)-2-Azetidin-1-y1-1-(4-chloro-3-fluoro-phenyl)-ethylamino]-6-fluoro-quinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-benzoylamino-phenyl)-ethylaminol-quinazoline-8-carboxyl 

acid amide; 

5 4-[(S)-2-(3-Fluoro-azetidin-1-y1)-1-(4-chloro-3-trifluoromethyl-pheny1)-ethylamin• - 

quinazoline-8-carboxylic acid amide; 

and/or its stereoisomers or tautomers, or pharmaceutically acceptable sal 	of each of 

the foregoing, including mixtures thereof in all ratios. 

10 6. A pharmaceutical composition comprising a compound accordi g to any of claims 1 to 

5, and/or its stereoisomers or tautomers, or pharmaceutically a' ceptable salts of each of 

the foregoing, including mixtures thereof in all ratios, as act ''e ingredient, together with 

a pharmaceutically acceptable carrier. 

15 7. A compound of any of claims 1 to 5, and/or its ste eoisomers or tautomers, or 

pharmaceutically acceptable salts of each of the foregoing, including mixtures thereof in 

all ratios, for use as a medicament. 

8. A compound of any of claims 1 to 5, a 	/or its stereoisomers or tautomers, or 

20 pharmaceutically acceptable salts of e ch of the foregoing, including mixtures thereof in 

all ratios, for treating hyperproliferat e diseases. 

9. The compound of claim 8, a d/or its stereoisomers or tautomers,•or pharmaceutically 

acceptable salts of each of 	e foregoing, including mixtures thereof in all ratios, wherein 

25 the disease is selected fr m the group consisting of cancer, inflammation, pancreatitis or 

kidney disease, pain, 	n gn hyperplasia of the skin, restenosis, prostate, diseases 

related to vasculog= esis or angiogenesis, tumor angiogenesis, skin diseases selected 

from psoriasis, e 	ema, and sclerodema, diabetes, diabetic retinopathy, retinopathy of 

prematurity, a•°--related macular degeneration, hemangioma, glioma, melanoma and 

30 Kaposi's sa 	o 	a. 

10. U a of a compound of any of claims 1 to 5, or and/or its stereoisomers or tautomers, 

or • armaceutically acceptable salts of each of the foregoing, including mixtures thereof 

I,  all ratios, for the preparation of a medicament for the treatment of hyperproliferative 

35 diseases. 
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11. Use according to claim 10 wherein the disease is selected from the group consisti 	• 

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

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

5 angiogenesis, skin diseases selected from psoriasis, eczema, and sclerodem 	diabetes, 

diabetic retinopathy, retinopathy of prematurity, age-related macular degen= ation, 

hemangioma, glioma, melanoma and Kaposi's sarcoma. 

12. A method for treating hyperproliferative diseases, comprising a 	inistering to a 

10 subject a compound of any of claims 1 to 5, and/or its stereoiso 	rs or tautomers, or 

pharmaceutically acceptable salts of each of the foregoing, in 	ding mixtures thereof in 

all ratios. 

13. The method of claim 12, wherein the disease is se 	cted from the group consisting of 

15 cancer, inflammation, pancreatitis or kidney diseas , pain, benign hyperplasia of the 

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

angiogenesis, skin diseases selected from ps 	iasis, eczema, and sclerodema, diabetes, 

diabetic retinopathy, retinopathy of premat 	ity, age-related macular degeneration, 

hemangioma, glioma, melanoma and Kaoosi's sarcoma. 

20 

14. Set (kit) consisting of separate a acks of 

a) an effective amount of a 	ompound according to any of Claims 1 to 5 and/or its 

stereoisomers or tautomers, o pharmaceutically acceptable salts of each of the 

foregoing, including mixture 	thereof in all ratios, and 

25 b) an effective amo nt of a further medicament active ingredient. 

15. Process for the 	anufacture of compounds of Formula (I), wherein LG is a leaving 

group, and the rz 	aining substituents have the meaning as defined for Formula (I) in 

30 

Claim 1, 

wherein a 	•mpound of Formula (V) 

R3' 
Ar 

„....---......„, 	" 
H2N 	

N 	
R3 

(V), 
is reacted with a compound of Formula (IV) 
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LG 

N 

,) 
R 	N 

(LA)0 0 	(Iv), 
 

to yield a carboxylic ester compound of Formula (III), 

Ar 	/ R3" 

HN----'''''''..N R3'  

R
2 

N 

N 

(LA)0 0 
(III , 

which is then converted to a carboxamide compo 	d of Formula (I). 

5 
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Claims 

1. A compound of Formula (II') 

R6  

HN 

401  

(II') 

R
1:\  

N 

H2N 0 

5 and/or its stereoisomers or tautomers, or pharmaceutically acceptable salts of each of 

the foregoing, including mixtures thereof in all ratios, wherein: 

R1, R2  

R3', R3" 

are H, 

independently are H, LA or Hal, 

R4, R5, R6, R7, R8, 	independently are H, Hal, LA, OH, SH, O(LA), NH2, NH(LA), 

10 N(LA)2, NO2, CN, OCN, SCN, COOH, COO(LA), CONH2, CONH(LA), 

CON(LA)2, NHCO(LA), NHCONH(LA), NHCONH2, NHSO2(LA), CO(LA), 

SO2NH2, SO2(LA) or SO2Hal, 

R5, R6  together with the phenyl group they are attached to, may form a 9 or 10 

membered bicyclic ring system, in which 1 or 2 of the non-phenyl carbon 

15 atoms may be independently replaced by NH, 0 or S, in which the cycle 

formed by R5  and R6  may be unsubstituted or mono- or disubstituted by 

One of R5, R6, 

Hal or LA, 

R7  

20 

may be Ar1, 0(Ar1), NH(Ar1), CONH(Ar1), NHCO(Ar1), NHCONH(Ar1), 

NHS02(Ar1), CO(Ar1) or S02(Ar1), 

while the other two of R5, R6, R7  are not An, 0(Ar1), NH(Ar1), CONH(Ar1), 

NHCO(Ar1), NHCONH(Ar1), NHSO2(Ar1), CO(Ar1) or S02(Ar1), 

Ar1 	is a monocyclic aromatic homo- or heterocycle having 0, 1, 2 or 3 N, 0 and/or S 

atoms and 5 or 6 skeleton atoms, which may be unsubstituted or, independently 

25 of one another, mono-, di- or trisubstituted by Hal, LA, OH, SH, O(LA), NH2, 
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NH(LA), N(LA)2, NO2, CN, OCN, SCN, COOH, COO(LA), CONH2, CONH(LA), 

CON(LA)2, NHCO(LA), CHO, CO(LA), SO2NH2, S02(LA) and/or SO2Hal, 

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, and 

5 Hal 	is F, CI or Br. 

2. The compound according to Claim 1, which conforms to Formula (II'), or its 

stereoisomers or tautomers, or pharmaceutically acceptable salts of each of the 

foregoing, including mixtures thereof in all ratios, in which the residues not designated in 

10 greater detail have the meaning indicated for Formula (II'), but in which 

in Subformula 1 

15 

R4, R5, R6, R7, R8  independently are H, F, CI, Br, OH, LA, O(LA), CN, C(Hal)3, 

OC(Hal)3, 

in Subformula 

R3', Fe" 

in Subformula 

2 

3 

independently are H or F, 

20 R4, R8  independently are H, F or CI, 

25 

30 

in Subformula 

R5, R7  

in Subformula 

R5, R6  

4 

5 

independently are H, F, CI, Br, CN, methoxy or CF3, 

together with the phenyl group they are attached to, 

form benzo-1,2-dioxolyl, of which the carbon atom bridging the two 

oxygen atoms may be unsubstituted, or mono- or disubstituted by F 

or methyl, 

in Subformula 

R6  

in Subformula 

6 

7 

is H, F, CI or CF3, 

35 R5, R6  independently are H, F, CI, Br, methyl, CHF2  or CF3, 
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in Subformula 8 

R1, R2, R3', R3", R4, R7, R8 	are H, 

in Subformula 9 

R1, R2, R3', R3", R4, R7, R8 	are H, 

R5, R6 	 are independently H, F, CI, Br, methyl, CHF2  or CF3, 

in Subformula 10 

10 

15 

20 

R1, R2, R3', R3',R4, R8 	are H, 

R5 	 is Br, methyl, CHF2  or CF3, 

R6 	 is F, CI or CF3, 

R7 	 isHorF, 

in Subformula 11 

R1, R2, R4, R8 	are H, 

R3' 	 is F, or methyl, 

R3" 	 is H, 

R5 	 is Br, methyl, CHF2  or CF3, 

R6 	 is F, CI or CF3, 

R7 	 isHorF, 

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

group consisting of: 

25 44(S)-2-Azetidin-1-y1-1-(3-fluoropheny1)-ethylamino]-quinazoline-8-carboxylic acid amide; 

44(S)-2-Azetidin-1-y1-1-(3-chloropheny1)-ethylaminol-quinazoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-fluoropheny1)-ethylaminoFquinazoline-8-carboxylic acid amide; 

4-1(S)-2-Azetidin-1-y1-1-(3,4-difluoropheny1)-ethylaminol-quinazoline-8-carboxylic acid 

30 amide; 

44(S)-2-Azetidin-1-y1-1-(4-chloro-3-trifluoromethylphenyl)-ethylamino]-quinazoline-8-

carboxylic acid amide; 

44(S)-2-Azetidin-1-y1-1-(3-fluoro-5-trifluoromethylphenyl)-ethylaminol-quinazoline-8-

carboxylic acid amide; 
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4-[(S)-2-Azetidin-1-y1-1-(3-chloro-4-fluorophenyl)-ethylaminol-quinazoline-8-carboxylic 

acid amide; 

44(S)-2-Azetidin-1-y1-1-(4-bromopheny1)-ethylaminol-quinazoline-8-carboxylic acid 

amide; 

5 41(S)-2-Azetidin-1-y1-1-(4-trifluoromethylphenyl)-ethylaminol-quinazoline-8-carboxylic 

acid amide; 

44(S)-2-Azetidin-1-y1-1-(4-chloropheny1)-ethylaminol-quinazoline-8-carboxylic acid 

amide; 

44(S)-2-Azetidin-1-y1-1-(3-cyanopheny1)-ethylamino]-quinazoline-8-carboxylic acid 

10 amide; 

4-RS)-2-Azetidin-1-y1-1-(3-methoxypheny1)-ethylaminoFquinazoline-8-carboxylic acid 

amide; 

44(S)-2-Azetidin-1-y1-1-(3-bromopheny1)-ethylaminol-quinazoline-8-carboxylic acid 

amide; 

15 44(S)-2-Azetidin-1-y1-1-(2-fluoro-4-chloropheny1)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

44(S)-2-Azetidin-1-y1-1-(2,4-difluoropheny1)-ethylaminol-quinazoline-8-carboxylic acid 

amide; 

44(S)-2-Azetidin-1-y1-1-(2,6-difluorophenyl)-ethylaminol-quinazoline-8-carboxylic acid 

20 amide; 

4-RS)-2-Azetidin-1-y1-1-(3-chloro-4-trifluoromethylpheny1)-ethylaminoFquinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(2,4,5-trifluoropheny1)-ethylaminoFquinazoline-8-carboxylic acid 

amide; 

25 4-[(S)-2-Azetidin-1-y1-1-(2,3,4-trifluoropheny1)-ethylaminoFquinazoline-8-carboxylic acid 

amide; 

44(S)-2-Azetidin-1-y1-1-(1-benzo[1,3]dioxol)-ethylamino]-quinazoline-8-carboxylic acid 

amide; 

41(S)-2-Azetidin-1-y1-1-phenyl-ethylaminol-quinazoline-8-carboxylic acid amide; 

30 41(S)-2-(3-Fluoro-azetidin-1-y1)-1-(3-chloropheny1)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

44(S)-2-Azetidin-1-y1-1-(4-cyano-phenyl)-ethylaminol-quinazoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(2-chloro-4-fluoro-phenyl)-ethylaminoFquinazoline-8-carboxylic 

35 acid amide; 
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4-[(S)-2-Azetidin-1-y1-1-(2-chloro-5-fluoro-phenyl)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

4-RS)-2-Azetidin-1-y1-1-(2,5-di-fluoro-phenyl)-ethylaminol-quinazoline-8-carboxylic acid 

amide; 

5 44(S)-2-Azetidin-1-y1-1-(3-trifluoromethyl-phenyl)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-chloro-4-trifluoromethoxy-phenyl)-ethylaminoi-quinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-chloro-3-fluoro-phenyl)-ethylaminoFquinazoline-8-carboxylic 

10 acid amide; 

44(S)-2-Azetidin-1-y1-1-(4-trifluoromethoxy-phenyl)ethylamino]-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-fluoro-3-trifluoromethyl-phenyl)-ethylamino]-quinazoline-8-

carboxylic acid amide; 

15 41(S)-1-(4-Chloro-phenyl)-2-(3,3-difluoro-azetidin-1-y1)-ethylamino]-quinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-isopropylpheny1)-ethylaminoFquinazoline-8-carboxylic acid 

amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-carbamoylpheny1)-ethylaminol-quinazoline-8-carboxylic acid 

20 amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-isopropoxyphenyl)-ethylamino]-quinazoline-8-carboxylic acid 

amide; 

41(S)-2-Azetidin-1-y1-1-(3,4,5-trifluoropheny1)-ethylaminoFquinazoline-8-carboxylic acid 

amide; 

25 44(S)-2-Azetidin-1-y1-1-(3,5-difluoro-4-methoxypheny1)-ethylamino]-quinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-cyano-4-fluoropheny1)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

44(S)-2-Azetidin-1-y1-1-(3,4-difluoro-5-methoxyphenyl)-ethylamino]-quinazoline-8- 

30 carboxylic acid amide; 

41(S)-2-Azetidin-1-y1-1-(3-fluoro-4,5-dichloropheny1)-ethylaminoFquinazoline-8-

carboxylic acid amide; 

44(S)-2-Azetidin-1-y1-1-(4-fluoro-3-methyl-phenyl)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 
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4-[(S)-2-Azetidin-1-y1-1-(4-fluoro-3-methoxy-pheny1)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-difluoromethy1-4-fluoro-pheny1)-ethylamino]-quinazoline-8-

carboxylic acid amide; 

5 4-[(S)-2-Azetidin-1-y1-1-(4-fluoro-3-trifluoromethyl-pheny1)-ethylamino]-6-fluoro-

quinazoline-8-carboxylic acid amide; 

4-[(S)-1-(4-Fluoro-3-trifluoromethyl-pheny1)-2-(3-methyl-azetidin-1-y1)-ethylamino1-

quinazoline-8-carboxylic acid amide; 

4-[(S)-1-(4-Fluoro-3-trifluoromethyl-pheny1)-2-(2-methyl-azetidin-1-y1)-ethylamino]- 

10 quinazoline-8-carboxylic acid amide; 

4-[(S)-2-(3-Fluoro-azetidin-1-y1)-1-(4-fluoro-3-trifluoromethyl-pheny1)-ethylamino - 

quinazoline-8-carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(3-cyano-4-fluoro-pheny1)-ethylamino]-quinazoline-8-carboxylic 

acid amide; 

15 4-[(S)-2-Azetidin-1-y1-1-(4-chloro-3-fluoro-pheny1)-ethylamino]-6-fluoro-quinazoline-8-

carboxylic acid amide; 

4-[(S)-2-Azetidin-1-y1-1-(4-benzoylamino-pheny1)-ethylaminol-quinazoline-8-carboxylic 

acid amide; 

4-[(S)-2-(3-Fluoro-azetidin-1-y1)-1-(4-chloro-3-trifluoromethyl-pheny1)-ethylamino]- 

20 quinazoline-8-carboxylic acid amide; 

and/or its stereoisomers or tautomers, or pharmaceutically acceptable salts of each of 

the foregoing, including mixtures thereof in all ratios. 

4. A pharmaceutical composition comprising a compound according to any of claims 1 to 

25 3, and/or its stereoisomers or tautomers, or pharmaceutically acceptable salts of each of 

the foregoing, including mixtures thereof in all ratios, as active ingredient, together with 

a pharmaceutically acceptable carrier. 

5. A compound of any of claims 1 to 3, and/or its stereoisomers or tautomers, or 

30 pharmaceutically acceptable salts of each of the foregoing, including mixtures thereof in 

all ratios, for use as a medicament. 

6. A compound of any of claims 1 to 3, and/or its stereoisomers or tautomers, or 

pharmaceutically acceptable salts of each of the foregoing, including mixtures thereof in 

35 all ratios, for treating hyperproliferative diseases. 
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7. The compound for use according to of claim 6, and/or its stereoisomers or tautomers, 

or pharmaceutically acceptable salts of each of the foregoing, including mixtures thereof 

in all ratios, wherein the hyperproliferative disease is cancer. 

5 

10 

8. The compound for use according to of claim 7, and/or its stereoisomers or tautomers, 

or pharmaceutically acceptable salts of each of the foregoing, including mixtures thereof 

in all ratios, wherein the cancer is selected from a group consisting of brain, lung, colon, 

epidermoid, squamous cell, bladder, gastric, pancreatic, breast, head, neck, renal, 

kidney, liver, ovarian, prostate, colorectal, uterine, rectal, oesophageal, testicular, 

gynecological, or thyroid cancer, or melanoma, hematologic malignancies such as acute 

myelogenous leukemia, multiple myeloma, chronic myelogneous leukemia, myeloid cell 

leukemia, glioma, Kaposi's sarcoma. 

15 

9. Use of a compound of any of claims 1 to 3, or and/or its stereoisomers or tautomers, 

or pharmaceutically acceptable salts of each of the foregoing, including mixtures thereof 

in all ratios, for the preparation of a medicament for the treatment of hyperproliferative 

diseases. 

10. Use according to claim 9 wherein the hyperproliferative disease is cancer. 

20 

11. Use according to claim 10 wherein the cancer is selected from a group consisting of 

brain, lung, colon, epidermoid, squamous cell, bladder, gastric, pancreatic, breast, head, 

neck, renal, kidney, liver, ovarian, prostate, colorectal, uterine, rectal, oesophageal, 

testicular, gynecological, or thyroid cancer, or melanoma, hematologic malignancies 

25 such as acute myelogenous leukemia, multiple myeloma, chronic myelogneous 

leukemia, myeloid cell leukemia, glioma, Kaposi's sarcoma. 

12. Set (kit) consisting of separate packs of 

a) an effective amount of a compound according to any of Claims 1 to 3 and/or its 

30 stereoisomers or tautomers, or pharmaceutically acceptable salts of each of the 

foregoing, including mixtures thereof in all ratios, and 

b) an effective amount of a further medicament active ingredient. 
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13. Process for the manufacture of compounds of Formula (II'), wherein LG is a leaving 

group, and the remaining substituents have the meaning as defined for Formula (II') in 

Claim 1, 

wherein a compound of Formula (V) 

R6  

R4 	R3" 

H2N R 
5 (V), 

is reacted with a compound of Formula (IV) 

LG 

N 
110 

N 

(LA)0 0 	(IV), 

to yield a carboxylic ester compound of Formula (III), 

R6  

el  

HN 

N 

1101 R
i,-

N 

(LA)0 0 	(III), 

10 which is then converted to a carboxamide compound of Formula (11'). 
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