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Claims
1. A compound of formula (I):
R3
R? X\
Z
N/
R Y
S 0

or a pharmaceutically acceptable salt, solvate or polymorph thereof/including all tautomers
and stereoisomers thereof wherein:
R’ represents heteroaryl, -carbocyclyl-heteroaryl, -Casalkenylhgferoaryl, -Cqsalkylheteroaryl,
or (CH2).CR°R¥(CH,)phetercaryl wherein a and b indepepdently represent integers 0-5
10  provided thata + b = 0-5 and R® and R® are alkylene whicl/'together with the carbon to which
they are attached form a C;-Cs cycloalkyl group;
in which any of aforesaid heteroaryl groups may optionally be substituted by one or
more groups selected from Cigalkyl, Cygalkenyl, Cssalkynyl, C,ghaloalkyl, -C4.
gthioalkyl, -SQC4alkyl, -S0,C,4alkyl, Cysalkoxy-, -O-Csscycloalkyl, Csscycloalkyl, -
15 S0,Csgcycloalkyl, -SOCs.ecycloalkyl, Chsalkenyloxy-, Cagalkynyloxy-, -C(O)Cq.salkyl, -
C(O)OCsalkyl, Cigalkoxy-Cealkyi-, Alitro, halogen, cyano, hydroxyl, -C(O)OH, -NH,, -
NHCi4alkyl, -N(Ciqalkyl)(Ciaallyl), -C(OIN(Ciaalkyl){(Ciaalkyl), -C(O)NH;, -
C(O)NH(C14alkyl) and -C(O)INH{Cs.1ocycloalkyl);
and in which any of aforesaig/carbocyclyl groups may optionally be substituted by one
20 or more groups selected frem Ciualkyl, oxo, halogen and Cqalkoxy;
R? represents H, Cygalkyl, #ryl, heteroaryl, carbocyclyl, heterocyclyl, -Cisalkylaryl, -C.
salkylheteroaryl, -Cy4adkylcarbocyclyl or -Cq4alkylheterocyclyl;
in which any of afgfesaid aryl and heteroaryl groups may optionally be substituted by
one or more gradps selected from Cy.galkyl, Cogalkenyl, Cogalkynyl, Cighaloalkyl, -Ci.
25 sthioalkyl, -S@Ci4alkyl, -80,C4alkyl, Ciealkoxy-, -O-Cs.gcycloalkyl, Cs.scycloalkyl, -
S0O:Caacycloalkyl, -SOCs.ecycloalkyl, Casalkenyloxy-, Caealkynyloxy-, -C(O)Cy.salkyl, -
C(O)OCssalkyl, Cisalkoxy-Ciealkyl-, Cigalkoxy-Cisalkoxy-, nitro, halogen, haioCi.
haloCi.salkoxy, cyano, hydroxyl, -C(O)OH, -NH;, -NHC4alkyl, -N{C4alkyl}{C.
salkgh), -N(Cq4alkyl}Ciaalkyl)-N(Ciaalkyl{Craalkyl), -Ciaalkyl-N{Ci4alkyl)(Ciaalkyl), -
1aalkoxy-N(C14alkyl)(Ciaalkyl), -N{Cs.scycloalkyll}(Csacycloalkyl), -N(-Cigalkyl-C4.
salkoxy)(-Csalkyl-Cisalkoxy), -C(OIN(Ciualkyl)(Ciaalkyl), -C(O)NH2, -C(O)NH(C,.

salkyl) and -C(O)NH(Cs.ocycloalkyl);

salkyl
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and in which any of aforesaid carbocyclyl and heterocyclyl groups may optionally b

and Cjsalkoxy;

or R? represents phenyl substituted by phenyl, phenyl substituted by a monocyclic héteroary

substituted by heterocyclyl wherein said heterocyclyl is substituted by phenyl, phenyl
substituted by —0-Cijalkyl-heterocyclyl, phenyl substituted by befizyloxy, phenyl
substituted by carbocyclyl, phenyl substituted by carbocyclyl whergin said carbocyclyl
is substituted by heterocyclyl, phenyl substituted by —O-carbocyclyl, heterocycly!
10 substituted by phenyi, carbocyclyl substituted by phenyl, phepyl fused to carbocyclyl,
phenyl fused to heterocyclyl, -Cisalkyl{phenyl substituted by phenyl), -Cysalkyl(phenyl
substituted by a monocyclic heteroaryl group), -Cisatkyl{pheny! substituted by a
monocyclic heterocyclyl group), -Cisalkyl(phenyl sybstituted by an —O-carbocyclyl
group), -Csaalkyl(phenyl substituted by benzyloxy), -Cisalkyl{optionaliy substituted
15 phenyl fused to optionally substituted carbocyghyl or -Caalkyl{optionally substituted
phenyl fused to optionally substituted heterocygiyl);
in which any of aforesaid phenyl, benzyloxy and heteroaryl groups may optionally be
substituted by one or more groups selectefl from Cq4alkyl, halogen and Ci4alkoxy,
and in which any of aforesaid carbocyClyl and heterocyclyl groups may optionally be
20 substituted by one or more groups selected from methyl, phenyl, oxo, halogen,
hydroxyl and Ci4alkoxy;
R® represents H, -Cyalkyl or aryl;
in which aforesaid aryl may 6ptionally be substituted by one or more groups selected
from Cyealkyl, Cosalkenyl, Cisalkynyl, Cighaloalkyl, -Cisthicalkyl, -SOCj4alkyl, -
25 S0,Ciaalkyl, Crsalkoxy-, -O-Casgcycloalkyl, Csscycloalkyl, -S0O,Csgcycloalkyl, ~-SOC,.
scycloalkyl, Csealkenyloxy-, Casalkynyloxy-, -C(O)Csalkyl, -C(O)OC4salkyl, Cisalkoxy-
Cigalkyl-, nitro, halogen, cyano, hydroxyl, -C{O)OH, -NH,, -NHC;iialkyl, -N(C,.
salkyl)(Ciqalkyly, -C{O)N(Ciqalkyl)(Ciqalkyl), -C(O)NH,, -C(O)NH(Ci4alkyl) and, -
C(O)NH(Cs.1gCycloalkytl);
30 or R? and R® arg joined to form a carbocyclyl ring which is optionally substituted by one or
more Cyzalkyl groups;
or R? and R are joined to form a carbocyclyl ring which is fused to phenyl, wherein aforesaid
caroocyclyl and/or phenyl may opiionally be substituted by one or more groups
elected from Cq4alkyl, halogen and Cq4alkoxy;
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or R? and R® are joined to form a carbocyclyl ring which is fused to monocyclic heteroa
wherein aforesaid carbocyclyl and/or heteroaryl may optionally be substituted by ong or
more groups selected from Cq4alkyl, halogen and Cq4alkoxy;

X represents C=0, O, S, CR'R?, -O-CHy- or —CH,-CHj-;

Y represents CHR®, C=0 or C=S;

Z represents —N-R*, O or CHR', such that when X represents O or S, Z nfust represent
CHR',

or X and Z represent two adjacent carbon atoms of a phenyl ring which is fused in that
position and which is optionally substituted by one or more halogén or C4.,alkyl groups;

R* represents H, -Cigalkyl, -C(O)C1salkyl or ~NHy;

R” and R® independently represent H, -Cy.4 alkyl or aryl;
in which said aforesaid aryl may be optionally substitutgd by Cqsalkyl, C,ealkenyl, C,.
salkynyl, Csshaloalkyl, -Cqgthicalkyl, -SOC;s4alkyl, -560,C4alkyl, Ciealkoxy-, -O-Cs.
scycloalkyl, Csgcycloalkyl, -SO,Ca.scycloalkyl, -SQCs.scycloalkyl, Cagalkenyloxy-, Cs.
galkynyloxy-, -C(O)Cyisalkyl, -C(O)OCisalkyl, Aisalkoxy-Cisalkyl-, nitro, halogen,
cyano, hydroxyl, -C(O)OH, -NH,, -NHCisalkyl, -N(Ciqalkyl)(Ciaalkyl), -C(O)N(C,.
salkyl)(Ciaalkyl), -C(O)NHz, -C(O)NH(C,4alkyl) and, -C{O)NH({Cs.1ocycloalkyl);

R? and R" independently represent H or methyf;

provided that the moiety —Y-Z-X- represents/a moiety other than —C(=0)-N(-R"-C(=0)- or

-C(=S)-N(-R*}-C(=0)-.

2. A compound according to cldim 1, wherein R represents unsubstituted heteroaryl or
heteroaryi optionally substituted by one or more Cy5 alkyl (e.g. methyl), halogen (e.g.
fluorine) or C1.¢ haloalkyl {e.g. fifluoromethyl) groups.

3. A compound acegrding to claim 2, wherein R* represents a phenyl ring fused to a 5-
membered heteroarylfing wherein R' is linked to the core of formula (I} through the phenyl

ring.

4. A comglound according to claim 2 or claim 3 wherein R’ represents
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wherein B represents a bond, -CH;-, -CHz-CH,-, -CH(Me)-, -CH{Me)-CH.- or -CH.-CH{Me)-
and
R™ and R" independently represent H or Cy..alkyl.

5. A compound according to claim 4 wherein R’ represents
N N N
< \ N. ~
N
H or
6. A compound according to claim 5 wherein R’ represepts

N

{
N
7. A compound according to any ofle of claims 1 to 6 wherein R? represents aryl,
heteroaryl, phenyl substituted by pheny}/ phenyi fused to heterocyclyl or R? and R? are joined
to form a carbocyclyl ring which is fuséd to phenyl;
the aforesaid aryl, heteroaryl, phenyl, heterocyclyl and carbocyclyl optionally being

substituted.

8. A compound accofding to claim 7 wherein R® represents aryl, heteroaryl, phenyl
substituted by phenyl of phenyl fused to heterocyclyl; the aforesaid aryl, heteroaryl, phenyl

and heterocyclyl optighally being substituted.
9. A compodnd according to claim 8 wherein R? represents optionally substituted aryl.

10. A c¢dmpound according to claim 9 wherein R? represents phenyl optionally substituted
by one gf more groups selected from Cq.g alkyl, Cq.s alkoxy, hydroxyl, haloCq¢ alkyl, haloCi.
alkoxy, halogen, Ciealkoxy-Cisalkyl-, Cigalkoxy-Cisalkoxy-, -N(Cisalkyl)(Ciaalkyl)}-N(Cy.

NCraalkyl), -N(Cyalkyl)(Craalkyl), -N(Cascycloalkyll)(Cascycloalkyl), -Cisalkyl-N(C.
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salkyl)(Craalkyl), -Cisalkoxy-N(Cq4alkyl)(Cisalkyl), -N{-Ci.ealkyl-Cisalkoxy)-Ciealkyl-C
galkoxy).

11. A compound according to claim 10 wherein R? represents phenyl gptionaily
substituted by one or more groups selected from methyl, methoxy, ethoxy, propgXy, butoxy,
pentoxy, isopropyloxy, hydroxyl, trifluoromethyl, tetrafluoroethyloxy, chloring, fluorine, —
(CH);-OMe,—O-(CH)-OMe, —N(Me)-(CH:),-N(Me),, —N({ethylXethyl)), —
N(cyclopropyl)(cyclopropyl)), —(CHz)s-N(methyl)(methyl), —O(CH)-N(ntethyl)}methyl)), —

N((CH,)20Me)(CH2),OMe)).

12. A compound according to claim 11 wherein R? repfesents phenyl optionally
substituted by one or more Cy alkoxy groups.

13. A compound according to claim 12 wherein represents phenyl optionaily

substituted by one or more groups selected from methgky, ethoxy, propoxy, butoxy, pentoxy
or isopropyloxy.

14. A compound according to claim 13/wherein R? represents phenyl optionally
substituted by a propoxy group.

15. A compound according to any opé of claims 1 to 14 wherein R® represents H.
16. A compound according to @ny one of claims 1 to 15 wherein R* represents H.

17. A compound accordifg to any one of claims 1 to 16 wherein X represents CR'R?, Y

represents C=0 and Z repfesents —-N-R*.

18. A compound gccording to claim 16 wherein X represents CH,, Y represents C=0 and

Z represents —-N

19. A copipound according to any one of claims 1 to 16 wherein X represents C=0, Y
representg’ CHR® and Z represents —N-R*.

20. A compound according to any one of claims 1 to 16 wherein X represents CR'R®, Y

represents C=0 and Z represents O.
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21. A compound according to any one of claims 1 to 16 wherein X represents CR'R®
represents CHR® and Z represents CHR'®.

22. A compound according to any one of claims 1 to 16 wherein X repregents S, Y
represents C=0 and Z represents CHR'™.
23. A compound according to any one of claims 1 to 16 wherein X represents S, Y

represents C=S and Z represents CHR'.

24. A compound according to any one of claims 1 to 16 whergin X represents CR'R®, Y
represents C=0 and Z represents CHR'.

25. A compound according to any one of claims 1 to 16 wherein X and Z represent two
adjacent carbon atoms of a phenyl ring which is fused in/that position and is optionally
substituted by one or more halogen or C,.;alkyl groupé, such as 2,5-dichlorophenyl or 3,4

dichlorophenyl, and Y represents C=0.

26. A compound according to any one of glaims 1 fo 16 wherein X represents —O-CH_-, Y
represents CO and Z represents CHR'.

27. A compound according to any/0ne of claims 1 to 16 wherein X represents —CHx-CHj-,
Y represents CO and Z represents

28. A compound accordipg to any one of examples 1 to 235 or a pharmaceutically
acceptable salt, solvate or golymorph thereof, including all tautomers and stereocisomers.

29. A compound According to any one of examples 12 to 14 or a pharmaceuticaily
acceptable salt, soifate or polymorph thereof, including all tautomers and sterecisomers.

30. ound according to claims 1 to 29 for use as a medicament.

31.
claimg’1 to 29 optionally in combination with one or more therapeutically acceptable diluents

pharmaceutical composition comprising a compound according to any one of

or garriers.
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32.  The pharmaceutical composition of claim 31, which comprises additionally at legst
one compound, selected from the group consisting of neuroprotectants, antiparkinsgnian
drugs, amyloid protein deposition inhibitors, beta amyloid synthesis inHibitors,
antidepressanis, anxiolytic drugs, antipsychotic drugs and anti-multiple sclerosis dry4gs.

33.  The pharmaceutical composition of claim 31 or 32, which comprises/additionally at
iCl, inhibitors of
inhibitors of DP IV or DP IV-like enzymes, acetylcholinesterase (ACE) inhibitors, PIMT

least one compound, selected from the group consisting of PEP-inhibitors,

enhancers, inhibitors of beta secretases, inhibitors of gamma secretasgs, 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 antagonists, immunomodulatory agents, immunosuppressivég agents or an agent selected
from the group consisting of antegren (natalizumab), Neupelan (fampridine-SR), campath
(alemtuzumab), IR 208, NBI 5788/MSP 771 (tiplimotide),/paclitaxel, Anergix.MS (AG 284),
SH6E36, Differin (CD 271, adapalene), BAY 361677 (int

inhibitors, interferon-tau (trophoblastin) and SAIK-MS

rleukin-4), matrix-metalloproteinase-

34. A compound according to any one of clajfms 1 to 29 or a pharmaceutical composition
according to any one of claims 31 to 33 for uge in the treatment of a disease selected from
the group consisting of Kennedy's diseasg, duodenal cancer with or without Helicobacter
pylori infections, colorectal cancer, Zolligér-Ellison syndrome, gastric cancer with or without
Helicobacter pylori infections, pathogénic psychotic conditions, schizophrenia, infertility,
neoplasia, inflammatory host respoyises, cancer, malign metastasis, melanoma, psoriasis,
impaired humoral and cell-mediaféd immune responses, leukocyte adhesion and migration
processes in the endothelium, Ampaired food intake, impaired sleep-wakefulness, impaired
homeostatic regulation of gnergy metabolism, impaired autonomic function, impaired
hormonal balance or impajfed regulation of body fluids, multiple sclerosis, the Guillain-Barré
syndrome and chronic inflammatory demyelinizing polyradiculoneuropathy.

35. A compoungaccording to any one of claims 1 to 29 or a pharmaceutical composition
according to any/one of claims 31 to 33 for use in the treatment of a disease selected from
the group comsisting of mild cognitive impairment, Alzheimer’s disease, Familial British
Dementia, fFamilial Danish Dementia, neurodegeneration in Down Syndrome and

's disease.
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36. A compound according to any one of claims 1 to 29 or a pharmaceutical compositién
according to any one of claims 31 to 33 for use in the treatment of a disease selectedArom
the group consisiting of rheumatoid arthritis, atherosclerosis, pancreatitis and restenogis.

37. A method of treatment or prevention of a disease selected from the groyp consisting
of Kennedy’s disease, ulcer disease, duodenal cancer with or without Heli¢obacter pylori
infections, colorectal cancer, Zolliger-Ellison syndrome, gastric cancer with or without
Helicobacter pylori infections, pathogenic psychotic conditions, schizéphrenia, infertility,
neoplasia, inflammatory host responses, cancer, malign metastasis,/melanoma, psoriasis,
impaired humoral and cell-mediated immune responses, leukocytg adhesion and migration
processes in the endothelium, impaired food intake, impaired steep-wakefulness, impaired
homeostatic regulation of energy metabolism, impaired gutonomic function, impaired
hormonal balance or impaired regulation of body fluids, multiple sclerosis, the Guillain-Barré
syndrome and chronic inflammatory demyelinizing polyradiculoneuropathy, which comprises
administering to a subject an effective amount of a compound according to any one of claims

1 to 29 or a pharmaceutical composition according to’any one of claims 31 to 33.

38. A method of treatment or prevention of 4 disease selected from the group consisting
of mild cognitive impairment, Alzheimer's diséase, Familial British Dementia, Familial Danish
Dementia, neurodegeneration in Dowp Syndrome and Huntington’s disease, which
comprises administering to a subject effective amount of a compound according fo any
one of claims 1 to 29 or a pharmacepgtical composition according to any one of claims 31 to
33.

39. A method of treatmen¥or prevention of a disease selected from the group consisting
of rheumatoid arthritis, atherosclerosis, pancreatitis and restenosis, which comprises
administering to a subje¢t an effective amount of a compound according to any one of claims
1 to 29 or a pharmacegtical composition according to any one of claims 31 to 33.

40. A process/or preparation of a compound of formula (1) according to any one of claims
1 to 29, which domprises:

(a) prgparing a compound of formuia (I) from a compound of formula (Il):
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R3
R2 X\
N /Z
H/ \Y

(1)

wherein R?, R?, X, Y and Z are as defined in claim 1;

5 (b) preparing a compound of formula (I} wherein R® represents
CO, Z represents —N-R* and X represents CR'R® and R®

hydrogenation of a compound of formula (lll):

drogen, Y represents
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(d) preparing a compound of formula (1) wherein R® represents hydrogen, Y represent

CO, Z represents —N-R* and X represents CH, from a compound of formula (V):

4
’ H\N /R
R1/N
R2
(V)

5 wherein R', R? and R* are as defined in claim 1;

(e) preparing a compound of formula (1) wherein R? represénts hydrogen, Y represents
CHy, Z represents —-N-R* and X represents CO from a compodnd of formula (VI):

10

wherein R', R? and R* are as defined in daim 1:

N preparing a compound of fgrfmula (1) wherein R represents 1H-benzo[d]imidazol-5-yl,
R® represents hydrogen, Y repregsents CO, Z represents —NH and X represents CH; from a
15  compound of formula (VII):

0 pt
y /
N
N
R2
NH-»
(Vi
20 preparing a compound of formula (1) wherein R® represents hydrogen, Y represents CO

nd X and Z are joined to form a carbocyclic ring or else X and Z represent two adjacent
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carbon atoms of a phenyl ring which is fused in that position and is optionally substituted by,
one or more halogen or Cq.;alkyl groups, from a compound of formula (VII):

)\T

(VI
wherein R', R?, X and Z are as defined in claim 1:

(h) preparing a compound of formula (1) wherein X/represents S, for example a
compound of formula (1) wherein R® represents hydroger, Y represents CO, Z represents —
CH; and X represents S from a corresponding compoupd in which X represents C;

(i) preparing a compound of formula (IY wherein R*! represents ~NH, from a
corresponding compound of formula (1) wheréin R* represents H by treatment with nitrite

followed by reduction;

(j) preparing a compound of formulafl) wherein R* represents —Cqalkyl or —C(O)C1.salkyl
from a corresponding compound offormula (1) wherein R* represents H by treatment with an
alkylating or alkanoylating agent;

(k) interconversion of gémpounds of formula (1); or

()

deprotecting g7compound of formula (I} which is protected.
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CLAIMS

1. A compound of formula (l):
R3
R? x\
Z
R "~y
(N
or a pharmaceutically acceptable salt, solvate or polymorph thereof, including all
tautomers and stereoisomers thereof, wherein:

(a) R" represents heteroaryl, -carbocyclyl-heteroaryl, -Ca.salkenylheteroaryl, -C.
salkylheteroaryl, or (CH,).CR’R®%(CH,), heteroaryl wherein a and b independently
represent integers 0-5 provided that a + b = 0-5 and R® and R® are alkylene which
together with the carbon to which they are attached form a C3-Cs cycloalkyl group;

in which any of aforesaid heteroaryl groups may optionally be substituted
by one or more groups selected from C1.galkyl, Cogalkenyl, Casalkynyl, C4.
ghaloalkyl, -C4_gthioalkyl, -SOC4.4atkyl, -S0O,C4_salkyl, Cqsalkoxy-, -O-Cs.
gcycloalkyl, Cageycloalkyl, -S0O-Cs.geycloalkyl, -SOCs gcycloalkyl, Cagalkenyloxy-,

Cs.salkynyloxy-, -C(O)C.galkyl, -C(O)OC,.galkyl, Ci.salkoxy-C4galkyl-, nitro,

halogen, cyano, hydroxyl, -C(O)OH, -NH;, -NHC.salkyl, -N(C1.salkyl)}{ C1.salkyl}, -

C(O)N(C1-qalkyl){C1-aalkyl), -C(O)NHz, -C(OINH(C1-salkyi} and -C(O)NH(Cs.

jocycloalkyl); and

in which any of aforesaid carbocyclyl groups may optionally be substituted
by one or more groups selected from C4_4alkyl, oxo, halogen and Ci4alkoxy;

(b) R? and R are independently selected as follows,

(i) R? represents
(1) H, Cisalkyl, aryl, heteroaryl, carbocyclyl, heterocyclyl, -C;.
salkylaryl, -Cq.4alkylheteroaryl, -Cj.4alkylcarbocyclyl or -Cq_salkylheterocyclyl;
in which any of aforesaid aryl and heteroaryl groups may

optionally be substituted by one or more groups selected from Cqsalkyl, Cs.
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salkenyl, C,galkynyl, Cishaloalkyl, -Cqgthioalkyl, -SOC1.4alkyl, -S0,C4.4alkyl, Ci.
galkaxy-, -O-Cs.scycloalkyl, Cs.scycloalkyl, -SO,Cs.scycloalkyl, -SOCs.gcycloalkyl,
Cs.salkenyloxy-, Cs.galkynyloxy-, ~C(O)Cqsalkyl, -C(O)OC.galkyl, Ci.galkoxy-Ci.
galkyl-, Cq_salkoxy-C4.galkoxy-, nitro, halogen, haloCqsalkyl, haloC4alkoxy,
cyano, hydroxyl, -C{(O)OH, -NH_, -NHC_salkyl, -N(C.salkyl)}(C1.salkyl), -N(C+.
4alkyl)(Cq_qalkyl)-N(Cq.4alkyl)(C1-qalkyl), -Cq4alkyl-N(C1_salkyl)(C4-salkyl), -Ci.
salkoxy-N(C4alkyl){(Cy_salkyl), -N(Cs-gcycloalkyl){Csgcycloalkyl), -N(-C1salkyl-C4.
salkoxy)(-Csalkyl-C4.galkoxy), -C{OIN(C4alkyl)(C4_salkyl), -C(O)NH,, -
C(O)NH(C1_4alkyl) and -C(O)NH(Cs.qocycloalkyl); and
in which any of aforesaid carbocyclyl and heterocyclyl
groups may optionally be substituted by one or more groups selected from C4.
salkyl, oxo, halogen, -C(O)C4.galkyl and C4_salkoxy; or
(2) phenyl substituted by phenyl, phenyi substituted by a
monocyclic heteroaryl group, phenyl substituted by phenoxy, phenyl substituted by
heterocyclyl, phenyl substituted by heterocyclyl wherein said heterocyclyl is substituted
by phenyl, phenyl substituted by —O-C_4alkyl-heterocyclyl, phenyl substituted by
benzyloxy, phenyl substituted by carbocyclyl, phenyl substituted by carbocyclyi wherein
said carbocyclyl is substituted by heterocyclyl, phenyl substituted by —O-carbocyclyl,
heterocyclyl substituted by phenyi, carbocyclyl substituted by phenyl, phenyl fused to
carbocyclyl, phenyl fused to heterocyclyl, -C1salkyl{phenyl substituted by phenyl), -C.
salkyl(phenyl substituted by a monocyclic heteroaryl group), -Cq.salkyi(phenyl
substituted by a monocyclic heterocyclyl group), -C1.4alkyl{phenyl substituted by an —O-
carbocyclyl group), -C4.salkyl(phenyt substituted by benzyloxy), -C4.salkyl(optionally
substituted phenyl fused to optionally substituted carbocyclyl or -C.4alkyl(optionally
substituted phenyl fused to optionally substituted heterocyclyl);
in which any of aforesaid phenyl, benzyloxy and heteroaryi
groups may optionally be substituted by one or more groups selected from C.
salkyl, halogen and Cq.4alkoxy, and
in which any of aforesaid carbocyclyl and heterocyclyl
groups may optionally be substituted by one or more groups selected from

methyl, phenyl, oxo, halogen, hydroxyl and Cq.4alkoxy; and
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(i)) R® represents H, -Cy.4alkyl or ary;
in which aforesaid aryl may optionally be substituted by one or

more groups selected from Cygalkyl, Cogalkenyl, Cogalkynyl, Cighaloalkyl, -C.
sthioalkyl, -SOC+_salkyl, -SO,C1_4alkyl, Cy.galkoxy-, -O-Cs.gcycloalkyl, Czgcycloalkyl, -
SO,Cagcycloalkyl, -SOCs scycloalkyl, Cs.galkenyloxy-, Csgalkynyloxy-, -C(O)C4salkyl, -
C(O)OCgalkyl, Cq.salkoxy-Cy.galkyl-, nitro, halogen, cyano, hydroxyl, ~-C{O)YOH, -NH,, -
NHC_salkyl, -N(C14alkyl)(C1.salkyl}, -C(OIN(C1_salkyl)Cqalkyl), -C(O)NH>, -C{O)NH(C4.
salkyl) and, -C(O)NH(Cj3.1gcycloalkyl); or

(c) R? and R® are jointly selected as follows,

(1) R? and R® are joined to form a carbocyclyl ring which is optionally
substituted by one or more Calkyl groups;

(2) R? and R? are joined to form a carbocyclyl ring which is fused to
phenyl, wherein aforesaid carbocyclyl and/or phenyl may optionally be substituted by
one or more groups selected from Cq.salkyl, halogen and Cq_salkoxy; or

(3)R? and R® are joined to form a carbocyclyl ring which is fused to
monocyclic heteroaryl, wherein aforesaid carbocyclyl and/or heteroaryl may optionally
be substituted by one or more groups selected from Cq4alkyl, halogen and Cy_salkoxy;

(d) X and Z are independently selected as follows,

(i) X represents C=0, O, CR’R?, -O-CH,- or —CH,-CH,-; and

(if) Z represents —N-R*, O or CHR'?, such that when X represents O, Z
must represent CHR'®; or

(e) X and Z are jointly selected to represent two adjacent carbon atoms of a
phenyl ring which is fused in that position and which is optionally substituted by one or
more halogen or C4alkyl groups; and

(f) Y represents CHR®, C=0 or C=S;

wherein,

R* represents H, -Cq.galkyl, -C(O)C1.salkyl or —NH,;

R” and R® independently represent H, -C1.4 alkyl or aryl;

in which said aforesaid aryl may be optionally substituted by C4.
salkyl, Cogalkenyl, Cogalkynyl, Cqghaloalkyl, -Cqsthioalkyl, -SOC4.salkyl, -SO,C;.
salkyl, Cqgalkoxy-, -O-Cs.gcycloalkyl, Cs.scycloalkyl, -SO,C3 gcycloalkyl, -SOCs.
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scycloalkyl, Csgalkenyloxy-, Cs.galkynyloxy-, -C(O)Ci.galkyl, -C{(O)OC4.salkyl, Ci.
salkoxy-Cqealkyl-, nitro, halogen, cyano, hydroxyl, -C(O)OH, -NH,, -NHC_salkyl, -
N(C1.4alkyl}Cy.qalkyl), -C(OIN(C1-aalkyl)(Cr.q4alkyl), -C(O)NH2, -C(O)NH(C1.salkyl)
and, -C(O)NH{Cs;.1ocycloalkyl); and
R® and R" independently represent H or methyl;
provided that the moiety —Y-Z-X- represents a moiety other than —C(=0)-
N(-R*-C(=0)- or -C(=S)-N{-R"-C(=0)-.

2. A compound according to claim 1, wherein R" represents unsubstituted
heteroaryl or heteroaryl optionally substituted by one or more Cy.g alkyl, halogen or C1.5

haloalkyl groups.

3. A compound according to claim 2, wherein R? represents a phenyl ring
fused to a 5-membered heteroaryl ring wherein R' is linked to the core of formula (1)

through the phenyl ring.

4. A compound according to claim 2 wherein R' represents

N N B}\
R14’—‘</ l
—
N -~
k \
R15
wherein:

B represents a bond, -CH,-, -CH,-CH,-, -CH(Me)-, -CH{Me)-CHa- or -CHa-
CH(Me)- and
R and R'® independently represent H or Cyalkyl.

5. A compound according to claim 4 wherein R' represents


ip-temp
Rectangle

ip-temp
Rectangle

ip-temp
Rectangle
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N N\
Y O

6. A compound according to claim 5 wherein R’ represents
<N
N
H
7. A compound according to claim 1, wherein R? represents aryl, heteroaryl,

phenyl substituted by phenyl, phenyl fused to heterocyclyl or R? and R® are joined to
form a carbocyclyl ring which is fused to phenyl; the aforesaid aryl, heteroaryl, phenyl,

heterocyclyl and carbocyclyl optionally being substituted.

8. A compound according to claim 7 wherein R? represents aryl, heteroaryl,
phenyl substituted by phenyl or phenyl fused to heterocyclyi; the aforesaid aryi,
heteroaryl, phenyl and heterocyclyl optionally being substituted.

9. A compound according to claim 8 wherein R? represents optionally

substituted aryl.

10. A compound according to claim 9 wherein R? represents phenyl
substituted by one or more groups selected from C4. alkyl, Cy.5 alkoxy, hydroxyl,
haloC4.6 alkyl, haloC4s alkoxy, halogen, Ci.salkoxy-Cq.salkyl-, Cq.salkoxy-Ci.galkoxy-, -
N(C14alkyl)(C1.qalkyl)-N(C+_salkyl}{ Cqqalkyl), -N(C_qsalky)(Cyqalkyl), -N(Cs.
gcycloalkyll}(Cs gcycloalkyl), -Cq.4alkyl-N(C14alkyl)(C1.4alkyl), -C1-salkoxy-N(C.zalkyl)}(C,.
salkyl), -N(-C4_salkyl-C4.alkoxy)(-C4.alkyl-C4.galkoxy).
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11. A compound according to claim 10 wherein R? represents phenyl
substituted by one or more groups selected from methyl, methoxy, ethoxy, propoxy,
butoxy, pentoxy, isopropyloxy, hydroxyl, trifluoromethyl, tetraflucroethyloxy, chlorine,
fluorine, —(CH;)3-OMe,—0-(CH2):-OMe, —N(Me)-(CH.).-N(Me),, —N(ethyl)(ethyl)), —
N(cyclopropyl)cyclopropyl)), =(CHz)s-N(methyl)}(methyl), —=O(CHz)2-N{methyl}(methyl)),
—N((CH2).OMe)(CH2),OMe)).

12. A compound according to claim 11 wherein R? represents phenyl

substituted by one or more C4.5 alkoxy groups.

13. A compound according to claim 12 wherein R? represents phenyl
substituted by one or more groups selected from methoxy, ethoxy, propoxy, butoxy,

pentoxy or isopropyloxy.

14. A compound according to claim 13 wherein R? represéents phenyl

substituted by a propoxy group.
15. A compound according to claim 1, wherein R® represents H.
16. A compound according to claim 1, wherein R* represents H.

17. A compound according to claim 1, wherein X represents CR'R®, Y

represents C=0 and Z represents —N-R*,

18. A compound according to claim 16, wherein X represents CHj,, Y

represents C=0 and Z represents —NH.

19. A compound according to claim 1, wherein X represents C=0, Y

represents CHR® and Z represents —N-R*.
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20. A compound according to claim 1, wherein X represents CR’R®, Y

represents C=0 and Z represents O.

21. A compound according to claim 1, wherein X represents CR'R®, Y
represents CHR® and Z represents CHR'.

22. A compound according to claim 1, wherein X represents CR'R?, Y
represents C=0 and Z represents CHR'®.

23. A compound according to claim 1, wherein X and Z represent two
adjacent carbon atoms of a phenyl ring which is fused in that position and is optionally

substituted by one or more halogen or C4.zalkyl groups and Y represents C=0.

24, A compound according to claim 1, wherein X represents —O-CH,-, Y

represents CO and Z represents CHR'®.

25. A compound according to claim 1, wherein X represents —CH,-CHj-, Y
represents CO and Z represents O.

26. A compound according to any one of examples 1 to 109, 120 to 235:

Example Chemical Name Structure
1 5-tert-butyl-1-(1H-benzo[d]imidazol-5- >§N/\NH
yliimidazolidin-2-one (ND/ A
ﬂ o]
5 1-{(1H-benzo[d]imidazol-5-yl}-5- [
cyclohexylimidazolidin-2-one N:@ ‘\(
4 ¢}
<ﬁ
3 1-(1H-benzo[d]imidazol-5-y|)-5-phenylimidazolidin- Q/\NH
2-one N NW\/
1T
N (o]
H
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1-(1H-benzo[d]imidazol-5-yl)-5-m-tolylimidazolidin-

4 N
2-one N
o
N
H
—0
5 1-(1H-benzo[d]imidazol-5-yl)-5-(4- Q\ANH
methoxyphenyl)imidazolidin-2-one N @N\\(
4 0
<N
H
te)
6 1-(1H-benzo[d]imidazol-5-yl}-5-(4- w A
methoxyphenyl)imidazolidin-2-one QND’ \g
N
H
enantiomer 1
o
1-(1H-benzo[d]imidazol-5-y1)-5-(4- QFNH
7 . ) ~
methoxyphenyl)imidazolidin-2-one »
G
enantiomer 2
— 0O
8 (4R,58)-1-(1 H-benzo[d]in?idgzol-fi.-yl)—5—(4- \QK(NH
methoxyphenyl)-4-methylimidazolidin-2-one " D/N\\(
/ (]
<N
H
\O/QA
9 1-(1H-benzo[d]imidazol-5-yl}-5-(3-methoxyphenyl) NH
imidazolidin-2-one N “\\{
o
N
H
s
10 1-(1H-benzo[d]imidazol-5-yl)-5-(2-methoxyphenyl) NH

imidazolidin-2-one
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1-(1H-benzo[dlimidazol-5-yl)-5-(4-

1 ethoxyphenyl)imidazolidin-2-one N D/N\\(
i/
<H °
RN
12 1-(1H-benzo[d]imidazol-5-yl)-5-(4-propoxyphenyl) q
imidazolidin-2-one N N
SO
ﬂ o}
/\/O
(R)-1-(1H-benzo[d]imidazol-5-yl)-5-(4- \©
13 | propoxyphenyh) TN
imidazolidin-2-one A "~
O
(8)-1-(1H-benzo[d]imidazol-5-yl})-5-(4- \©\(\NH
14 propoxyphenyl) N~
imidazolidin-2-one ”j R
/ﬁ
SN0
1-(1H-benzo[d]imidazol-5-yi)-5-(4-butoxyphenyi) Q{\
15 imidazolidin-2-one “\{NH
SOA
N
/\/\,D
1-(1H-benzo[d]imidazol-5-yl)-5-(4- Q/\
16 (pentyloxy)phenyl) -
imidazolidin-2-one ST Y
O
b
1-( 1H-benzo[djimidazol-5-yl)-5-(4-
17 isopropoxyphenyl) i
imidazolidin-2-cne N ”\(
d
<EI j °
\D
O
1-(1H-benzo[d]imidazol-5-yl)-5-(4- <O
18 methoxybenzo[d][1,3]

dioxol-6-yl)imidazolidin-2-one
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1-(1H-benzo[d]limidazol-5-yI}-5-(2,3-

19 dihydrobenzo[b][1,4]
dioxin-6-yl)imidazolidin-2-one (N:@’Nj(
N 0
R 0.
F\2<F\©Y\
20 5-(4-(1,1,2,2-tetraflucroethoxy)phenyl}-1-(1H- F NH
benzo[d]imidazol-5-yl)imidazolidin-2-one N \/@/”‘\(0
/
A
F><o
1-(1H-benzo[dlimidazol-5-yl)-5-(2,2- F OQ/\
21 difluorobenzo[d][1,3] NH
dioxol-5-yl)imidazolidin-2-one </N:©’N\\(
” (o]
e s]
1-(1H-benzo[d]imidazol-5-yi)-5-(3-fluoro-4- F
22 methoxyphenyl) A
imidazolidin-2-one N \\<
<f 0
H
/O F
1-(1H-benzo[d]imidazol-5-y1}-5-(2,6-difluoro-4- q/\
23 methoxyphenyl) Fp_AH
imidazolidin-2-one </N©/ ~
0
N
H
| S Q.
24 5-(4-(2-morpholinoethoxy)phenyl)-1-(1H- T
benzofd]imidazol-6-yl)imidazolidin-2-one Q’ Wﬁ
N\\.—NH
5-(4-(3-morpholinopropoxy)phenyl)-1-(1H- o O\F
25 - L - o
benzo[d]imidazol-5-yl}imidazolidin-2-one . t@/‘ﬁo
S\/\N
26 5-(2-(2-morpholinoethoxy)phenyl)-1-(1H- " Q

benzo[d]imidazol-5-yl}imidazolidin-2-one
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1-(1H-benzo[d]imidazol-5-yl}-5-(4-

21 fluorophenyl)imidazolidin-2-one N N\\<
O
N
H
F
g | 1-(1H-benzo[dlimidazol-5-y1)-5-(2- Cg/\m
fluorophenyl)imidazolidin-2-one N@/N\\(
4 o}
<N
H
F N
O/‘(Nxo
29 1-(1H-benzo[d]imidazol-5-yI)-5-(3-
fluorophenyl)imidazolidin-2-one
Ny
F
30 1-(1H-benzo[d]imidazol-5-yl)-5-(2,6-difluorophenyl) ! NH
imidazolidin-2-one N "~
SON
A
=
31 1-(1H-benzo[d]imidazol-5-y1)-5-(3,4-difluorophenyl) FD\’\NH
imidazolidin-2-one N N~
SO
F
F~r—F
1-(1H-benzo[d]imidazol-5-yl)-5-(2-flucro-5-
32 (trifluoromethyi)phenyl)
imidazolidin-2-one £ NW(N“
N
SO
A
F
F F
1-(1H-benzo[d]imidazol-5-y!)-5-(3-fluoro-5-
33 (trifluoromethyl)phenyl} F

imidazolidin-2-one
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1-(1H-benzo[d]imidazol-5-yl)-5-(2-fluoro-4-

-n
-

,1
Q)(

=

ol

34 (trifluoromethyl)phenyl)
imidazolidin-2-one N N
IO
N e}
H
FF
F
1-(1H-benzo[d]imidazol-5-yl}-5-(3-fluoro-4- E
35 (trifluoromethyl)phenyl) NH
imidazolidin-2-cne N N
sSh
N
H
cl
36 1-(1H-benzo[d]imidazol-5-yl}-5-(2- @f\m
chlorophenyl)imidazolidin-2-one ;«ﬁ”‘\(
o]
<H
57 | 1-(1H-benzo[dlimidazol-5-yl)-5-(3- C'/QY\NH
chlorophenyl)imidazolidin-2-one Pﬁ”\g
<H
Cl
1-(1H-benzo[d]imidazol-5-yl)-5-(2,6-dichlorophenyl) qﬁNH
38 limidazolidin-2-one N N~
J
N
H
Cl
Cl
1-(1H-benzo[d]imidazol-5-yl)-5-(2,3-dichlorophenyl)
39 0 - . . NH
imidazolidin-2-one &
N ~
7
N
H
&]
¢l
40 1-(1H-benzold]imidazol-5-yl}-5-(3,4-dichlorophenyl) NH

imidazolidin-2-one

IZ

3

=

o
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Cl
(S)-1-(1H-benzo[dlimidazol-5-yl)-5-(3,4- \@\
11 dichlorophenyl) A
imidazolidin-2-one N \\<0
/
<N
H
42 1-(1H-1,3-benzodiazol-5-yl)-5-(4- O
biphenyl)}imidazolidin-2-one A
SON
o
<:“4‘
43 {S)-1-(1H-1,3-benzodiazol-5-yl)-5-(4- O
biphenyl)imidazolidin-2-one N\{*‘H
N
a4
<§Ij °
44 (R)—1-(1I—!—']‘,3-ben'zs)diazol—5-y[)—5-(4— ™
biphenyl)imidazolidin-2-one A NH
SR
o]
<N
H
QL
45 1-(1H-1,3-benzodiazol-5-y1)-5-( 3-fluoro-4- O
biphenyl)imidazolidin-2-one h A
oo
A
1-(1H-benzo[d]imidazol-5-y1)-5-[4-(3- ) )
46 chlorophenyl)phenyl] "
imidazolidin-2-one N "~
SON
H
Cl O
47 1-{1H-benzo[d]imidazol-5-y1)-5-(3’ 4’-dichloro-4- O

biphenyl)limidazolidin-2-cne
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1-(1H-benzo[djimidazol-5-yl)-5-(3-

48 | bhenylphenyl)imidazolidin-2-one ! "
¢ !
H
T
1-(1H-benzo[d]imidazol-5-yl)-5-[3-(3-
49 chlorophenyl)phenyl] O
imidazolidin-2-one N«NH
N
4 0
<N
H
(0] Cl
Ln
1-(1H-benzo[d]imidazol-5-yl)-5-(3-chloro-4-
50 morpholinophenyl} L
imidazolidin-2-one y ~
4 [e]
K
Q
1~(1H-benzo[d]imidazol-5-yl)-5-(4-(4- @\‘A
51 ; ; L -~
phenylpiperazin-1-yl)phenyl)imidazolidin-2-cne 1
ol
i
S
N
$
59 1-(1H-benzo[d]imidazol-5-yl)-5-(2-chloro-6-(4- Q/\'/\NH
ethylpiperazin-1-yl)phenyllimidazolidin-2-one cl N\\<
sl
U
N
H
53 1-(H-imidazo[1,2-a]pyridin-7-yl)-5- </\ NS
phenylimidazolidin-2-one NZ~NF
O)\NH
1-(H-imidazo[1,2-a]pyridin-7-yl)-5-(4- R o
54 propoxyphenyl)

imidazolidin-2-one
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5-(4-butoxyphenyl)-1-(H-imidazo[1,2-a]pyridin-7-

1!;:\"\ o\/\/

55 yl)imidazolidin-2-one oY
o
56 5-(2,6-difluoro-4-methoxyphenyl)-1-(H-imidazo[1,2-
a]pyridin-7-yl)imidazolidin-2-one 28 F
N/ = N
NH
o]
0 070
1-(H-imidazo[1,2-a]pyridin-7-yl)-5-(4-
57 methoxybenzo[d][1,3] </’\ NS
dioxol-6-yl)imidazolidin-2-one NS Sy
O)‘NH
Nr:;\N
5g |5-(4-(2-morpholinoethoxy)phenyl)-1-(H- Q o\/\N,ﬁ
imidazo[1,2-a]pyridin-7-yl)imidazolidin-2-one
f‘q
59 5-(2,6-diflucrophenyl)-1-(H-imidazo[1,2-a]pyridin-7-
yl)imidazolidin-2-one
N, N
5o | 5-(biphenyb)-1-(H-imidazo[1,2-alpyridin-7- ) O
vlimidazolidin-2-one 4 O
° HN
5-(3-fluorobiphenyl}-1-(H-imidazo[1,2-a]pyridin-7- J
61 L o N .
yhimidazolidin-2-one oy o
RO,
. - L_N
62 1-(H-imidazo[1,2-a]pyridin-7-yl)-5-(4-(4-
phenylpiperazin-1-yl)phenyl)imidazolidin-2-one NH
"
N__ _—
82 °
0
BH
63 1-(1H-benzo[d]imidazol-5-yl}-5-phenylimidazolidin- N
4-one
N




312

1-(1H-benzo[d)imidazol-5-y|}-5-(2,3,5-

64 trifluorophenyl)
imidazolidin-4-one N Ne/
A
N
H
0
1-Amino-3-(1H-benzo[d]imidazol-5-yl)-4-(4- \Q\(\N__NHZ
65 methoxyphenyl) N\<
imidazolidin-2-one yﬁ 0
N
H
(8)-3-(1H-benzo[d]imidazol-6-yl)-4- q\!/\o
66 phenyloxazolidin-2-one Q/ \\<
o
N
\_-NH
67 (R)-3-(1H-benzo[d]imidazol-6-yl)-4- (\0
phenyloxazolidin-2-one /Q/ \«0
"\
0
=0
N
68 (5)-3-(1H-benzo[d]imidazol-5-yl)-4-
isopropyloxazolidin-2-cne
NN
O>=0
69 (8)-3-(1H-benzo[d]imidazol-5-yl)-4- \
benzyloxazolidin-2-one Q
N NH
70 (43,5R)-3-(1H-benzo[dlimidazol-6-yl)-4,5- o

diphenyloxazolidin-2-one

N
\_NH
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(4S5,5S)-3-(1H-benzo[d]imidazol-6-yi}-5-methyl-4-

& phenyloxazolidin-2-one
NQ,_NH
72 (S)-3-(1H-benzo[d]imidazol-6-yl)-5,5-dimethyl-4- QN/{
phenyloxazolidin-2-one
(o]
N
\\——NH
P ¢
73 |(8)-3-(1H-benzo[dlimidazol-6-y!)-4-(4- K%/\o
propoxyphenyl)oxazolidin-2-one \\g
N\\/NH
o
0
(8)-3-(1H-benzo[d]imidazol-6-yl}-4-(2,3-
74 dihydrobenzo[b][1,4] d P
dioxin-7-yl)oxazolidin-2-one Q ﬁo
Ny N
e
o}
75 (S)-4-(benzo[d][1,3]dioxol-6-yl)-3-(1H- m/\o
benzo[d]imidazol-6-yl)oxazolidin-2-one N~
S \ 0
NoNH
B
e O
76 (4S,5R)-3-(1H-benzofdlimidazol-6-yl)-4,5-bis(4- O
o]

propoxyphenyl)oxazolidin-2-one

N
-NH

diastereomer 1
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(48,5R)-3-(1H-benzo[d]imidazol-6-yl)-4,5-bis(4-

e f

v propoxyphenyljoxazolidin-2-one Ny
o]
N
N-NH
diastereomer 2
e .
78 3-{1H-benzo[dlimidazol-6-yl)-5-phenyl-4-(4- 0
propoxyphenyl)oxazolidin-2-one @NW&
NU
diastereomer 1
\LO
79 -(1H-benzo[d]imidazol-6-yl)-5-phenyl-4-(4- 0
propoxyphenylloxazolidin-2-one N‘\g
N
diastereomer 2
.
L
_ _ —
80 (S)-4-(4-(2-(piperazin-1-yl)ethoxy)phenyl)-3-(1H- ¢
benzo[d]imidazol-6-yl)oxazolidin-2-one -
Q«”‘\(
O
Ny NH
»
L
L\O
81 (S)-4-(4-(2-morpholinoethoxy)phenyl}-3-(1H- Q(\
benzo[d]imidazol-6-yl)oxazolidin-2-one 0
N
o
Ny NH
F
F
82 (8)-3-(1H-benzo[d]imidazol-6-yl}-4-(2,3-

diflucrophenyl}oxazolidin-2-one
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(S)-3-(1H-benzo[d]imidazol-6-yl)-4-(3-

s

83 fluorophenyl)oxazolidin-2-one N~
S S 0
Ny NH
F
(S)-3-(1H-benzo[d]imidazol-6-yl)-4-( 3-fluoro-5- F.C
84 |(triflucromethyl)phenyl) : 4 \\(0
oxazolidin-2-one Q Y
Ny NH
c/@ﬂ
g5 |(8)-3-(1H-benzo[dlimidazol-6-yl)-4-(3- N\{’
chlorophenyl)oxazolidin-2-one Q >
N\\/NH
Cl
g5 | (8)-3-(1H-benzo[dlimidazol-6-yl)-4-(4- \QN/‘\O
chlorophenyl)oxazolidin-2-one @ Wg
N
(S)-3-(1H-benzo[d]imidazol-6-yl)-4-[4-(3- 0
87  |chlorophenyl)phenyi] g
oxazolidin-2-one Q o
N\\/NH
(S)-3-(1H-benzo[d]imidazol-6-y1)-4-[3-(3- ® o
88 chlorophenyl)phenyl] N~
oxazolidin-2-one ¢ Q °
Ny NH
Q'O
N
89 (8)-3-(1H-benzo[d]imidazol-6-yl)-4-(4-(4- @/\
2

phenylpiperazin-1-yl)phenyl}oxazolidin-2-one

%
¢
==

o
o,
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Lon
90 (8)-3-(1H-benzo[d]imidazol-6-yi)-4-(4-(4- O\/\O
methylpiperazin-1-yl)phenyl)oxazolidin-2-one N‘\(o
N\\/NH
0
A—
91 (S)-3-(1H-benzo[dlimidazol-6-yl)-4-(3-(4-
phenylpiperazin-1-yl)phenyl)oxazolidin-2-one "Q’NYO
l\"ILNH ©
or | (S)-8-(2-methyl-1H-benzo[dlimidazol-6-yl)-4- Q\E«O
phenyloxazolidin-2-one /@ S
N>\,NH
0,
o3 | (S)4-(1H-benzo[d]imidazol-6-yl)-5-(4- /©/[N ©
propoxyphenyl)morpholin-3-one o) @
H NH
N=/
3
3-(1H-benzo[d]imidazol-6-yl)-4-(4-propoxyphenyl)- T
94 1,3-oxazinan-2-one ~"0 @
__/NH
=
o5 |(S)-3-(H-imidazo[1,2-alpyridin-7-yl)}-4- P
phenyloxazolidin-2-one = \
\ 0
!
gg  |(48.5R)-3-(H-imidazo[1,2-alpyridin-7-yl}-4,5- I .
diphenyloxazolidin-2-one y \ NW&
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(48,5R)-3-(imidazo[1,2-a]pyridin-6-yl)-4,5-

97 diphenyloxazolidin-2-one fj/N\((
|
o]
N7 N
=
O
98 (S)-3-(H-imidazo[1,2-a]pyridin-7-yl)-4-(4- Qf\o
propoxyphenyl)oxazolidin-2-one v \ N‘(
N e}
S
Cl
99 (8)-4~(4-chlorophenyl)-3-(H-imidazo[1,2-a]pyridin-7- QAO
ylyoxazolidin-2-one 4 N\\(
I o
N
/
N
0O
O)\N
100 3-(imidazo[1,2-a]pyridin-7-yl)-4-(4-propoxyphenyl)-
1,3-oxazinan-2-one ﬁ o)
N” N K’
A=/
N N
101 5-(2-phenylpyrrolidin-1-yl)-1H-benzo[d]imidazole </ D/
N
N N
4
102 5-(2-(4-methoxyphenyl)pyrrolidin-1-yl)-1H- <ND/
benzo[d]imidazole H
P
103 5-(2-(4-fluorophenyl)pyrrolidin-1-yl)-1H-

benzo[d]imidazole
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5-(2-(4-chlorophenyl)pyrrolidin-1-yl)-1H-

104 benzo{d])imidazole
cl
N N
105 5-(2-benzylpyrrolidin-1-yl)-1H-benzo[d]imidazole ¢ D/
N
]
5-(2-(4-chlorobenzyl)pyrrolidin-1-yl)-1H- N N
106 benzo[dlimidazole </H:©/
Cl
5-(2-(4-flucrobenzyl)pyrrolidin-1-yl}-1H- N N
107 uol ¢ ]@’
benzo[d]imidazole 5
F
108 5-(pyrrolidin-1-yl)-1H-benzo[dlimidazole </ J@/
N
H
5-(2-(4-methoxybenzyl)pyrrolidin-1-yl)-1H- N N
109 benzo[d]imidazole </H:©, P
[+
O%\
1-(1H-benzo[d]imidazol-5-yl)-5-(4- F
120 s
fluorophenyl)pyrrolidin-2-one
N
\NH
ONAQ\ p
121 1-(1H-benzo[d]imidazol-5-yl)-5-(4~ 0
methoxyphenyl)pyrrolidin-2-one
N
\\F-NH
QO
1-(1H-benzo[d]imidazol-5-yl)-5-(4- %o/\/
122 o
propoxyphenyl)pyrrolidin-2-one
Ny
0
: )
1-(1H-benzo[d]imidazol-5-yl)-5-(2,3- @\O\o
123 dihydrobenzo([b][1,4]

dioxin-6-yl)pyrrolidin-2-one
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)

fluorophenyl)isoindolin-1-one

124 1-(1H-benzo[d]imidazol-5-yl)-5-phenylpyrrolidin-2-
one
N
\nH
195 2-(1H-benzo[d]imidazol-5-yl)-3-phenylisoindolin-1- 07 O
one i
N
NN
105 | 2-(1H-benzo[dlimidazol-5-yl)-3-(4- 0=y O
biphenyl)isoindolin-1-one O
A
127 | 2-(1H-benzo[d]imidazol-5-yl)-3-(4- ©

=z
=

L

difluorophenyl)isoindolin-1-one

2-(1H-benzo[dJimidazol-5-yl)-3-(3- Ny O
128 A
flucrophenyl}isoindolin-1-one /@
F
N
N
199 2-(1H-benzo[d]imidazol-5-yl)-3-(3,5-

ox
mOm

=z
r/
=z
T
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130 2-(1H-benzo[d]imidazol-5-yi)-3-(4-

chlorophenyl)isoindolin-1-one

131 2-(1H-benzol[d]imidazol-5-y1)-3-(3,4-

dichlorophenylisoindolin-1-one

132

fluorophenyl)isoindolin-1-one

2-(1H-benzo[d]imidazol-5-yl)-3-(3-chloro-5-

133 2-(1H-benzo[d]imidazol-5-yl}-3-(4-

methoxyphenyl)isoindolin-1-one

methoxyphenyl)isoindolin-1-one

\\—-—NH
PN
134 2-(1H-benzo[d])imidazol-5-yl)-3-(4- O O
. . . N
propoxyphenyllisoindolin-1-cne Nﬂ y
U
N
0
135 2-(1H-benzo[d]imidazol-5-yl)-3-(3-fluoro-4- F

~z
I=Z Z?
I
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2-{1H-benzo[d]imidazol-5-y1)-3-(3,4-

isoindolin-1-one

136 dimethoxyphenyl)
isoindolin-1-one
137 3-(benzo[d][1,3]dioxol-6-yI)-2-{ 1H-
benzo[dlimidazol-5-yl)isoindolin-1-one
2-(1H-benzo[d]imidazol-5-y!)-3-(4-
138 N
phenoxyphenyl)isoindolin-1-one
L C?Q
139 2-(1H-benzo[d]imidazol-5-yl}-4,7-dichloro-3-(4- | -
_ methoxyphenyl)isoindolin-1-one N :@ \
/
N
H
Cl
- cl
2-(1H-benzo[d]imidazol-5-yl)-5,6-dichloro-3-(4- O O
140 A N
methoxyphenyl}isoindolin-1-one Nﬁ \
4
2-(1H-benzo[d]imidazol-5-yl}-5,6-dichloro-3-(4-
141 propoxyphenyl)isocindolin-1-one e O )ﬁj °
N\\_—NH
(S)-2-(1H-benzo[d]imidazol-5-yl)-3-(3,4- 09 Y o
142 | dimethoxyphenyl) ! @\o/
isoindolin-1-one @
"y
(R)-2-(1H-benzo[d]imidazol-5-yl)-3-(3,4- oﬁ\‘o\
143 |dimethoxyphenyl) | O o
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(R)-2-(1H-benzo[d]imidazol-5-yl)-3-(4-

144 propoxyphenyl)
isoindolin-1-one
NH
(8)-2-(1H-benzo[dlimidazol-5-yl)-3-(4- j E
145 | propoxyphenyl) oy O\o/\/
isoindolin-1-one /@
N
\\-—NH
146 (R)-2-(1H-benzo[dlimidazol-5-y1)-3-(4-chlorophenyl) 07" ™y O
isoindolin-1-one j: cl
N
Y NH
147 |(8)-2-(1H-benzo[d]imidazol-5-yl)-3-(4-chlorophenyl) © N ©\
isoindolin-1-cne i ¢l
N
NN
=2N
Q
148 1-(1H-benzo[d]imidazol-5-y!}-5-(4- !
phenylcyclohexyl} imidazolidin-2-gne /@
N
\‘\-—NH
4 @
149 | 1-(1H-benzo[dlimidazol-6-y1)-5-(1-phenylpiperidin- ““@ N
4-yllimidazolidin-2-one y
o,
H
o N
s
150 1-(1H-benzol[d]imidazol-5-yl)-5-(4-(3- N

methoxypropyl)phenyl) imidazolidin-2-one
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1-(1H-benzo[d]imidazol-5-yl)-5-(4-hydroxyphenyl)

benzo[d]imidazol-5-yl)imidazolidin-2-one

151 imidazolidin-2-one
152 1-(1H-benzo[d]imidazol-5-yl}-5-(2-hydroxyphenyl)
imidazolidin-2-one
HQ
153 1-(1H-benzo[d]imidazol-5-yl)-5-(2,4-
dihydroxyphenyl) imidazolidin-2-one N
\
154 1-(1H-benzo[d]limidazol-5-yl}-5-(3,4-
dihydroxyphenyl) imidazolidin-2-one
155 1-(1H-benzo[d]imidazol-5-yl}-5-(3-hydroxyphenyl)
imidazolidin-2-one
o=<
156 1-(1H-benzo[d]imidazol-5-y!)-5-(4- ! /O
(cyclohexyloxy)phenyl) imidazolidin-2-one @ 0
N
\\—-NH
os N
e
157 5-(4-(2-methoxyethoxy)phenyl)-1-(1H- N
benzo[d]imidazol-5-yl)imidazolidin-2-one £,
H
0—\_0\
NH
I o
155 | (S)-5-(4<(2-(dimethylamino)ethoxy)phenyl)-1-(1H- ~
O#N
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HN/I-*N
o]
3-(1H-benzo[d]imidazol-5-yl})-1-phenethyl-4-(4- v
159 - . N
propoxyphenyl) imidazolidin-2-one XQ
Q
X
160 3-(1H-benzo[d]imidazol-5-yl)-1-((naphthalen-2-
ylymethyl}-4-(4-propoxyphenyl} imidazolidin-2-one Q
/QN N
HN Y
Ly o
{
161 3-(1H-benzo[d]imidazol-5-yl)-1-(3-phenylpropyl}-4-
(4-propoxyphenyl) imidazolidin-2-one @\/\/
Wo\/ Q?_;TH
é
162 3-(1H-benzo[d]imidazol-5-yl)-1-benzyl-4-{4-
propoxyphenyl) imidazolidin-2-one J@
N N
LI
HN o
\=yf
H F
N
163 1-(1H-benzo[d]imidazol-5-y1)-5-(4-fluoro-3- rﬁ—@ a
methoxyphenyl) imidazolidin-2-one N
o,
H
HN
o:(N .
1-(1H-benzo[d]imidazol-5-yl)-5-(3-fluoro-4-
164 -~ o
propoxyphenyl) imidazolidin-2-one o
L N
0N
)
1-(1H-benzo[dJimidazol-5-yl)-5-(2-fluoro-4- :
165 L s N
propoxyphenyl) imidazolidin-2-one {
N
H
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OYJ
(8)-1-(1H-benzo[d]imidazol-5-y!)-5-(4- §
. . N
166 '(dl'ethyla'm'lno)phenyl) l
imidazolidin-2-one
H
{‘_\
H
N\fo
167 1-(1H-benzo[d]imidazol-5-yl)-5-(4- N
chlorophenyllimidazolidin-2-one T
P
o H
N
T
168 1-(1H-benzo[d]imidazol-5-yl|}-5-(4- N
cyclohexylphenyl) imidazolidin-2-one y
o=
N
il ‘S
N Ny
169 1-(1H-benzo[d]imidazol-5-yl)-5-(4-(4- ©
morpholinoccyclohexyl) phenyl)imidazolidin-2-one
NQ,NH
N
170 (S)-1-(1H-benzo[d]imidazol-5-yl)-5-{4-(1-
methylpiperidin-4-yl)phenyl)imidazolidin-2-one o
N
d o~ )~ -
N7 N
171 1-(1H-benzo[d]imidazol-5-yl)-5-(4-(tetrahydro-2H- é
pyran-4-yl)phenyl)limidazolidin-2-one O 1
179 | 1-(1H-benzo[dlimidazol-5-y1)-5-(4-(4- o
oxocyclohexyl)phenyl) imidazolidin-2-one Q
N NH
HN—-:
o X
N
173 | (8)-1-(1H-benzo[d]imidazol-5-y1)-6-(4-(4,4- %F

difluorocyclohexyl)phenyl)imidazolidin-2-one
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1-(1H-benzo[d]imidazol-5-yl}-5-(3-(pyrrolidin-1-

O§<NN
0 O
y

174 yhphenyl)imidazolidin-2-one
: ()
. o ] "
175 1-(1H-benzo[d]imidazol-5-yl)-5-(4-(piperidin-1- N
yl)phenyl)imidazolidin-2-one .
o=,
H
N
°~
1-(1H-benzo[d]imidazol-5-yl)-5-(3-(piperidin-1- N /Q
176 o oo N
yl)phenyl)imidazolidin-2-one N@
/
LH
(o]
H
- Q
177 | 1-(1H-benzo[dlimidazol-5-yl)-5-(4- “‘Q
morpholinophenyl) imidazolidin-2-one Y
o;<ﬁ
¥
o
178 5-(4-cyclohexylphenyl)-1-(H-imidazo[1,2-a]pyridin- — N
7-yl)imidazolidin-2-one N,@
Q/N
N
o~
1-(H-imidazo[1,2-alpyridin-7-y1)-5-(4-(pyrrolidin-1- N
179 L o —
yl)phenyl)imidazolidin-2-one NQ
N [y
9
N
°~(
180 1-(H-imidazo[1,2-a]pyridin-7-yl)-5-( 3-(pyrrolidin-1- N
yl)phenyl)imidazolidin-2-one ’(j ND
N=
e
H
181 1-(H-imidazo[1,2-a]pyridin-7-yl}-5-(4-(piperidin-1-

vl)phenyl)imidazolidin-2-one

o§<NN
MRS
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1-(H-imidazo[1,2-a]pyridin-7-yl)-5-(3-(piperidin-1-

=
N
1821 \phenyl)imidazolidin-2-one @ ‘D
Y
o]
183 1-(H-imidazo[1,2-a]pyridin-7-yl}-5-(1- _
phenylpiperidin-4-yl)imidazolidin-2-one N=X N
MRS
N 7.‘
184 (S)-3-(1H-benzo[d]imidazol-5-yl)-4-(4-{ 3- N
methoxypropyl)phenyl) oxazolidin-2-one LN
H
A\
NIF.NH
rg5 | 3(1H-benzo[dlimidazol-5-yl)-4-(4-(3- Q v
(dimethylamino}propyl) phenyl)oxazolidin-2-one \
0:<O
¥
/
186 (S)-3-(7-methyl-1H-benzo[d]imidazol-5-yl)-4- 3
phenyloxazolidin-2-one S
\O o
0 F
'Y
187 | (S)-3-6-fluoro-1H-benzo[dlimidazol-5-yl)-4- )NH
phenyloxazolidin-2-one N=
R H
p
188 (8)-3-(7-fluoro-1H-benzo[d]imidazol-5-yi)-4- ;ﬂ
phenyloxazolidin-2-one -
‘\O/&O
0
N 0
189 (S)-3-(1H-benzo[d]imidazol-5-yl)-4- (/@/N\)
HN i

(cyclohexylmethyl) oxazolidin-2-one
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(S)-3-(1H-benzo[d]imidazo!-5-yl)-4-

190 cyclohexyloxazolidin-2-one SN
\0
0
O_-"_
oﬁ( :
191 | (8)-3-(1H-benzo[d]imidazoh-5-yl)-4-(4- !
phenylcyclohexyl) oxazolidin-2-one /Q
LY
O—
oz\/N :
192 (S)-3-(1H-benzo[d]imidazol-5-yl}-4~(1- /\Q
phenylpiperidin-4-yl)oxazolidin-2-one /@ O
N
Ly
Q
: -
N
193 (S)-4-(1-acetylpiperidin-4-yl}-3-(1H- «
benzo[d]imidazol-5-yl)oxazolidin-2-one N
N
P
0
. )%
194 3-(1H-benzo[d]imidazol-5-yl)-4-(1- (,O’N
phenylethyl)oxazolidin-2-one HN
o] O
L0 T
195 (S)-4-(4-propoxybenzyl)-3-(1H-benzo[d]imidazol-5- A
ylJoxazolidin-2-one )@
N
\L-NH
o o
L) T
196 (S)-4-(4-isopropoxybenzyl)-3-( 1H-benzo[d]imidazol- N
5-yl)oxazolidin-2-one
N
\LNH
o Q.
T
197 (S)-4-(4-(cyclohexyloxy)benzyl)-3-( 1H-

benzo[d]imidazol-5-yl)oxazolidin-2-one
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4-(4-morpholinobenzyl)-3-(1H-benzo[d]imidazol-5-

methoxyphenyl}oxazolidin-2-one

198 ylJoxazolidin-2-one
N
@
(8]
o:\/N J
199 (S)-3-(1H-benzo[d]imidazol-5-yl}-4-
phenethyloxazolidin-2-one N@ b
”\N
H
O
o=
N
00 | 3-{1H-benzofdlimidazol-5-yi)-4-(4- /O
(cyclohexyloxy)phenyl) oxazolidin-2-one Q 0
N
LNH
0 0
N
201 (S)-3-(7-methyl-1H-benzo[d]imidazol-5-yl)-4-(4- N
propoxyphenyl)oxazolidin-2-one 4
H (o]
N
A
SN °
202 (8)-3-(6,7-dimethyl-1H-benzo[d]imidazol-5-yl)-4-{4~
propoxyphenyl) oxazolidin-2-one
N :
.
a 0\
203 |(S)F4-(4-(2-methoxyethoxy)phenyl)-3-(1H- 7ﬂ
benzo[d]imidazol-5-yl}oxazolidin-2-one (N
H
O—'\_o\
h{I',_—NH
ooa | (S)4-{4-(2-(dimethylamino)ethoxy) phenyl)-3-(1H- @ D\/\T/
benzo[d]imidazol-5-yl)oxazolidin-2-one \ J/g
o=v<0
O o
R N
205 3-(1H-benzo[dlimidazol-5-yl)-4-(2,6-diflucro-4-
F N
3
0 N
H
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0 0.
™
206 (S)-3-(1H-benzo[d]imidazol-5-yl)-4-(4- r;l
(diethylamino)phenyl) oxazolidin-2-one (N
H
<“_\
N2
207 (8)-3-(1H-benzo[dlimidazol-5-yl}-4-(4-(bis(2- ® o—
methoxyethyl)amino) phenyl)oxazolidin-2-one OYN /——/
ox) <:> N\_\
o—
0 ]
AN
208 (S)-3-(1H-benzo[d]imidazol-5-yl)-4-(4- N
(dicyclopropylamino) phenyl)oxazolidin-2-one QN
H <rN_<[
SN
209 (8)-3-(1H-benzo[d]imidazol-6-yl)-4-{biphenyl-4-
ylioxazolidin-2-one )
OYN
O~
Lo~
- P
210 3-(1H-benzo[d]imidazol-5-yl)-4-(4-(4-
oxocyclohexyliphenyl) oxazolidin-2-one
N NH
o PN
211 3-(1H-benzo[d]imidazol-5-yl)-4-(4-(4-
methoxycyclohexyl)phenyl)oxazolidin-2-one
Na-NH
P
212 3-(1H-benzo[d]imidazol-5-yl}-4-(4-(4-
hydroxycyclohexyl)phenyl)oxazolidin-2-one
N NH
o Nmo
-~ A _/
213 3-(1H-benzo[d]imidazol-5-yl)-4-(4-(4-

morpholinocyclohexyl) phenyljoxazolidin-2-one
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3-(1H-benzo[d]imidazol-5-y1)-4-(4-(pyrrolidin-1-

214 yl)phenyl)oxazolidin-2-one D
N
LNH
215 (5)-3-(1H-benzo[d]imidazol-5-yl)-4-(4-(piperidin-1-
yl)phenyl)oxazolidin-2-one
N NH
O~
L3
o1 |(8)-3-(1H-benzo[dlimidazol-5-yI)-4-(3-(piperidin-1- /\©’
yliphenyl)oxazolidin-2-one /@
N
Lk
0", ;N
; N 0
AN \_/
917 (S)-3-(1H-benzo[dlimidazol-5-yl)-4-(4-
morphalinophenyl) oxazolidin-2-one
NQNH
O-—_: 0
LN
g | (8)-3(1H-benzofd]imidazol-5-yl)-4-(3- @
morpholinophenyl) oxazolidin-2-one /@
N
\LNH
N7 TNH
219 3-(1H-benzo[d]imidazol-5-yl)-4-(4-(tetrahydro-2H- @
pyran-4-yl)phenyljoxazolidin-2-one O\
T~
N7 NH
220 3-(1H-benzo[d]imidazol-5-yl)-4-(4-(1- ©
methylpiperidin-4-yl)phenylyoxazolidin-2-one o
N
IO~
Q
0,___ ~
291 (8)-3-(1H-benzo[dlimidazol-6-yl)-4-(3-(4-

methylpiperazin-1-yl)phenyl)oxazolidin-2-one
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(S)-3-(3-methylH-imidazo[1,2-a]pyridin-7-yl)-4~

222 i
phenyloxazolidin-2-one N
\o
0
F
iy SN
593 (S)-3-(3-(trifluoromethyl)H-imidazof1,2-alpyridin-7- Q = N%\
yl)-4-phenyloxazolidin-2-one TSy
\
(e}
[a]
0
N >
294 (5)-4-(2,3-dihydrobenzo[b][1,4] dioxin-6-y1)-3-(H- N=
imidazo[1,2-a]pyridin-7-yl)oxazolidin-2-one = N
995 (S)-4-(4-cyclohexyipheny!)-3-(H-imidazo[1,2- N“
a)pyridin-7-yl}oxazolidin-2-one
oog | (8)-3-(H-imidazo[1,2-a]pyridin-7-yl)-4-(4-(piperidin- N““
1-yl)phenyl)oxazolidin-2-one
\ N
597 (S)-3-(H-imidazo[1,2-a]pyridin-7-y})-4-(4- N
morpholinophenyl) oxazolidin-2-one o
- S
N 0
o N
298 (S)-3-(H-imidazo[1,2-a]pyridin-7-yl)-4-(4-(4- @

phenylpiperazin-1-yl)phenyl)oxazolidin-2-one

-~
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(S)-1-(1H-benzo[d]imidazol-5-yl)-5-(4-(bis(2-

229 methoxyethyl)amino}phenyllimidazolidin-2-one
_\—O
\
0 N
N
N
5-(4-(N-(2-(dimethylamino)ethyl)-N- )
230 methylamino)phenyl)-1-(1H-benzo[d])imidazol-5- (N
ylYimidazolidin-2-one
231 3-(1H-benzo[d]imidazol-5-y!)-4-(4-(4,4-
difluorocyclohexyl)phenyl)oxazolidin-2-one
2-(1H-benzo[d)imidazol-5-y!}-4,7-difluoro-3-(4-
232 e
propoxyphenyllisoindaolin-1-one
033 2-(H-imidazo[1,2-a]pyridin-7-yl}-3-(3,4-
dimethoxyphenyl)isoindolin-1-one
534 (8)-2-(H-imidazo[1,2-a]pyridin-7-yl)-3-(3,4-

dimethoxyphenyl)isoindolin-1-one
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235

(5)-3-(3,4-dimethoxyphenyl)-2-(3-methylH-
imidazo[1,2-a]pyridin-7-yl)isoindolin-1-one

or a pharmaceutically acceptable salt, solvate or polymorph thereof, including all

tautomers and stereocisomers.

27. A compound according to any one of examples 12 to 14:
Example Chemical Name Structure
/\/0

1-(1H-benzo[d]imidazol-5-yl)-5-(4-propoxyphenyl)

12 limidazolidin-2-one \ .
SO
N
,—’\/0
(R)-1-(1H-benzo[d]imidazol-5-yi)-5-(4- \©
13 propoxyphenyl) QNH
imidazolidin-2-one 2
oy
P
(S)-1-(1H-benzo[dlimidazol-5-yl)-5-(4- \Q/\NH
14 propoxyphenyl)

imidazolidin-2-one

or a pharmaceutically acceptable salt, solvate or polymorph thereof, including all

tautomers and sterecisomers.

28.

A pharmaceutical composition comprising a compound of claim 1

optionally in combination with one or more therapeutically acceptable diluents or

carriers.

29.

The pharmaceutical composition of claim 28, which comprises additionally

at least one compound, selected from the group consisting of neuroprotectants,

antiparkinsonian drugs, amyloid protein deposition inhibitors, beta amyloid synthesis
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inhibitors, antidepressants, anxiolytic drugs, antipsychotic drugs and anti-multiple

sclerosis drugs.

30. The pharmaceutical composition of claim 28, 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 antagonists, 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.

31. A process for preparation of a compound of formula () according to claim

1, which comprises:
(a) preparing a compound of formula (f) from a compound of formula (il):

R3
R%” \
N /Z
H/ \Y
(1)
wherein R?, R®, X, Y and Z are as defined in claim 1;
(b)  preparing a compound of formula () wherein R® represents hydrogen, Y

represents CO, Z represents —N-R* and X represents CR’R® and R® represents
hydrogen by hydrogenation of a compound of formula (111):
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R2 R’

R1/NWN\R4

0
(1)
wherein R', R?, R* and R’ are as defined in claim 1;
(c) preparing a compound of formula (1) wherein R® represents hydrogen, Y
represents CO, Z represents CH; and X represents CH, by hydrogenation of a
compound of formula (IV):

R2

R~

O
(IV)
wherein R' and R? are as defined in claim 1;
(d) preparing a compound of formula (l) wherein R® represents hydrogen, Y

represents CO, Z represents —N-R* and X represents CH, from a compound of formula
(V):

4
. H\N/R
R1/N
R2
(V)

wherein R', R? and R* are as defined in claim 1;

(e)  preparing a compound of formuta (1) wherein R® represents hydrogen, Y
represents CH,, Z represents —N-R* and X represents CO from a compound of formula
(V)
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4
§ H\N/R
1/N
R O
R2
(V1)

wherein R, R? and R* are as defined in claim 1;
(f) preparing a compound of formula () wherein R' represents 1H-
benzo[d]imidazol-5-yl, R® represents hydrogen, Y represents CO, Z represents —NH and

X represents CH; from a compound of formula (VII):
0 =4
y /
N
N

R2

H,N

NH,
(VII)

wherein R? is as defined in claim 1:

(g) preparing a compound of formula (l) wherein R® represents hydrogen, Y
represents CO

and X and Z are joined to form a carbocyclic ring or else X and Z represent two
adjacent

carbon atoms of a phenyl ring which is fused in that position and is optionally
substituted by

one or more halogen or Cqsalkyl groups, from a compound of formula (VI1II):
z R?
x/ T
)\ °
o} TH

R1
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(VI

wherein R, R?, X and Z are as defined in claim 1;

(h)  preparing a compound of formula (1} wherein X represents S, for example
a compound of formula (I} wherein R® represents hydrogen, Y represents CO, Z
represents —CH» and X represents S from a corresponding compound in which X
represents O;

(i) preparing a compound of formula (1) wherein R* represents —NH, from a
corresponding compound of formula (1) wherein R* represents H by treatment with nitrite
followed by reduction;

(i) preparing a compound of formula (1) wherein R* represents —C4.galkyl or —
C(O)C1.galkyl from a corresponding compound of formula (1) wherein R* represents H by
treatment with an alkylating or alkanoylating agent;

(k) interconversion of compounds of formula (I); or

) deprotecting a compound of formula (l) which is protected.

32. A compound according to claim 2, wherein C1.5 alkyl is methyl, halogen is

fluorine, or C1 haloalkyl is trifluoromethyt.

33. A compound according to claim 23, wherein the optionally substituted phenyl

ring comprises 2,5-dichlorophenyl or 3,4-dichlorophenyl.



