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4. A compound of formula I in accordance with claim 3, wherein R? is unsubstituted or
substituted 5 or 6 membered-heteroaryl and the substitution is selected from fluoro, CF; and C;-

Ce-alkyl.
5. A compound of formula I in accordance with claim 4, wherein the compounds are

2-[4-(2-chloro-pyridin-4-ylethynyl)-2-methyl-imidazol-1-yl}-4-trifiuoromethyl-pyrimidine,
2-{4-(2-chloré-pyridin-4-ylethynyl)-2-methyl-imidazol-1-yl]-pyrazine, :
2-[4-(2-chloro-pyridin-4-ylethynyl)-2-methyl-imidazol-1-yl] -6-triflucromethyl-pyridize,
3-[4-(2-chloro-pyridin-4-ylethynyl)-2-methyl-imidazol-1-yl}-5-Buoro-pyridine,
4-[4-(2-chloro-pyridin-4-ylethynyl)-2-methyl-imidazolyl-1-yi}-2-trifluoromethyl-pyrimidine,
2-[4-(2-Chloro-pyridin-4-ylethynyl)-2-methyl-imidazolyt- 1-yl]-6-methyl-4-trifluoromethyl-
pyridine or

2-[4-(2-Chloro-pyridin—4-ylethynyl)-2-methyl-imidazoly-1-yl]-5-methyl-

6. A compound of formula I in accordance with claim 3, wherein R? is phenyl, substituted
by one or more halogen.

7. A compound of formula I in accordance with claim 6, wherein the compounds are
2-chloro-4-[1-(4-flucro-phenyl)-2-methyl- 1H-imidazol-4-ylethynyl] -pyridine,
2-fluoro-4-{1-(4-fAuoro-phenyl)-2-methyl- 1 H-imidazol-4-ylethynyl] -pyridine,
2-Chloro-4-{1-(3,5-difluoro-phenyl)-2-methyl- 1H-imidazol-4-ylethynyl]-pyridine,

2-Chloro-4-[1-(3,5-difluoro-phenyl)-2,5-dimethyl- 1H-imidazol-4-ylethynyl] -pyridine,
2-Chloro-4-[1- (4-ﬂuoro-phenyl) -2,5-dimethyl- IH-lmldazol-4-ylet]xynyl] -pyridine, or

8. A process for preparing a compound of formula I as defined in claims 1 to 7, which
process comprises reacting
(a) a compound of formula 11
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wherein R', R? and R* have the meanings as defined in claim 1,
with a compound of formula III . _
. R-Z (1)
wherein R? has the meanijngs as defined in claim 1 and Z is halogen or B(OH):;
or reacting
(b) a compound of formula IV

2 N

wherein R?, R? and R* have the meanings as defined in claim 1,
with a compound of formula V
. R
I ~N (V)

X &

wherein R! has the meanings as defined in claim 1 and X is halogen;
or reacting
(c) a compound of formula VI

RL(," had

,NI (VD)
R R

wherein R?, R® and R* have the meanings as defined in claim 1 and hal is halogen,
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with a compound of formula VII

Rl
B
>

v

wherein R has the meaning as defined in claim 1, and Y is tnmethylnlyl or hydrogen, and if
desired, converting the compounds obtained into pharmacentically acceptable acid addition salts.

9. A process for preparing a compound of formula I as defined in claims 1 to 7, which

process comprises:

a) reacting a compound of formula

R'YN y |
N

with a compound of formula R'Z I

wherein Ry has the meanings as defined above and Z is halogen or B(OH),,

to a compound of formula
Rl
g
xn
ZZ
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wherein R', R? and R? are as described above and hal is preferably chloro or fluoro, or

b) reactinga oon'lp(;un'd of formula

v

witha con;pound c;f formula
. g}
, | N
! & v
to a compound of formula

wherein R}, R? and R? are as described above, and
if desired, when R* is other than hydrogen,

¢) reacting the compound of formula IA with a compound of formula: -
R'Hal V1

to a compound of formula
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R
_ wherein R', R%, R® and R* are as described above, and if desired,
converting the compounds obtained into pharmaceutically acceptable acid addition salts.

10. A medicament containing one or more compounds as claimed in any one of claims 1 to
7 and pharmacéutically acceptable excipients for the treatment and prevention of mGluR5
receptor mediated disorders.

11. A medicament according to claim 10 for the treatment and prevention of acute and/or
chronic neurological disorders, in particular anxiety, or for the treatment of chronic and acute
pain, or for the treatment of urinary incontinence.

12. A compound in accordance with any one of claims 1 to 7 as well as its pharmaceutically
acceptable salt for use in the treatment or prevention of diseases.

13. The use of a compound in accordance with any one of claims 1 to 7 as well as its
pharmaceutically acceptable salt for the manufacture of medicaments for the treatment and
prevention of mGluRS5 receptor mediated disorders.

14. The use according to claim 12 for the manufacture of medicaments for the treatment
and prevention of acute and/or chronic neurological disorders, in particular anxiety, or for the
treatment of chronic and acute pain, or for the treatment of urinary incontinence.

15. The invention as hereinbefore described.

L
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ANEXO EXPLICATIVO DE MODIFICACIONES A LAS
REIVINDICACIONES

En ejercicio del derecho conferido por el Articulo 28 numeral 1 del Tratado de
Cooperacion en materia de Patentes PCT, ateniamente me permito informar
a ese Despacho que el capitulo reivindicatorio tal como fue presentado

originaimente en Fase Intemacional ha sido modificado.

Las modificaciones realizadas se encuentran plenamente sustentadas en la
descripcidén de la presente invencién y en este sentido, no configuran una
.ampliacién del invento o de la divulgacibn contenida en la solicitud

presentada.



DERIVADOB DE IMIDAZ L. COMO ANTAGONISTAS DEL RECEPTOR GLUTAMATO

RESUMEN-OBJETO Y FINALIDAD DE LA INVENCION

La presente invencién se refiere a derivados del imidazol que
son antagonistas del receptor mGluR5, los cuales estén

representados por la f6rmula general I,

en donde R, R?, R} y R' son como Be han definido en 1la
descripcién, a un procedimiento para la obtencifn de 1los
mismos, asi como también a las sales farmacéuticamente
aceptables de los mismos para la elaboracién de un medicamento
para el tratamiento o prevencién de transtornos induc_:idoa por
el receptor mGluR5, tales como transtornos neurolSgicos agudos

y/o crbénicos.
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