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Claims

1. A compound of formula (I):

<ffjv}

()

or a pharmaceutically acceptable salt, sclvate or polymorph Hereof, including all tautomers
and stereoisomers thereof wherein:

R’ represents -Cy.calkyl, -aryl, -Cy.salkylaryl, -cycloalkyl, AC1.salkyicycloalkyl, -heteroaryl, -C.
salkylheteroaryl, -heterocyclyl, -Cisalkylheterocyclyl, /-cycloalkyl substituted by phenyl, -
cycloalkyl substituted by phenoxy, -phenyl substitifed by cycloalkyl, -phenyl substituted by
phenoxy, -phenyl substituted by phenyl, hetefocyclyl substituted by phenyl, heteroaryl
substituted by phenyl, phenyl substituted by heterocyclyl, phenyl substituted by heteroaryl,
pheny! substituted by —O-cycloalkyl or phenyl substituted by —~cycloalkyl-heterocyclyi;

and in which any of aforesaid Aryl, cycloalkyl, heterocyclyl, hetercaryl, phenyl or
phenoxy groups may optional}y be substituted by one or more groups selected from
Cigalkyl, Casalkenyl, Cosalkynyl, Cighaloalkyl, -Cisthicalkyl, -SOCq4alkyl, -SO,C.
salkyl, Cisalkoxy-, -O;Cagcycloalkyl, Csgcycloalkyl, -SO;Csscycloalkyl, -SOC,.
ecycloalkyl, Casalkenyloxy-, Casalkynyloxy-, -C(O)Ciealkyl, -C(O)OCygalkyl, Ci.
ro, halogen, cyano, hydroxyi, -C(OYOH, -NH,, -NHC;.alkyl, -
yl), -C(O)N(Cialkyl)(Craalkyl), ~C(O)NH3, -C(O)NH{C;.4alkyl) and -

cloalkyl);

salkoxy-Cy.galkyl-,

N(C14alkyl)(C14

C(O)NH(Ca10
R? represents -Cq4alkyl, Cyghaloalkyl, -aryl, -Cisalkylaryl, -cycloalkyl, -Cysalkyloycloalkyl, -
heteroaryl, -Cqgdlkylheteroaryl, -heterocyclyl or -Cisalkylheterocyclyl;
hich any of aforesaid aryl, heteroaryl or heterocyclyl groups may optionally be
tituted by one or more groups selected from Cyealkyl, Cosalkenyl, Cagalkynyl, Cy.
aloalkyl, -Cs.gthioalkyl, -SOCsalkyl, -SO,Cisalkyl, Cy.salkoxy-, -O-Cascycloalkyl, Ca
gcycloalkyl, -SO,Csscycloalkyl, -SOCs.scycloalkyl, Cssalkenyloxy-, Csgalkynyloxy-, -

C(O)Cgalkyl, -C(O)OCgalkyl, Cy.ealkoxy-Cisalkyl-, nitro, halogen, cyano, hydroxyl, -
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C(O)OH, -NHa, -NHCisalkyl, ~N{Cisalkyl)(Ciaalkyl), -C(OIN(Cisalkyl)}{Ci4alkyl),
C(O)NHa, -C(O)NH{C1.4alkyl) and -C(O)NH(Cs.1ocycloalkyl);
R® represents Cqsalkyl or Cishaloalkyl;
n represents an integer selected from 0 to 3; and
R® represents Cisalkyl, Cogalkenyl, Cysalkynyl, Cighaloalkyl, -Cq.sthioalkyl, -SOC,4alkyl, -
S0,Cq4alkyl, Cigalkoxy-, -0O-Csgcycloalkyl, Cascycloalkyl, -SQO,Csgcycibalkyl, -SOCa
gcycloalkyl, Csgalkenyloxy-, Casalkynyloxy-, -C{O)Cisalkyl, -C(O)OC salKyl, Ci.salkoxy-Cy.
148lkyl)(C1satkyl), -
(Ca.1ocycloalkyl).

galkyl-, nitro, halogen, cyano, hydroxyl, -C(O)OH, -NH,, -NHC,4alkyl, -N
C(O)N(C14alkyl)}{Ci4alkyl), -C(O)NH3, -C(O)NH(Ci4alkyl) and -C(O)

2. A compound according to claim 1, wherein R’ representg’-Cysalkyl, -aryl, -cycloalkyl, -
heteroaryl, -heterocyclyl, -cycloalky! substituted by pheryl, -cycloalkyl substituted by
phenoxy, -phenyl substituted by cycloalkyl, -phenyi Aubstituted by phenoxy, -phenyl
substituted by phenyl, heterocyclyl substituted by phefiyl, heteroaryl substituted by phenyl,
phenyl substituted by heterocyclyl, phenyl substitutgd by heteroaryl, phenyl substituted by —

O-cycloalkyl or phenyl substituted by —cycloalkyl-

3. A compound according to claim 2, wiferein R’ represents -Cy.salkyl, -aryl, -cycloalkyl, -
heteroaryl, -cycloalkyl substituted by ppenyl, -cycloalkyl substituted by phenoxy, -phenyt
substituted by cycloalkyl, -phenyl substituted by phenyl, heterocyclyl substituted by phenyl,
phenyl substituted by heterocyclyl, phenyl substituted by —O-cycloalkyl or phenyl substituted
by —cycloalkyl-heterocyclyl.
4. A compound according to claim 3, wherein R’ represents -C1.salkyl, -aryl, -cycloalkyl, -
heteroaryl, -phenyl subétituted by phenyl, phenyl substituted by heterocyclyl or phenyl
substituted by -O-cygloalkyl, wherein said phenyl group is optionally substituted by one or
more halogen grodps, wherein said heterocyclyl group is optionally substituted by one or
more G alkyl groups, and wherein said cycloalkyl group is optionally substituted by one or

more halogepygroups.

compound according to claim 4, wherein R' represents phenyl optionally

subs#ituted by one or more halogen groups, such as 2,3-difluorophenyl.

A compound according to any of claims 1 to 5, wherein R? represents -Cysalkyl, C1.
ghaloalkyl, -aryl, -cycloalkyl, -heteroaryl or —heterocyclyl.
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7. A compound according to claim 6, wherein R? represents -Cysalkyl, Cighaloalkyl gr —
aryl.
8. A compound according to claim 7, wherein R? represents -Csalkyl or —a
9. A compound according to claim 8, wherein R? represents methyl, ethyl, propyl,

isopropyl, trifluoromethyl) or phenyl optionally substituted by one or more Aalogen groups.
10. A compound according to claim 9, wherein R* represents/methyl or unsubstituted
phenyl, such as methyl.

11. A compound according to any of claims 1 to 10, whepéin R® represents Cy.alkyl, such
as methyl,

12. A compound according to claim 11, whersfn R® represents Cighaloalkyl, such as
2,2, 2-trifluroethyl or 2,2,3,3-tetrafluoropropyl.
13. A compound according to any of claips 1 to 12, wherein n represents 0.

14. A compound according to any one of examples 1 to 35 or a pharmaceutically
acceptable salt, solvate or polymorpHf thereof, including all tautomers and stereoisomers.

15. A compound according to claim 1, which is 1-(1H-benzo[d]imidazol-6-yI)-5-(2,3-
difluorophenyl)-3-methoxy-4Mmethyl-1H-pyrrol-2(5H)-one or a pharmaceutically acceptable
salt, solvate or polymorphy/thereof.

18. A compound/according to claims 1 to 15, for use as a medicament.

17. A pharpaceutical composition comprising a compound according to any one of

claims 1 to 16, optionally in combination with one or more therapeutically acceptable diluents

The pharmaceutical composition of claim 17, which comprises additionally at least
compound, selected from the group consisting of neuroprotectants, antiparkinsonian
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drugs, amyloid protein deposition inhibitors, beta amyloid synthesis inhibitor
antidepressants, anxiolytic drugs, antipsychotic drugs and anti-multiple sclerosis drugs.

inhibitors of DP IV or DP IV-like enzymes, acetylcholinesterase (ACE) infibitors, PIMT
enhancers, inhibitors of beta secretases, inhibitors of gamma secretases, inhibitors of neutral
endopeptidase, inhibitors of Phosphodiesterase-4 (PDE-4), TNFalpha iphibitors, muscarinic
M1 receptor antagonists, NMDA receptor antagonists, sigma-1 recepidr inhibitors, histamine
H3 antagonists, immunomodulatory agents, immunosuppressive agénts or an agent selected
from the group consisting of antegren (natalizumab), Neurelay’ (fampridine-SR), campath
(alemtuzumab), IR 208, NBI 5788/MSP 771 (tiplimotide), paglitaxel, Anergix.MS (AG 284),
SH636, Differin (CD 271, adapalene), BAY 361677 (interledkin-4), matrix-metalloproteinase-
inhibitors, interferon-tau (trophoblastin) and SAIK-MS.

20. A compound according to any one of claims/1 to 15, or a pharmaceutical composition
according to any one of claims 17 to 19 for use/n the treatment of a disease selected from
the group consisting of Kennedy's disease, duodenal cancer with or without Helicobacter
pylori infections, colorectal cancer, ZolligepéEllison syndrome, gastric cancer with or without
Helicobacter pylori infections, pathogefiic psychotic conditions, schizophrenia, infertility,
neoplasia, inflammatory host responges, cancer, malign metastasis, melanoma, psoriasis,
impaired humoral and cell-mediate@ immune responses, leukocyte adhesion and migration
processes in the endothelium, jphpaired food intake, impaired sleep-wakefulness, impaired
homeostatic regulation of ergy metabolism, impaired autonomic function, impaired
hormonal balance or impaired regulation of body fluids, multiple sclerosis, the Guillain-Barré
syndrome and chronic inflammatory demyelinizing polyradiculoneuropathy.

21. A compoung according to any one of claims 1 to 15, or a pharmaceutical composition
according to any’one of claims 17 to 19 for use in the treatment of a disease selected from
the group cogfsisting of mild cognitive impairment, Alzheimer's disease, Familial British
Dementia/Familial Danish Dementia, neurodegeneration in Down Syndrome and
Huntington’s disease.
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22. A compound according to any one of claims 1 to 15, or a pharmaceutical compositi
according to any one of claims 17 to 19 for use in the treatment of a disease selected ffom
the group consisiting of rheumatoid arthritis, atherosclerosis, pancreatitis and restenosk

23. A method of treatment or prevention of a disease selected from the groy$ consisting
of Kennedy's disease, ulcer disease, duodenal cancer with or without Helj€obacter pylori
infections, colorectal cancer, Zolliger-Ellison syndrome, gastric cancef with or without
Helicobacter pylori infections, pathogenic psychotic conditions, schizbphrenia, infertility,
neoplasia, inflammatory host responses, cancer, malign metastasis/ melanoma, psoriasis,
impaired humoral and cell-mediated immune responses, leukocyié adhesion and migration
processes in the endothelium, impaired food intake, impaired gleep-wakefulness, impaired
homeostatic regulation of energy metabolism, impaired /autonomic function, impaired
hormonal balance or impaired regulation of body fluids, mMitiple sclerosis, the Guillain-Barré
syndrome and chronic inflammatory demyelinizing polypadiculoneuropathy, which comprises
administering to a subject an effective amount of a cgmpound according to any one of claims
1 to 15, or a pharmaceutical composition according to any one of claims 17 to 19.

24. A method of treatment or prevention 4f a disease selected from the group consisting
of mild cognitive impairment, Alzheimer's disease, Familial British Dementia, Familial Danish
Dementia, neurodegeneration in Dgwn Syndrome and Huntington’s disease, which
comprises administering fo a subjegt an effective amount of a compound according to any
one of claims 1 to 15, or a pharméceutical composition according to any one of claims 17 to
19.

25. A method of treatpient or prevention of a disease selected from the group consisting
of rheumatoid arthriti§, atherosclerosis, pancreatitis and restenosis, which comprises
administering to a sdbject an effective amount of a compound according to any one of claims
1 1o 15, or a phaphaceutical composition according to any one of claims 17 to 19.

26. A prgcess for preparation of a compound of formula (1) according to any one of claims

ich comprises:

3
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(a) preparing a compound of formula (1) from a compound of formula (Il)

R’ R?
(RE")n A\
¢ | \
Q
N
!
H

(I

wherein R?, n, R' and R? are as defined in claim 1:

(b}  interconversion of compounds of formula (); and/or

(c) deprotecting a compound of formula () which is protected.
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Claims

1. A compound of formula (1):
R3), )i?;
«Jﬁ

(N
or a pharmaceutically acceptable salt, solvate or polymorph thereof, including all tautomers
and stereoisomers thereof wherein:
R’ represents -Cqgalkyl, -aryl, -Cqsalkylaryl, -cycloalkyl, -C;.salkylcycloalkyl, -heteroaryl, -C;.
salkylheteroaryl, -heterocyclyl, -Cigalkylheterocyclyl, -cycloalkyl substituted by phenyl, -
cycloalkyl substituted by phenoxy, -phenyl substituted by cycloalkyt, -phenyl substituted by
phenoxy, -phenyl substituted by phenyl, heterocyclyl substituted by phenyl, heteroaryl
substituted by phenyl, phenyl substituted by heterocyclyl, phenyl substituted by heteroaryl,
phenyl substituted by —O-cycloalkyl or phenyl substituted by —cycloalkyl-heterocyclyi;
and in which any of aforesaid aryl, cycloalkyl, heterocyclyl, heteroaryl, phenyl or
phenoxy groups may optionally be substituted by one or more groups selected from
Cisalkyl, Cogalkenyl, Casalkynyl, Cighaloalkyl, -Csgthioalkyl, -SOC,alkyl, -SO,C,.
salkyl, Cigalkoxy-, -0O-Csgoycloalkyl, Cagcycloalkyl, -S0,Csgcycloalkyl, -SOC,.
scycloalkyl, Csgalkenyloxy-, Cssalkynyloxy-, -C{O)Cisalkyl, -C{O)OC,galkyl, Ci.
salkoxy-C,galkyl-, nitro, halogen, cyano, hydroxyl, -C(O)OH, -NH,, -NHCqalkyl, -
N(C1.salkyl)(Cisalkyl}, -C(O)N(C,4alkyl){Cq.4alkyl), -C(O)NH,, ~C(O)NH(C;.4alkyl) and -
C{O)NH(C5.1gcycloalkyl);
R? represents -Cygalkyl, Cqshaloalkyl, -aryl, -C,salkylaryl, -cycloalkyl, -Cmalkylcycloalkyl -
heteroaryl, -C;.salkylheteroaryl, -heterocyclyl or -C;_salkylheterocyclyl;
and in which any of aforesaid aryl, heteroaryl or heterocyclyl groups may optionally be
substituted by one or more groups selected from Cygalkyl, Csgalkenyl, Cosalkynyl, Cy.
ghaloalkyl, -C,gthioalkyl, -SOC;_salkyl, -SO,C4alkyl, Cigalkoxy-, -O-Cj.gcycloalkyl, Cs.
scycloalkyl, -SO,C3geycloalkyl, -SOCscycloalkyl, Csgalkenyloxy-, Cssalkynyloxy-, -
C(O)Cysalkyl, -C(O)OC,5alkyl, Cqgalkoxy-Cygalkyl-, nitro, halogen, cyano, hydroxyl, -
C(O)OH, -NH;, -NHCjalkyl, -N(Ci.ialkyl}(Cs4alkyl), -C(O)N(C;.salkyl)(Ciaalkyl), -
C(O)NH,, ~-C(O)NH(C,4alkyl) and -C(O)NH(Cs.1qcycloalkyl);
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R® represents Cy.salkyl or Cyghaloalkyl;

n represents 0; and

R® represents Cygalkyl, Cygalkenyl, Cosalkynyl, Cighaloalkyl, -Cqgthioalkyl, -SOC;_4alkyl, -
SOC4alkyl, Cigalkoxy-, -0O-Csgcycloalkyl, Csacycloalkyl, -SO,Csscycloalkyl, -SOCs
scycloalkyl, Cssalkenyloxy-, Cssalkynyloxy-, -C{O)Cy.salkyl, -C(O)OC,salkyl, Cigalkoxy-C.
salkyl-, nitro, halogen, cyano, hydroxyl, -C(O)OH, -NH,, -NHC;.;alkyl, -N(C.salkyl)}(C1salkyl), -
C(O)N(C1.4alkylXCi.qalkyl), -C{O)NH;, -C(O)NH(C,4alkyl} and -C{O)NH(Cs.;ocycloalkyl).

2. A compound according to claim 1, wherein R’ represents -Cgalkyl, -aryl, -cycloalkyl, -
heteroaryl, -heterocyclyl, -cycloalkyl substituted by phenyl, -cycloalkyl substituted by
phenoxy, -phenyl substituted by cycloalkyl, -phenyl substituted by phenoxy, -phenyl
substituted by phenyl, heterocyclyl substituted by phenyl, heteroaryl substituted by phenyl,
phenyl substituted by heterocyclyl, phenyl substituted by heteroaryl, phenyl substituted by —
O-cycloalkyl or phenyl substituted by —cycloalkyl-heterocyclyl.

3. A compound according to claim 2, wherein R represents -Cq.galkyl, -aryl, -cycloalkyl, -
heteroaryl, -phenyl substituted by phenyl, phenyl‘substituted by heterocyclyl or phenyl
substituted by —O-cycloalkyl, wherein said phenyl group is optionally substituted by one or
more halogen groups, wherein said heterocyclyl group is optionally substituted by one or
more Cy5 alkyl groups, and wherein said cycloalkyl group is optionally substituted by one or

more halogen groups.

4, A compound according to claim 3, wherein R' represents phenyl optionally

substituted by one or more halogen groups.

5. A compound according to any of claims 1 to 4, wherein R? represents -Cyealkyl, Ci.

ghaloalkyi, -aryl, -cycloalkyl, -heteroaryl or —heterocyclyl.

B. A compound according to claim 5, wherein R? represents methyl, ethyl, propyl,

isopropyl, trifluoromethyl or phenyl optionally substituted by one or more halogen groups.

7. A compound according to claim 6, wherein R? represents methyl or unsubstituted

phenyl.

8. A compound according to any of claims 1 to 7, wherein R® represents Cy.galkyl;
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or

R® represents C,shaloalkyl.

9. A compound according to any one of examples 1 to 35 or a pharmaceutically

acceptable salt, solvate or polymorph thereof, including all tautomers and sterecisomers:

1-(1H-Benzo[d]imidazol-6-yl)-5-

1 (\D\ N cyclohexyl-3-methoxy-4-methyl-1H-

H pyrrol-2(5H)-one
& o
/
;\:\D\ 1-(1H-Benzo[d]imidazol-6-yl)-5-
2 <N N isopropyl-3-methoxy-4-methyl-1H-
H
o] /o pyrrol-2(5H)-one

1-(1H-Benzo[d]imidazcl-5-yi)-5-

3 (2,6-difluorophenyl}-3-methoxy-4-
methyl-1H-pyrrol-2(5H)-one
0/ 0
Y 1-{(1H-Benzo[d]imidazol-5-yl)-5-
4 : \QNH (2,4,5-trifluorophenyl)-3-methoxy-4-
==/ methyl-1H-pyrrol-2(5H)-one
F
F
F. F
F O 1-(1H-Benzo{d]imidazol-5-yl)-5-
5 H{@\ O (2,3,5-trifluorophenyl)-3-methoxy-4-
N
N / phenyl-1H-pyrrol-2(5H)-one
0 0
/
Br-
. 1-(1H-Benzo[dlimidazol-6-yl)-5-(5-
6 g@w bromo-2-fluorophenyl)-3-methoxy-
N | 4-methyl-1H-pyrrol-2(5H)-one
0 0
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1-(1H-Benzofd]imidazol-6-yl)-5-(2-
chloro-3,6-difluorophenyl)-3-
methoxy-4-methyl-1H-pyrrol-2(5H)-

one

1-{1H-Benzo[d]imidazol-6-yl)-5-
(2,3-diflucrophenyl)-3-methoxy-4-
methyl-1H-pyrrol-2(5H)-one

{R})-1-(1H-Benzo[d]imidazol-6-yl)-5-
(2,3-difluorophenyl)-3-methoxy-4-
methyi-1H-pyrrol-2(5H)-one

10

(S)-1-(1H-Benzo[d]imidazol-6-y1)-5-
(2,3-difluorophenyl)-3-methoxy-4-
methyl-1H-pyrrol-2(5H)-one

11

1-(1H-Benzo[d]imidazol-6-yl)-4-
ethyl-5-(2,3-difluorophenyl)-3-
methoxy-1H-pyrrol-2(5H)-one

12

1-(1H-Benzo[d]imidazol-6-y1)-5-
(2,3-difluorophenyl)-3-methoxy-4-
propyl-1H-pyrrol-2(5H)-one

13

1-(1H-Benzo[d]imidazol-6-yl}-5-
(2,3-difluorophenyl}-4-isopropyl-3-
methoxy-1H-pyrrol-2(5H)-one

14

Tz’ F
o Z; o

1-(1H-Benzo[d]imidazol-6-yl}-4-
(trifluoromethyl)-5-(2,3-
difluorophenyi)-3-methoxy-1H-
pyrrol-2(5H)-one
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15

1-(1H-Benzo[d]imidazol-6-yl)-5-
(2,3-difluorophenyl)-3-methoxy-4-
phenyl-1H-pyrrol-2(5H)-one

16

1-(1H-Benzo[d]imidazol-6-yl)-5-
(2,3-difluorophenyl)-4-{4-
fluorophenyl)-3-methoxy-1H-pyrrol-
2(5H)-one

17

1-(1H-Benzo[d]imidazol-6-yl}-5-
(2,3-dichlorophenyl)-3-methoxy-4-
methyl-1H-pyrrol-2(5H)-one

18

(R)-1-(1H-Benzo[d]imidazol-5-yl)-&-
(2,3-dichlorophenyl)-3-methoxy-4-
methyl-1H-pyrrol-2(5H)-one

19

{S)-1-(1H-Benzo[d]imidazo!-5-yl}-5-
(2,3-dichlorophenyl)-3-methoxy-4-
methyl-1H-pyrrol-2(5H)-one

20

1-(1H-Benzo[d]imidazol-6-yi)-3-
methoxy-4-methyl-5-(4-
morpholinophenyl)-1H-pyrrol-
2(5H)-one
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1-(1H-Benzo[d]imidazol-6-yl)-3-

21 methoxy-4-methyl-5-(biphen-4-yl)-
(’/ﬂ ﬂN 1H-pyrrol-2(5H)-one
N J
H
o ol
/
®
1-(1H-Benzo[d]imidazol-6-yl)-3-
22 methoxy-4-methyi-5-(4-(piperidin-1-
N
/ QN ) yl)phenyl)-1H-pyrrol-2(5H)-one
N
" L) o}
/
L
1-(1H-Benzo[d]imidazol-6-yl)-5-(4-
23 {cyclohexyloxy)phenyl)-3-methoxy-
N
4 \Q\N y 4-methyl-1H-pyrrol-2(5H)-one
N
o 0
/
| 1-(1H-Benzo[d]imidazol-5-yl)-3-
24 Q O methoxy-4-phenyl-5-(quinolin-3-yl}-
\ / 1H-pyrrol-2(5H)-one
¢ /o
1-(1H-Benzo[d]imidazol-6-yl)-5-(4-
25 cyclohexylphenyl)-3-methoxy-4-

Tz \Z%
=
————

methyl-1H-pyrrol-2(5H)-one
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1-(1H-benzo[d]imidazol-6-yl)-5-(4-
(4,4-difluorocyclohexyl}phenyl)-3-

26
N Q methoxy-4-methyl-1H-pyrrol-2(5H)-
,ﬁ N J one
¢ o
Q)
1-(1H-Benzo[d]imidazol-6-yl}-5-(4-
07 (tetrahydro-2H-pyran-4-yl)phenyl)-
FDN 3-methoxy-4-methyl-1H-pyrrol-
N ] 2(5H)-one
¢ b
|
M
1-(1H-Benzo[d]imidazol-6-yl)-3-
58 methoxy-4-methyl-5-(4-(1-
methylpiperidin-4-yl)phenyl)-1H-
EQQN yipip y?p vl)
N / pyrrol-2(5H)-one
¢ o
@
N
1-(1H-Benzo[d]imidazol-6-yl)-3-
29 methoxy-4-methyl-5-(4-(4-
morpholinocyclohexyl)phenyl)-1H-
N - .
’;QN / pyrrol-2{5H)-one
: ¢ o
o’© 1-(1H-Benzo[d]imidazol-6-yl)-3-
methoxy-4-methyl-5-(4-
30 y yl-5-(

phenoxycyclohexyl)-1H-pyrrol-
2(5H)-one
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Q 1-(1H-Benzo[d]imidazol-6-yl)-3-
N methoxy-4-methyl-5-(1-

31
Q phenylpiperidin-4-yl)-1H-pyrrol-
E N

J

~=

| 2(5H)-ane

1-(1H-Benzo[d]imidazol-6-yl)-3-
methoxy-4-methyl-5-(4-

32
Nj :) phenylcyclohexyl)-1H-pyrrol-2(5H)-

one

/

),

R S 1-(1H-Benzo[dlimidazol-5-yl)-3-
33 Oi:i@ ethoxy-5-(2,3-difluorophenyl}-4-
@ methyl-1H-pyrrol-2(5H)-one
N
\3
N
F% 3-(2,2,3,3-Tetrafluoropropoxy)-1-
o %F (1H-benzo[d]Jimidazol-5-yl)-5-(2,3-

07N difluoro-phenyl)-4-methyl-1H-

© pyrrol-2{5H)-one
N

LNH
F3C>
0 F 3-(2,2,2-Trifluoroethoxy)-1-(1H-
25 o : F benzo[d]imidazol-5-yl)-5-(2,3-
difluorophenyl}-4-methyl-1H-pyrrol-
N 2(5H)-one
Y -NH

10. A compound according to claim 1, which is 1-(1H-benzo[d]imidazol-6-yl)-5-(2,3-
difluorophenyl}-3-methoxy-4-methyl-1H-pyrrol-2(5H)-one or a pharmaceutically acceptable

salt, solvate or polymorph thereof.

11. A compound according to claims 1 to 10, for use as a medicament.
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12. A pharmaceutical composition comprising a compound according to any one of
claims 1 to 11, optionally in combination with one or more therapeutically acceptable diluents

or carriers.

13. The pharmaceutical composition of claim 12, which comprises additionally at least
one compound, selected from the group consisting of neuroprotectants, antiparkinsonian
drugs, amyloid protein deposition inhibitors, beta amyloid synthesis inhibitors,

antidepressants, anxiolytic drugs, antipsychotic drugs and anti-multiple sclerosis drugs;
or

which comprises additionally at least one compound, selected from the group consisting of
PEP-inhibitors, LiCl, inhibitors of inhibitors of DP IV or DP IV-like enzymes,
acetylcholinesterase (ACE) inhibitors, PIMT enhancers, inhibitors of beta secretases,
inhibitors of gamma secretases, inhibitors of neutral endopeptidase, inhibitors of
Phosphodiesterase-4 (PDE-4), TNFalpha inhibitors, muscarinic M1 receptor antagonists,
NMDA receptor antagonists, sigma-1 receptor inhibitors, histamine H3 aniagonists,
immunomodulatory agents, immunosuppressive agents or an agent selected from the group
consisting of antegren (natalizumab), Neurelan (fampridine-SR), campath (alemtuzumab), IR
208, NBI 5788/MSP 771 (tiplimotide), paclitaxel, Anergix.MS (AG 284), SH636, Differin (CD
271, adapalene), BAY 361677 (interleukin-4), matrix-metalloproteinase-inhibitors, interferon-
tau (trophoblastin) and SAIK-MS.

14. A compound according to any one of claims 1 to 10, or a pharmaceutical composition
according to any one of claims 13 or 14 for use in the treatment of a disease selected from
the group consisting of Kennedy’s disease, duodenal cancer with or without Helficobacter
pylori infections, colorectal cancer, Zolliger-Ellison syndrome, gastric cancer with or without
Helicobacter pylori infections, pathogenic psychotic conditions, schizophrenia, infertility,
neoplasia, inflammatory host responses, cancer, malign metastasis, melanoma, psoriasis,
impaired humoral and cell-mediated immune responses, leukocyte adhesion and migration
processes in the endothelium, impaired food intake, impaired sleep-wakefulness, impaired
homeostatic regulation of energy metabolism, impaired autonomic function, impaired
hormonal balance or impaired regulation of body fluids, multiple sclerosis, the Guillain-Barré

syndrome and chronic inflammatory demyelinizing polyradiculoneuropathy;

or
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for use in the treatment of a disease selected from the group consisting of mild cognitive
impairment, Alzheimer’s disease, Familial British Dementia, Familial Danish Dementia,

neurodegeneration in Down Syndrome and Huntington’s disease;

or

for use in the treatment of a disease selected from the group consisiting of rheumatoid

arthritis, atherosclerosis, pancreatitis and restenosis.

15. A process for preparation of a compound of formula (1) according to any one of claims
1 to 10, which comprises:

(a) preparing a compound of formula (1) from a compound of formula (II)

«ﬁjp&

(1)

wherein R?, n, R and R? are as defined in claim 1; and/or

(b} deprotecting a compound of formula (1) which is protected.



