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Claims z‘/

1. A compound of Formula (1)

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

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

R' isHorlA;
R? is Hal, O(LA), N(LA)(LA)', CONH(LAY Ar, CONH; or A;
R* R¥ independently are H, LA of/Hal,

Ar is a mono- or bicyclic aromatic fomo- or heterocycle having 0, 1,2,30r4 N, O
and/or S atoms and 5, 6, 7, & 9, or 10 skeleton atoms, which may be
unsubstituted or, independently of one another, mono-, di- or trisubstituted by Hal,
A, Ar1, OH, SH, OA, O(Ar1), NH,, NHA, NH(Ar1), NAz, NO2, CN, OCN, SCN,
COOH, COOA, CONH,, CONHA, CONH(Ar1), CONA,, NHCOA, NHCO(Ar1),
NHCONHA, NHC@ONH(Ar1), NHCONH,, NHSO,A, NHSO,(Ar1), COA, CO(Ar1),
SO,NH,, SO,A/SO,(Ar1) and/or SO,Hal, and in which a ring N-atom may be
substituted by an O-atom to form an N-oxide group, and in which in the case of a
bicyclic agomatic cycle on of the two rings may be partly saturated,

Arl is a mophocyclic aromatic homo- or heterocycle having 0, 1, 2 or 3 N, O and/or S

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

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

NH(LA), N(LA)2, NO,, CN, OCN, SCN, COOH, COO(LA), CONH,, CONH(LA),

CON(LA),, NHCO(LA), CHO, CO(LA), SO;NH,, SO,(LA) and/or SO,Hal,

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 CH, groups may be replaced by an O 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 CHj; groups may be replaced by OH, SH,

NHz, NH(LA), N(LA),, NHCOOH, NHCONH, or CN,

5 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, e.g. methyl, ethyl, trifluorometiiyl,

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

tert-butyl, and

Hal isF, ClorBr.

, sec-butyl or

10
2. The compound according to Claim 1, which is defined by Fgfmula (I}),

and/or its stereocisomers or tautdmers, or pharmaceutically acceptable salts of each of

the foregoing, including mixjdres thereof in all ratios,
15  wherein:
R*, R® R% R",R%, independently are H, Hal, LA, OH, SH, O(LA), NH,, NH(LA),
N(LA)4, NO2, CN, OCN, SCN, COOH, COO(LA), CONH,, CONH(LA),
CON(LA)z, NHCO(LA), NHCONH(LA), NHCONH_, NHSO,(LA), CO(LA),
B02NH,, SO,(LA) or SO,Hal,
20 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, O or S, in which the cycle
formed by R® and R® may be unsubstituted or mono- or disubstituted by
Hal or LA,

One of R®, R®, R”
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may be Ar1, O(Ar1), NH(Ar1), CONH(Ar1), NHCO(Ar1), NHCONH(Ar1),

NHSO,(Ar1), CO(Ar1) or SO,(Ar1),

while the other two of R®, R®, R are not Ar1, O(Ar1), NH(Ar1), CONH

NHCO(Ar1), NHCONH(Ar1), NHSO,(Ar1), CO(Ar1) or SO,(Ar1),
5 and the remaining substituents have the meanings indicated for Formula (l).

HN)\/N Rsi
R2
N7 ) m
RN
H,N" 0

and/or its sterecisomers or tautomers, or pharmaceutically acceptable salts of each of
10  the foregoing, including mixtures theregf in all ratios, wherein all substituents have the
meanings indicated for Formulae (1)6r (il).
4. The compound according to/Claims 2 or 3, which conforms to Formulae (Il) or (II'), or
its stereoisomers or tautomefs, or pharmaceutically acceptable salts of each of the
15 foregoing, including mixtyfes thereof in all ratios, in which the residues not designated in

greater detail have the/meaning indicated for Formula (l1), but in which

in Subformula 1
R* R% R® R’ independently are H, F, Cl, Br, OH, LA, O(LA), CN, C(Hal)s,

20 OC(Hal)a,

in Subformula 2

are H,

in Subformula 3
R¥, R¥ independently are H, OH or F,
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in Subformula 4

R* R®

in Subformula 5
R5 R7

in Subformula 6
RS RB

in Subformula 7
RS

in Subformula 8
R% R®

in Subformula 9

PCT/EP2011/005691

independently are H, F or ClI,
independently are H, F, Cl, Br, CN, methoxy or CF3,

together with the phenyl group they are attachgd to,

form benzo-1,2-dioxolyl, of which the carbop atom bridging the two
oxygen atoms may be unsubstituted, or pono- or disubstituted by F
or methyl,

is H, F, Clor CF3,

independently are H/F, Cl, Br, methyl, CHF, or CF,,

R, R%L R¥, R¥,R* R",R® areH,

in Subformula 10

R' R%L R¥ R¥, R* R, R® /are H,

R® R®

in Subformula 11

are independently H, F, Cl, Br, methyl, CHF; or CF3,

are H,

is Br, methyl, CHF; or CF3,
is F, Clor CF3,,

isHorF,

are H,
is F, or methyl,
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RG
R7
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is H,

is Br, methyl, CHF; or CF3,
is F, Clor CF3,

is HorF,

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

group consisting of:
4-[(S)-2-Azetidin-1-yl-1-(3-fluorophenyl)-ethylamino]-quinazoline-8-carbgixylic acid amide;

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

amide;

4-[(S)-2-Azetidin-1-yl-1-(4-fluorophenyl)-ethylamino}-quinazoling#8-carboxylic acid amide;

4-[(S)-2-Azetidin-1-yl-1-(3,4-difluorophenyl)-ethylamino]-quingzoline-8-carboxylic acid

amide;

4-[(S)-2-Azetidin-1-yl-1-(4-chloro-3-trifluoromethylphen
carboxylic acid amide;

-ethylamino]-guinazoline-8-

4-[(S)-2-Azetidin-1-yl-1-(3-fluoro-5-trifluoromethylphenyl)-ethylamino]-quinazoline-8-

carboxylic acid amide;

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

acid amide;

4-[(S)-2-Azetidin-1-yl-1-(4-bromopheny

amide;

~ethylamino]-quinazoline-8-carboxylic acid

4-[(S)-2-Azetidin-1-yl-1-(4-trifluorgrnethylphenyl)-ethylamino}-quinazoline-8-carboxylic

acid amide;

4-[(S)-2-Azetidin-1-yl-1-(4-c

amide;

rophenyl)-ethylamino]-quinazoline-8-carboxylic acid

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

amide;
4-[(S)-2-Azetidin-

amide;

yl-1-(3-methoxyphenyl)-ethylamino]-quinazoline-8-carboxylic acid

4-[(S)-2-Azefidin-1-yl-1-(3-bromophenyl)-ethylamino}-quinazoline-8-carboxylic acid

amide;

4-[(S)-#Azetidin-1-yl-1-(2-fluoro-4-chlorophenyl)-ethylamino]-quinazoline-8-carboxylic

acid amide;

4,(S)-2-Azetidin-1-yl-1-(2,4-difluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid

amide;
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4-[(S)-2-Azetidin-1-yl-1-(2,6-difluorophenyl)-ethylamino}-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(3-chloro-4-trifluoromethylphenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(2,4,5-trifluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yI-1-(2,3,4-trifluorophenyl)-ethylamino]-quinazoline-8-cgrboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(1-benzo[1,3]dioxol)-ethylamino]-quinazoline 8-carboxylic acid
amide; '
4-[(S)-2-Azetidin-1-yl-1-phenyl-ethylamino}-quinazoline-8-carboXylic acid amide;
4-[(S)-2-(3-Fluoro-azetidin-1-yl)-1-(3-chlorophenyl)-ethylami
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-cyano-phenyl)-ethylamino]-
amide;
4-[(S)-2-Azetidin-1-yl-1-(2-chloro-4-fluoro-phenyl)-

acid amide;

J-quinazoline-8-carboxylic
Inazoline-8-carboxylic acid
thylamino]-quinazoline-8-carboxylic

4-[(S)-2-Azetidin-1-yl-1-(2-chloro-5-fluoro-phgnyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S5)-2-Azetidin-1-yl-1-(2,5-di-fluoro-phenyl)-ethylamino]-quinazoline-8-carboxylic acid '
amide;

4-[(S)-2-Azetidin-1-yl-1-(3-trifluor
acid amide; |

ethyl-phenyl)-ethylamino]-quinazoline-8-carboxylic

4-[(S)-2-Azetidin-1-yl-1-(3-chioro-4-trifluoromethoxy-phenyl)-ethylamino}-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-y}-1/4-chloro-3-fluoro-phenyl)-ethylamino}-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-¥-yl-1-(4-trifluoromethoxy-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide; '
4-[(S)-2-Azefidin-1-yl-1-(4-fluoro-3-trifluoromethyl-phenyl)-ethylamino]-quinazoline-8-
carboxylic/acid amide;

4-[(S)- J-(4-Chloro-phenyl)-2-(3,3-diflucro-azetidin-1-yl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4/[(S)-1-(3,4-Difluoro-phenyl)-2-(3-hydroxy-azetidin-1-yl)-ethylamino]-quinazoline-8-
carboxylic acid amide;

69




10

15

20

25

30

WO 2012/069146 PCT/EP2011/005691

4-[(S)-2-Azetidin-1-yl-1-(4-isopropylphenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(4-carbamoylphenyl)-ethylamino]-quinazoline-8-carboxylic agid
amide; ,
4-[(S)-2-Azetidin-1-yl-1-(4-isopropoxyphenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(3,4,5-trifluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(3,5-difluoro-4-methoxyphenyl)-ethylamino]-gliinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-cyano-4-fluorophenyl)-ethylamino}-guinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3,4-difluoro-5-methoxyphenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-fluoro-4,5-dichlorophenyl)-éthylamino}-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-fluoro-3-methyl-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-fluoro-3-methox¥-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-difluoromethyl-4-fluoro-phenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-ylI-1-(4-fluorgt3-trifluoromethyl-phenyl)-ethylamino]-6-fluoro-
quinazoline-8-carboxylic acid/amide;
4-[(S)-1-(4-Fluoro-3-trifluoydmethyl-phenyl)-2-(3-methyl-azetidin-1-yl)-ethylamino]-
quinazoline-8-carboxylig’acid amide;
4-[(S)-2-Azetidin-1-yl/1-(4-fluoro-3-trifluoromethyl-phenyl)-ethylamino]-6-methoxy-
quinazoline-8-carhoxylic acid amide;

4-[(S)-1-(4-Fluoyo-3-trifluoromethyl-phenyl)-2-(2-methyl-azetidin-1-yl)-ethylamino]-

quinazoline-8-carboxylic acid amide;
4-[(S)y:2-Azetidin-1-yl-1-(3-cyano-4-fluoro-phenyl)-ethylamino]-quinazoline-8-carboxylic
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4~[(S)-2-A;zetidin-1-yl-1-(4-ch!oro-3—ﬂuoro-phenyl)—ethylamino]~6-ﬂuoro-quinazoline—8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-benzoylamino-phenyl)-ethylamino}-quinazoline-8-carboxylj
acid amide;
4-[(S)-2-(3-Fluoro-azetidin-1-yl)-1-(4-chloro-3-trifluoromethyl-phenyl)-ethylamin
quinazoline-8-carboxylic acid amide;‘

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

the foregoing, including mixtures thereof in all ratios.

6. A pharmaceutical composition comprising a compound accordipg to any of claims 1 to
5, and/or its stereoisomers or tautomers, or pharmaceutically agceptable salts of each of
the foregoing, including mixtures thereof in ail ratios, as actj¥e ingredient, together with

a pharmaceutically acceptable carrier.

7. A compound of any of claims 1 to 5, and/or its stereoisomers or tautomers, or
pharmaceutically acceptable salts of each of the jéregoing, including mixtures thereof in

all ratios, for use as a medicament.

8. A compound of any of claims 1 to 5, and/or its stereoisomers or tautomers, or
pharmaceutically acceptable salts of egch of the foregoing, including mixtures thereof in
all ratios, for treating hyperproliferatj¢e diseases.

9. The compound of claim 8, afd/or its sterecisomers or tautomers,-or pharmaceutically
acceptable salts of each of the foregoing, including mixtures thereof in all ratios, wherein
the disease is selected frgm the group consisting of cancer, inflammation, pancreatitis or
kidney disease, pain, benign hyperplasia of the skin, restenosis, prostate, diseases
related to vasculogefiesis or angiogenesis, tumor angiogenesis, skin diseases selected
from psoriasis, egzema, and sclerodema, diabetes, diabetic retinopathy, retinopathy of
prematurity, ageé-related macular degeneration, hemangioma, glioma, melanoma and

Kaposi's saytoma.

all ratios, for the preparation of a medicament for the treatment of hyperproliferative
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 {he
skin, restenosis, prostate, diseases related to vasculogenesis or angiogenesis, tuor
angiogenesis, skin diseases selected from psoriasis, eczema, and sclerodema/diabetes,
diabetic retinopathy, retinopathy of prematurity, age-related macular degenefation,

hemangioma, glioma, melanoma and Kaposi’s sarcoma.

12. A method for treating hyperproliferative diseases, comprising adrhinistering to a
subject a compound of any of claims 1 to 5, and/or its stereoisomérs or tautomers, or
pharmaceutically acceptable salts of each of the foregoing, inciuding mixtures thereof in

all ratios.

13. The method of claim 12, wherein the disease is selécted from the group consisting of
cancer, inflammation, pancreatitis or kidney disease/ pain, benign hyperplasia of the
skin, restenosis, prostate, diseases related to vagtulogenesis or angiogenesis, tumor
angiogenesis, skin diseases selected from psofiasis, eczema, and sclerodema, diabetes,
diabetic retinopathy, retinopathy of prematurity, age-related macular degeneration,

hemangioma, glioma, melanoma and Kaposi’'s sarcoma.

14. Set (kit) consisting of separate packs of

a) an effective amount of a £ompound according to any of Claims 1 to 5 and/or its
stereoisomers or tautomers, of pharmaceutically acceptable salts of each of the
foregoing, including mixtures$ thereof in all ratios, and

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

15. Process for the manufacture of compounds of Formula (l), wherein LG is a leaving
group, and the r
Claim 1,

wherein a

aining substituents have the meaning as defined for Formula (1) in

mpound of Formula (V)

is reacted with a compound of Formula (IV)

72




WO 2012/069146 PCT/EP2011/005691

(LA)O O vy,

to yield a carboxylic ester compound of Formula (l11),

HN N R®
N~ R
~
R1/kN
(LA)O © aii

which is then converted to a carboxamide compound of Formula (1).
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1. A compound of Formula (II)

R
R’ R’
R4 R3"
R8
N 3
HN R
2
N= i ()
R1 )\\N
H,N" S0

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

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

R', R?
R* R*

R* R R® R’, R,

R® R®

are H,
independently are H, LA or Hal,
independently are H, Hal, LA, OH, SH, O(LA), NH,, NH(LA),
N(LA)2, NOz, CN, OCN, SCN, COOH, COO(LA), CONH,, CONH(LA),
CON(LA)2, NHCO(LA), NHCONH(LA), NHCONH,, NHSO,(LA), CO(LA),
SO3NH;, SO,(LA) or SO,Hal,
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, O or S, in which the cycle
formed by R® and R® may be unsubstituted or mono- or disubstituted by
Hal or LA,

One of R®, R®, R”

Ar1

may be Ar1, O(Ar1), NH(Ar1), CONH(Ar1), NHCO(Ar1), NHCONH(Ar1),
NHSO,(Ar1), CO(Ar1) or SO,(Ar1),

while the other two of R, R®, R are not Ar1, O(Ar1), NH(Ar1), CONH(Ar1),
NHCO(Ar1), NHCONH(Ar1), NHSO,(Ar1), CO(Ar1) or SO(Ar1),

is @ monocyclic aromatic homo- or heterocycle having 0, 1, 2 or 3 N, O and/or S
atoms and 5 or 6 skeleton atoms, which may be unsubstituted or, independently
of one another, mono-, di- or trisubstituted by Hal, LA, OH, SH, O(LA), NH,,
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NH(LA), N(LA),, NO,, CN, OCN, SCN, COOH, COO(LA), CONH,, CONH(LA),
CON(LA),, NHCO(LA), CHO, CO(LA), SO,NH,, SO,(LA) and/or SO,Hal,

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

Hal is F, Cl 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

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

in Subformula 1

R* R°, R° R’ R®

in Subformula 2
R* R*

in Subformula 3
R* R®

in Subformula 4
R° R’

in Subformula 5
R® R®

in Subformula 6
RB

in Subformula 7
R® R®

independently are H, F, CI, Br, OH, LA, O(LA), CN, C(Hal)s,
OC(Hal)s,

independently are H or F,

independently are H, F or Cl,

independently are H, F, Cl, 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,

isH, F, Cl or CF3,

independently are H, F, CI, Br, methyl, CHF; or CF3,
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in Subformula 8
R,R,RY, RY, R R, R® areH,

in Subformula 9
R, R% R, RY, R, R, R® areH,
R° R® are independently H, F, Cl, Br, methyl, CHF, or CF3,

in Subformula 10
R, R, R, R, R* R® are H,

RS is Br, methyl, CHF, or CF3,
RS is F, Cl or CF3,
=Y is HorF,

in Subformula 11

R' R% R* R® are H,

R is F, or methyl,

RY is H,

R® is Br, methyl, CHF; or CF3,
R® is F, Cl or CF3,

R’ isHorF,

3. The compound according to Claim 1, wherein the compound is selected from the
group consisting of:
4-[(S)-2-Azetidin-1-yl-1-(3-fluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-chlorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;

4-[(S)-2-Azetidin-1-yl-1-(4-fluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3,4-difluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(4-chloro-3-trifluoromethylphenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-fluoro-5-trifluoromethylphenyl)-ethylamino]-quinazoline-8-

carboxylic acid amide;
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4-[(S)-2-Azetidin-1-yl-1-(3-chloro-4-fluorophenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-bromophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(8)-2-Azetidin-1-yl-1-(4-trifluoromethylphenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-chlorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;

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

4-[(S)-2-Azetidin-1-yl-1-(3-methoxyphenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;

4-[(S)-2-Azetidin-1-yl-1-(3-bromophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(2-fluoro-4-chlorophenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(2,4-difluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(2,6-difluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(3-chloro-4-trifluoromethylphenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(2,4,5-trifluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(2,3,4-trifluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(1-benzo[1,3]dioxol)-ethylamino]-quinazoline-8-carboxylic acid
amide;

4-[(S)-2-Azetidin-1-yl-1-phenyl-ethylamino]-quinazoline-8-carboxylic acid amide;
4-[(S)-2-(3-Fluoro-azetidin-1-yl)-1-(3-chlorophenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-cyano-phenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(2-chloro-4-fluoro-phenyl)-ethylamino]-quinazoline-8-carboxylic

acid amide;
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4-[(S)-2-Azetidin-1-yl-1-(2-chloro-5-fluoro-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(2,5-di-fluoro-phenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(3-trifluoromethyl-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-chloro-4-trifluoromethoxy-phenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-chloro-3-fluoro-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-trifluoromethoxy-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-fluoro-3-trifluoromethyl-phenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-1-(4-Chloro-phenyl)-2-(3,3-difluoro-azetidin-1-yl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-isopropylphenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(4-carbamoylphenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(4-isopropoxyphenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(3,4,5-trifluorophenyl)-ethylamino]-quinazoline-8-carboxylic acid
amide;
4-[(S)-2-Azetidin-1-yl-1-(3,5-difluoro-4-methoxyphenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-cyano-4-fluorophenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3,4-difluoro-5-methoxyphenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-fluoro-4,5-dichlorophenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-fluoro-3-methyl-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
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4-[(S)-2-Azetidin-1-yl-1-(4-fluoro-3-methoxy-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-difluoromethyl-4-fluoro-phenyl)-ethylamino]-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-fluoro-3-trifluoromethyl-phenyl)-ethylamino]-6-fluoro-
quinazoline-8-carboxylic acid amide;
4-[(S)-1-(4-Fluoro-3-trifluoromethyl-phenyl)-2-(3-methyl-azetidin-1-yl)-ethylamino]-
quinazoline-8-carboxylic acid amide;
4-[(S)-1-(4-Fluoro-3-trifluoromethyl-phenyl)-2-(2-methyl-azetidin-1-yl)-ethylamino]-
quinazoline-8-carboxylic acid amide;
4-[(S)-2-(3-Fluoro-azetidin-1-yl)-1-(4-fluoro-3-trifluoromethyl-phenyl)-ethylamino}-
quinazoline-8-carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(3-cyano-4-fluoro-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-chloro-3-fluoro-phenyl)-ethylamino]-6-fluoro-quinazoline-8-
carboxylic acid amide;
4-[(S)-2-Azetidin-1-yl-1-(4-benzoylamino-phenyl)-ethylamino]-quinazoline-8-carboxylic
acid amide;
4-[(S)-2-(3-Fluoro-azetidin-1-yl)-1-(4-chloro-3-trifluoromethyl-phenyl)-ethylamino]-
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
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 stereocisomers or tautomers, or
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

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.

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

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

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
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
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)
R
R’ R
4 3"
N 3
H,N R
5 2 V),

(IV),

to yield a carboxylic ester compound of Formula (l11),

(),

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