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and wherein each of said C;_p-alkyl-, C{_p-alkyl-O-, C1_5-alkyl-CO-, cyclopropyl- or
cyclopropyl-O- substituents may be substituted with 1 or more substituents independently

selected from the group of fluoro, -CF3, -CHF,, -CH,F and ~CN;
2,
R is hydrogen;

R3 is selected from the group of R wiflaero-Z-ethoxyand- S rifluore-2-ethoxy

(8)-2.2.2-trifluoro-1-methyl-ethoxyv and (R)-2.2.2-trifluoro-1-methvl-ethoxyv;

R4 is hydrogen;
5.
R is hydrogen;
R6 is selected from the group of Cj_4-alkyl-SO2- and -CN;

R7 1s hydrogen.
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A compound according to claim 1, of the formula
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H N
1
N7 N\ 0=8s=0
F I/N ]
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wherein said compound is selected from the group consisting of*
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the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral

%.

=

the stereoisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3

the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3

the stereoisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral

’%.

oty

wherein, in each such stereoisomer. the chiral carbon atom desienated by the nu-

meral 2 is alwavys in the syn configuration with respect to the chiral carbon atom

desienated by the numeral 1:

or a mixture of two or more of the foregoing stereoisomer.

8. A compound according to any of claims 1, 2, 3, 4, 5 or 6, wherein the absolute configu-

) 1.
ration at R is R.

9. A compound according to any of claims 1, 2, 3, 4, 5 or 6, wherein the absolute configu-

. 1.
ration at R™ is S.

10. A compound according to any of claims 1, 2, 3, 4, 5, 6, 7, 8 or 9, wherein the com-

pounds is in the form of a salt.



1+211. A compound according to any one of claims 1 to 4410 for use in or for use as a

medicament, wherein the use of the medicament or the medicament is for a therapeutic or

prophylactic method
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(ea)  for the treatment, amelioration or prevention of a condition selected from the group
consisting of positive and negative symptoms of schizophrenia, psychoses and cogni-

tive impairments associated with schizophrenia, Alzheimer’s Disease, prodromal Alz-

heimer’s disease, amnestic mild cognitive impairment and psychiatric disorders;

(db) for the treatment of Alzheimer’s disease, prodromal Alzheimer’s disease, amnestic

mild cognitive impairment or cognitive impairment associated with Alzheimer’s dis-

ease,

(ec)  for the treatment of schizophrenia or cognitive impairment associated with schizo-

phrenia,

(#d) for the treatment of psychoses.

4312. Pharmaceutical composition or medicament comprising a compound according to

any one of claims 1 to ++10.

E ~ N 4 . . . .
) > k . 3 .
oy

+513. Combination of a compound according to any one of claims 1 to +4-10 with another

active agent, that

(a) 1s useful for the therapeutic treatment of a disease or condition as defined in claim +2
11 under (a) or (b) or (c) or (d) exterer-tH-or

(b) is useful for the prophylactic treatment of a condition or disease as defined in claim 2

11 under (a) or (b) or (¢) or (d) exteox ',

(c) 1s useful for the manufacture of a medicament for the treatment of a condition or dis-

ease as defined in claim +2-11 under (a) or (b) or (c) or (d)-ertererif.
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1+614. A compound of general formula (II), (III), (IV), (V) or (VI):

F"G F”G FI>G
N 0 N N |
R2 ) RZ% R2 ©
R’ OH :
general formula (II) general formula (IIT) general formula (IV)
PG 2
| R; 2 F
N N R4
2 O 1 !
R R R 5
, TR
OH R
general formula (V) general formula (VI)

wherein in each of those independent formulas

Rl,%“; R4, Rs, R6, and R7 have the meaning as in any of claims 1 to 9,

R2 in general formula (I1) to (V) is selected from the group consisting of C L_galkvi»« C 1-4-

5 alkyl-O-, -CN and Cy.g-cvcloalkyl-

2. . .o
R in general formula (V1) is selected from the group consisting of hvdrogen, C M—alkvl—,

C g__ﬁ»&lkvl-m()-” -CN and Ci.é—cycloalky}n

wherein each of said Cy_g-alkyl-. Cy_4-alkyl-O- and C3_g-cycloalkyl-group may be option-

10 ally substituted with 1. 2, 3 or more substituents independently selected from the group of

fluoro -CF} ~CHFZ. ~CH2F and -CN:

R8 is C1.4 alkyl-O-, optionally substituted by 1 or more substituents independently select-

ed from each other from the group of fluoro, chloro, bromo, -CN, Cj_4 alkyl-O-, Cy4

15
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alkyl-, phenyl and benzyl, wherein phenyl and benzyl optionally may be substituted with

one or more substituents independently selected from each other from the group of fluoro,

chloro, bromo, -CN, C;_4 alkyl-O-, C1_4 alkyl-; and

5 PG is a protecting group for an amino function selected from the group consisting of tert-

butoxycarbonyl-, 9-fluorenylmethoxycarbonyl-, benzyl-, and 2,4-dimethoxybenzyl-.
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15. A compound according to claim 1, of the formula

o O .

F
H2

N
1
0=5=0
(OJAN N l
T

F

F

F

2

20 | wherein said compound is selected from the sroup consisting of:
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the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral

’%.

=3

the stereoisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

’%.

=

the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3:and

the stereoisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral

3

wherein, in each such stereoisomer, the chiral carbon atom designated by the nu-

meral 2 is alwavs in the svn configuration with respect to the chiral carbon atom

designated by the numeral 1;

or a mixture of two or more of the foregoing stereoisomers.

16.

A compound according to claim 1. of the formula
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(RN}

3

F

0O O -
F

H-2 /N
1
O0=8s=0
0] \N ]

F\{lk/
F

F

y

with R-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

17. A compound according to claim 1, of the formula

3 :
2 T
F

H2/™N
1
O0=8=0
O \N |

—~——

F
F

F

with S-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.
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18. A compound according to claim 1, of the formula
3
F
O O F

3

with R-configuration at the chiral carbon atom desienated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

19, A compound according to claim 1, of the formula
3
F
O O =

with S-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1,
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A compound according to claim 1. of the formula

wherein said compound is selected from the group consisting of:

the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated bv the numeral

’%.

o= 3

the stereoisomer with S-configuration at the chiral carbon atom desionated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3

the stereoisomer with R-configuration at the chiral carbon atom desienated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3. and

the stereoisomer with S-configuration at the chiral carbon atom desienated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral

’%.

A

wherein, in each such stereoisomer, the chiral carbon atom designated by the nu-

meral 2 is always in the syn configuration with respect to the chiral carbon atom

designated by the numeral 1;
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or a mixture of two or more of the foreeoing stereoisomers.

21, A compound according to claim 1, of the formula
3 F
0 O/}/
F
F
H2/™N
1
N AN 0=8=0
F o I
F S
F

.

with R-configuration at the chiral carbon atom designated by the numeral 1;

wherein the chiral carbon atom designated by the numeral 2 18 in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

22. A compound according to claim 1. of the formula
13
* F

0 O/Y
F
F
H2/™N
1
N A\ O0=8=0
F o |
F S
F

with S-configuration at the chiral carbon atom designated by the numeral 1:
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wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom desienated by the numeral 1.

23. A compound according to claim 1. of the formula
3 F
O O
F
F
H2/™N
1
N AN 0=8S=0
F ol |
F S
F

with R-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

24. A compound according to claim 1, of the formula
3 F
O 0O
F
F
H2 /N
1
N \ 0=8S=0
Fol |
F S
F

with S-configuration at the chiral carbon atom designated by the numeral 1:
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[ —

wherein the chiral carbon atom designated by the numeral 2 is in the svn configuration

with respect to the chiral carbon atom designated by the numeral 1.

25. A compound according to claim 1. of the formula

wherein said compound is selected from the group consisting oft

the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral | and R-configuration at the chiral carbon atom designated bv the numeral

the stereoisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3

the diastereomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom desisnated by the numeral

3. and

the stereoisomer with S-configuration at the chiral carbon atom desienated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral
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wherein, in each such stereoisomer, the chiral carbon atom desienated by the nu-

meral 2 is always in the syn configuration with respect to the chiral carbon atom

designated by the numeral 1;

or a mixture of two or more of the foresoing stereoisomers.

26. A compound according to claim 1. of the formula

with R-configuration at the chiral carbon atom designated by the numeral 1;

wherein the chiral carbon atom desienated bv the numeral 2 is in the syn configuration

with respect to the chiral carbon atom desienated by the numeral 1.

27. A compound according to claim 1, of the formula
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[ ——

with S-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

28. A compound according to claim 1, of the formula

5

with R-configuration at the chiral carbon atom designated bv the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

29, A compound according to claim 1, of the formula

with S-configuration at the chiral carbon atom designated bv the numeral 1:
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wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom desisnated by the numeral 1.

30.

A compound according to claim 1, of the formula

3
F
0O 0 e
F
H2/™N
1
N7\ 0=8S=0
| N l
0]
F

wherein said compound is selected from the group consisting of:

the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated bv the numeral

:’i;

the stereoisomer with S-configuration at the chiral carbon atom designated bv the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3:

the sterecisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom desienated bv the numeral

3: and

the stereoisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral

3.




10

15

~285~

wherein, in each such stereoisomer, the chiral carbon atom designated by the nu-

meral 2 is alwavs in the syn configuration with respect to the chiral carbon atom

designated by the numeral 1;

or a mixture of two or more of the foregoing stereoisomers.

31. A compound according to claim 1. of the formula
i3
- F
0] O =
F.'
H2/™N
1
N~ N\ 0=S=0
| N |
0]
F
F F

with R-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

32. A compound according to claim 1, of the formula
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3
F
0o o -
F
H2/ N
1
N7 N O0=5=0
| N |
O
F
F F

3

with S-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

33. A compound according to claim 1. of the formula
3

F

O 0 E
F
HZ /N
1
N7\ 0=85=0
AN |
@
F
F F

5

with R-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn conficuration

with respect to the chiral carbon atom designated by the numeral 1.
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34. A compound according to claim 1, of the formula
3
F.'
O o =
F
HZ /N
1
N7\ 0=8=0
N |
O
F
F F

with S-configuration at the chiral carbon atom designated by the numeral 1;

wherein the chiral carbon atom designated by the numeral 2 is in the svn confisuration

with respect to the chiral carbon atom designated by the numeral 1.

35. A compound according to claim 1. of the formula
3 F
O O
F
F
H2/™N
1

N — I\
= F N 0=8=0

N/

F

wherein said compound is selected from the group consisting of:

the sterecisomer with R-configuration at the chiral carbon atom designated bv the

numeral 1 and R-configuration at the chiral carbon atom designated bv the numeral

3
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the stereoisomer with S-conficuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3:

the stereoisomer with R-configuration at the chiral carbon atom designated bv the

numeral | and S-confisuration at the chiral carbon atom designated by the numeral

3. and

the sterecisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated bv the numeral

3

wherein. in each such stereoisomer, the chiral carbon atom designated by the nu-

meral 2 is alwavs in the syn configuration with respect to the chiral carbon atom

designated by the numeral 1:

or a mixture of two or more of the foregoing stereoisomers.

36. A compound according to claim 1, of the formula
3 .
0 o/}/
F
F
H2/™N
1
N=— =S=
e F N 0=8=0
g/ )
F.'

with R-configuration at the chiral carbon atom designated by the numeral 1:
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wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

37. A compound according to claim 1. of the formula
3
0 o@(
F
F
H2/™N
1
N/ —e=
e F N 0=8=0
W
F

with S-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

38. A compound according to claim 1, of the formula
3 F
O O
F
F
H2/™N
1
N/ =S=
- F N 0=8=0
W
F

5

with R-configuration at the chiral carbon atom designated bv the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.
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39, A compound according to claim 1. of the formula

> F

FF

%2 g
E F N=— N O0=S=0
W
F

with S-configuration at the chiral carbon atom designated by the numeral 1;

O @)
H N
1

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

40. A compound according to claim 1. of the form‘u}a
3 F
O O
F
F
H2/™N
1
N=" 0=S8S=0
F — /O {
F
F

wherein said compound is selected from the group consisting of

the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral

3.
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the stereoisomer with S-configuration at the chiral carbon atom desienated by the

numeral 1 and S-configuration at the chiral carbon atom designated by the numeral

3

the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom designated bv the numeral

3. and

the stereoisomer with S-configuration at the chiral carbon atom desienated by the

numeral 1 and R-configuration at the chiral carbon atom designated bv the numeral

3

wherein, in each such stereoisomer, the chiral carbon atom designated by the nu-

meral 2 is alwavs in the syn configuration with respect to the chiral carbon atom

designated by the numeral 1;

or a mixture of two or more of the foregoing stereoisomers.

41. A compound according to claim 1, of the formula
3 F
0 0/5(
F
F
H2/™N
1
N=— 0=S=0
F O |
~ /
F N
F

o

with R-configuration at the chiral carbon atom designated bv the numeral 1:
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wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

42, A compound according to claim 1, of the formula
3 r
0 o@(
F
F
H2 /N
1
N= 0=S8S=0
F 0 |
~ /
FQH\ N
F

with S-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated bv the npumeral 1.

43, A compound according to claim 1. of the formula
3
F
O O
F
F
H2 /N
1
N= 0=8=0
F o |
~ /
FQH\ N
F

with R-configuration at the chiral carbon atom designated by the numeral 1;
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wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

44, A compound according to claim 1, of the formula

3 F
O O
F
F
H2/™N
1
N= 0=8=0
F O |
~ 7
FY\N
F

with S-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated bv the numeral 1.

45, A compound according to claim 1. of the formula
3
F
O 0O =
F

wherein said compound is selected from the group consisting of:
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the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated by the numeral

3

the stereoisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom desienated by the numeral

3

the stereoisomer with R-configuration at the chiral carbon atom designated by the

numeral 1 and S-configuration at the chiral carbon atom designated bv the numeral

3. and

the stereoisomer with S-configuration at the chiral carbon atom designated by the

numeral 1 and R-configuration at the chiral carbon atom designated bv the numeral

3

wherein, in each such stereoisomer, the chiral carbon atom desienated bv the nu-

meral 2 is always in the syn configuration with respect to the chiral carbon atom

desisnated by the numeral 1:

or a mixture of two or more of the foregoing stereoisomers.

46.

A compound according to claim 1, of the formula
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with R-configuration at the chiral carbon atom designated by the numeral 1;

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

47, A compound according to claim 1. of the formula

13

: F

7 9T
F

with S-configuration at the chiral carbon atom designated by the numeral 1;

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.

48, A compound according to claim 1, of the formula
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with R—Cbnﬁgumtmﬁ at the chiral carbon atom designated bv the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn confisuration

with respect to the chiral carbon atom designated by the numeral 1.

49. A compound according to claim 1, of the formula
3
F
O O =
F
0=s=0

with S-configuration at the chiral carbon atom designated by the numeral 1:

wherein the chiral carbon atom designated by the numeral 2 is in the syn configuration

with respect to the chiral carbon atom designated by the numeral 1.




