CLAIMS

1. A compound of general formula (1):

I
N\N
H

(M
in which:

R! represents hydrogen, halogen, Ci-Cs-alkyl, C1-Cs-haloalkyl, C;-Cs-alkoxy,

Ci-Cs-haloalkoxy, nitro or cyano;

R? represents hydrogen, halogen, Ci1-Cs-alkyl, C1-Cs-haloalkyl, C;-Cs-alkoxy,

Ci-Cs-haloalkoxy, nitro, cyano or SFs;

R® represents hydrogen, halogen, C;-Cs-alkyl, C;-Cs-haloalkyl, C;-Cs-alkoxy,
C;1-Cs-haloalkoxy, nitro or hydroxy;

R* represents hydrogen, halogen, C;-Cs-alkyl, C1-Cs-haloalkyl, C;-Cs-alkoxy,
C1-Cs-haloalkoxy, nitro, cyano or SFs;

R® represents hydrogen, halogen, C;-Cs-alkyl, C1-Cs-haloalkyl, C;-Cs-alkoxy,
C1-Cs-haloalkoxy, nitro or cyano;

wherein R and R? or R? and R? are optionally linked to one another in such a way
that they jointly form a methylenedioxy, ethylenedioxy, ethyleneoxy, trimethyleneoxy
or

a group selected from:

~N
7\ I\ O N
N\O/N N\S/N \ I I\/II

or a stereoisomer, a tautomer, an N-oxide, a hydrate, a solvate, or a salt thereof, or a

mixture of same.
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2. The compound according to claim 1, wherein:

R! represents hydrogen, halogen, Ci1-Cs-alkyl, C1-Cs-haloalkyl, C;-Cs-alkoxy,

Ci-Cs-haloalkoxy, nitro or cyano;

R? represents hydrogen, halogen, Ci-Cs-alkyl, C1-Cs-haloalkyl, C;-Cs-alkoxy,

Ci-Cs-haloalkoxy, nitro, cyano or SFs;

R® represents hydrogen, halogen, C;-Cs-alkyl, C;-Cs-haloalkyl, C;-Cs-alkoxy,
Ci1-Cs-haloalkoxy, nitro or hydroxy;

R* represents hydrogen, halogen, C;-Cs-alkyl, C1-Cs-haloalkyl, C;-Cs-alkoxy,
C1-Cs-haloalkoxy, nitro, cyano or SFs;

R® represents hydrogen, halogen, C;-Cs-alkyl, C1-Cs-haloalkyl, C1-Cs-alkoxy,
C1-Cs-haloalkoxy, nitro or cyano;

or a stereoisomer, a tautomer, an N-oxide, a hydrate, a solvate, or a salt thereof, or a

mixture of same.

3. The compound according to claim 1 or 2, wherein:

R! represents hydrogen, fluoro, chloro, bromo, methyl, trifluoromethyl, methoxy,

trifluoromethoxy or cyano;

R? represents hydrogen, fluoro, chloro, bromo, methyl, trifluoromethyl, methoxy,

trifluoromethoxy, cyano or SFs;
R® represents hydrogen;

R* represents hydrogen, fluoro, chloro, bromo, methyl, trifluoromethyl, methoxy,

trifluoromethoxy, cyano or SFs;

R® represents hydrogen, fluoro, chloro, bromo, methyl, trifluoromethyl, methoxy,

trifluoromethoxy or cyano;

or a stereoisomer, a tautomer, an N-oxide, a hydrate, a solvate, or a salt thereof, or a

mixture of same.

4. The compound according to claim 1, 2 or 3, wherein:
R! represents hydrogen, fluoro, chloro, bromo, methyl or trifluoromethyl;

R? represents hydrogen, fluoro, chloro, bromo, methyl, trifluoromethyl or SFs;
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R® represents hydrogen;
R* represents hydrogen, fluoro, chloro, bromo, methyl, trifluoromethyl or SFs;
R® represents hydrogen, fluoro, chloro, bromo, methyl or trifluoromethyl;

or a stereoisomer, a tautomer, an N-oxide, a hydrate, a solvate, or a salt thereof, or a

mixture of same.

. The compound according to claim 1, 2, 3 or 4 which is selected from the group consisting

of:
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10

11

12

13

14

15

16

17

18

[8-(phenylsulfonyl)-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-triazol-4-yl)methanone

1H-1,2,3-triazol-4-yl[8-{[2-(trifluoromethyl)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-3-
yllmethanone

{8-[(3,5-difluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-
yl)methanone

{8-[(3-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-
yl)methanone

{8-[(3-chlorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-5-
yl)methanone

{8-[(2-methylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-4-
yl)methanone

{8-[(2-chlorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-4-
yl)methanone

[8-{[3-(pentafluoro-lambda®-sulfanyl)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-3-
yl}(1H-1,2,3-triazol-4-yl)methanone

{8-[(3,5-dichlorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-4-
yl)methanone

[8-{[3,5-bis(trifluoromethyl)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-
triazol-5-yl)methanone

{8-[(5-chlorothiophen-2-yl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-4-
yl)methanone

{8-[(2,5-difluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-4-
yl)methanone

{8-[(3-methylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-
yl)methanone

{8-[(4-methylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-
yl)methanone

{8-[(2-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-
yl)methanone

{8-[(4-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-
yl)methanone

3-{[3-(1H-1,2,3-triazol-5-ylcarbonyl)-3,8-diazabicyclo[3.2.1]oct-8-yl]sulfonyl}benzonitrile

{8-[(3,5-dimethylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-
yl)methanone
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19

20

21

22

23

24

25

26

27

28

29

30

31

32

33

34

35

36

{8-[(2,5-dimethylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(3-methoxyphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(4-methoxyphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(4-chlorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(3,4-difluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(2,6-difluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(2,4-difluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(3-chloro-2-methylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-

5-yl)methanone

{8-[(3-chloro-2-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-

5-yl)methanone

{8-[(3-chloro-4-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-

5-yl)methanone

1H-1,2,3-triazol-5-yI[8-{[3- (trifluoromethyl)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-3-

yllmethanone

{8-[(2,5-dichlorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(3-bromophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(2-bromophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-5-

yl)methanone

1H-1,2,3-triazol-5-yI[8-{[3- (trifluoromethoxy)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-

3-yllmethanone

[8-{[5-chloro-2-(trifluoromethyl)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-3-yl] (1H-

1,2,3-triazol-5-yl)methanone

2-{[3-(1H-1,2,3-triazol-5-ylcarbonyl)-3,8-diazabicyclo[3.2.1]oct-8-yl]sulfonyl}benzonitrile

1H-1,2,3-triazol-5-yl[8-{[4- (trifluoromethyl)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-3-

yllmethanone
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37

38

39

40

41

42

43

44

45

46

a7

48

49

50

51

52

53

54

{8-[(4-hydroxyphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(4-bromophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-5-

yl)methanone

[8-(naphthalen-1-ylsulfonyl)-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-triazol-5-

yl)methanone

[8-(quinolin-8-ylsulfonyl)-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-triazol-5-

yl)methanone

1H-1,2,3-triazol-5-yl[8-{[4-(trifluoromethoxy)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-

3-yllmethanone

1H-1,2,3-triazol-5-yl[8-{[2- (trifluoromethoxy)phenyl]sulfonyl}-3,8-diazabicyclo[3.2.1]oct-

3-yllmethanone

{8-[(4-nitrophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(3-nitrophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

1H-1,2,3-triazol-5-y{8-[(2,4,6-trimethylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-

yl}methanone

{8-[(2-nitrophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(2,5-dimethoxyphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(3,4-dichlorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(4-ethylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(2-chloro-4-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-

5-yl)methanone

{8-[(2-chloro-6-methylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-

5-yl)methanone

{8-[(3,4-dimethoxyphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(2,3-dichlorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

[8-(2,1,3-benzothiadiazol-4-ylsulfonyl)-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-triazol-

5-yl)methanone
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55

56

57

58

59

60

61

62

63

64

65

66

67

68

69

70

71

72

[8-(2,1,3-benzoxadiazol-4-ylsulfonyl)-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-triazol-5-

yl)methanone

1H-1,2,3-triazol-5-yl{8-[(2,4,6-trichlorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-

yl}methanone

{8-[(5-chloro-2-methoxyphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-

triazol-5-yl)methanone

[8-(2,1,3-benzothiadiazol-5-ylsulfonyl)-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-triazol-

5-yl)methanone

1H-1,2,3-triazol-5-yi{8-[(2,3,4-trifluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-

yl}methanone

2-fluoro-5-{[3-(1H-1,2,3-triazol-5-ylcarbonyl)-3,8-diazabicyclo[3.2.1]oct-8-

yl]sulfonyl}benzonitrile

{8-[(5-chloro-2-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-

5-yl)methanone

1H-1,2,3-triazol-5-y{8-[(2,4,5-trifluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-

yl}methanone

{8-[(5-chloro-2-methylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-

5-yl)methanone

{8-[(2-methoxyphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-5-

yl)methanone

{8-[(5-bromo-2-methylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yI}(1H-1,2,3-triazol-

5-yl)methanone

[8-(1,3-benzodioxol-5-ylsulfonyl)-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-triazol-5-

yl)methanone

{8-[(2-methoxy-4-methylphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-

triazol-5-yl)methanone

2-chloro-6-{[3-(1H-1,2,3-triazol-5-ylcarbonyl)-3,8-diazabicyclo[3.2.1]oct-8-

yl]sulfonyl}benzonitrile

[8-(2,3-dihydro-1-benzofuran-7-ylsulfonyl)-3,8-diazabicyclo[3.2.1]oct-3-yl](1H-1,2,3-

triazol-5-yl)methanone

{8-[(2-chloro-5-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-

5-yl)methanone

{8-[(2-chloro-3-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-triazol-

5-yl)methanone

{8-[(4-fluoro-2-methoxyphenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}(1H-1,2,3-

triazol-5-yl)methanone
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73 4-methoxy-3-{[3-(1H-1,2,3-triazol-5-ylcarbonyl)-3,8-diazabicyclo[3.2.1]oct-8-
yl]sulfonyl}benzonitrile

74 4-chloro-3-{[3-(1H-1,2,3-triazol-5-ylcarbonyl)-3,8-diazabicyclo[3.2.1]oct-8-
ylJsulfonyl}benzonitrile

75 sodium 5-({8-[(3,5-difluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}carbonyl)-
1,2,3-triazol-1-ide

76 sodium 5-({8-[(3-fluorophenyl)sulfonyl]-3,8-diazabicyclo[3.2.1]oct-3-yl}carbonyl)-1,2,3-
triazol-1-ide

or a stereoisomer, a tautomer, an N-oxide, a hydrate, a solvate, or a salt thereof, or a

mixture of same.

A method of preparing a compound of general formula () according to any one of claims

1 to 5, said method comprising the step of allowing an intermediate compound of general

formula (1V):
RR, R
R R
HN [ N—S. R
n~o
O
(IV),

in which R, R?2, R, R* and R® are as defined for the compound of general formula (1)

according to any one of claims 1 to 5,

to react with a compound of formula (IX):

@)
OH

i\

N\N
H

(1X),

thereby giving a compound of general formula (1):
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2 3

R R
R rR*
0 5
N [ N—S. R
o)
D\ ©
)
N\
N
H
M,

in which R?, R?, R3, R* and R® are as defined for the compound of general formula (1)
according to any one of claims 1 to 5.

A method of preparing a compound of general formula (I) according to any one of claims

1 to 5, said method comprising the step of allowing an intermediate compound of formula

(VII):
o)
N [ NH
o
N
H

(vin,

to react with a compound of general formula (VIII):

(VII),

in which R, R?, R®, R* and R® are as defined for the compound of general formula (1)

according to any one of claims 1 to 5,

thereby giving a compound of general formula (1):
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10.

11.

R R

1 4

R R
0 5
N N—S . R
: E ; N6
D\ ©
)
N

N
H

(1,

in which R?, R?, R3, R* and R® are as defined for the compound of general formula (1)
according to any one of claims 1 to 5.

A compound of general formula (I) according to any one of claims 1 to 5 for use in the

treatment or prophylaxis of a disease.

A pharmaceutical composition comprising a compound of general formula (I) according

to any one of claims 1 to 5 and one or more pharmaceutically acceptable excipients.

A pharmaceutical combination comprising:

(a) one or more first active ingredients of a compound of general formula (I)

according to any one of claims 1 to 5, and

(b) one or more further active ingredient.

A pharmaceutical combination according to claim 10 wherein said further active ingredient
is selected from the group consisting of anti-androgens, CYP17Al inhibitors, 5 alpha
reductase inhibitors, GNRHa and GNRH antagonists, or LHRH agonists for example
Flutamide, Bicalutamide, Nilutamide, Enzaluatmide, ODM-201, abiraterone and
abiraterone metabolites, finasteride dutasteride, Leuprolide, Goserelin, Triptorelin,

Histrelin, or Degarelix.
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12.

13.

14.

15.

16.

A pharmaceutical combination according to claim 10 wherein said further active ingredient
is a chemotherapeutic agent comprising an oxo-group, which can be reduced by the

enzymatic activity of AKR1C3, particularly anthracyclines.

Use of a compound of general formula (I) according to any one of claims 1 to 5 or a
combination according to claim 10, 11, or 12 for the preparation of a medicament for the
treatment or prophylaxis of a disease, wherein the disease is a gynecological disorder, a
hyperproliferative disorder, a metabolic disorder or an inflammatory disorder.

Use according to claim 13, wherein the disease is an endometriosis-related or polycystic
ovary syndrome-related gynecological disorder, condition or disease, atopic dermatitis,
keloids, anthracycline resistant cancer or prostate cancer including castration-resistant
prostate cancer.

A compound of general formula (Ill), (IV) or (VII)

R R
R R* R R
o 0
Nn ((N-sy . R R! R* N [ NH
20

Q : I\
CHj HN [ N-S., R ANV

H,C CHy, 5 ° N
(Il1) (V) (Vi)

in which R, R?, R®, R* and R® are as defined for the compound of general formula ()
according to any one of claims 1 to 5 wherein at least one of R?, R?, R3, R* and R® is

different from hydrogen.

Use of a compound of general formula (111), (1V) or (VII)
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2 3

R R
R1 R4 R2 R3
0 ] 1 0
NN [ N—S. R R R N[ NH
ThYe) N
° © 5 i\
N—CHy HN [ N—S., R Ny
H,C CHy, 5 ° N

(1) (IV) (VII)

in which R, R?, R%, R* and R® are as defined for the compound of general formula (1)
according to any one of claims 1 to 5 wherein at least one of R, R?, R3, R* and R® is

different from hydrogen

for the preparation of a compound of general formula (I) according to any one of claims 1

to 5.
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