
4                                        1,079,271       those incorporated
in preparations for oral      administrations, or they may contain sub-
stances that facilitate the diffusion of the      medicament in situ, such
as sodium-bicarbon-              [err]  5  ate or magnesium carbonate.
The percentage of active ingredient in the     preparations of the
invention may be varied,     it being necessary that it should constitute a
proportion such that a suitable dosage shall  (wherein R[err] is as defined
in claim 1) with a 10  be obtained. The dosage depends on the  compound of
the formula:                     55     desired therapeutic effect, on the
route of ad-         [err]     ministration and on the duration of the
treat-     ment. For oral administration to an adult 



suffering from  trichomoniasis the dosage is  (wherein Z represents the
acid residue of a 15 generally 0.1 to 1 g. of active substance per reactive
ester, Y represents a hydrogen atom     day, while for vaginal
administration it may  or a radical which protects the hydroxyl group
vary from 0.25 to 1 g. per day.            during the reaction, and is
readily replaceable  60       The following Example illustrates pharma-  by
a hydrogen atom, and R, is as defined in     ceutical preparations
according to the inven-  claim 1) and, where Y is other than a hydro- 20
tion.                                      gen atom, liberating the
hydroxyl group by                                                 methods
known per se.                                                   6. Process
according to claim  5 wherein  65       Tablets having a unitary
composition as  [err] represents a tetrahydropyranyl or benzyl
indicated below are formulated by the usual  group and the product obtained
is subjected     methods  of mixing  the  ingredients  and  to acid
hydrolysis to liberate the hydroxyl 25  tableting:
group.       1 - (2 - hydroxypropyl) - 2 -              7. A modification
of the process claimed in  70         methyl - 5 - nitroimidazole   0.250
g.    claim  5 which comprises reacting a 1,2 -       wheat starch
0.220 g.    alkyleneoxide of the formula:       colloidal silica
0.026 g. 30    magnesium stearate           0.004 g.
[err]       WHAT WE CLAIM IS:-       1. Imidazole  derivatives of the
general     formula:
(wherein R[err] is as defined in claim 1) with a 



nitroimidazole of the formula specified in  75
claim 5 in solution in a liquid medium con-                         [err]
taining or consisting of at least one organic                acid which is
a solvent for the nitromidazole,                        and recovering the
1- (2 - alkyl - 2 - hydroxy-                        ethyl)imidazole product
from  the reaction  80                           mixture.
8. Process according to claim 7 wherein
the reaction is effected at a temperature with- 35  wherein R[err]
represents a hydrogen atom or an  in the range 10 to 50[err]C.     alkyl
group containing 1 to 5 carbon atoms,  9. Process according to claim  8
wherein  85     and R[err] represents an alkyl group containing  the
temperature is 20[err] to 30[err]C.     1 to 6 carbon atoms, and acid
addition salts    10. Process according to claim  7, 8 or 9     thereof.
wherein the nitroimidazole is in solution in a 40    2. Imidazole
derivatives according to claim  saturated aliphatic carboxylic acid, or a
mix-     1 wherein R[err] represents an alkyl group, and  ture of saturated
aliphatic carboxylic acids,  90     R[err] represents methyl or ethyl.
the acid or acids containing up to 4 carbon       3. 1 - (2 -
Hydroxypropyl) - 2 - methyl -  atoms.     5 - nitroimidazole and acid
addition salts   11. Process according to claim 10 wherein 45  thereof.
the aliphatic carboxylic acid is formic acid.       4. 1 - (2 -
Hydroxybutyl) - 2 - methyl -   12. Process according to claim 10 wherein
95     5 - nitroimidazole and acid addition salts  the nitroimidazole is in
solution in a mixture     thereof.                                   of
formic and acetic acids. 



5. Process for the preparation of imidazole    13. Process according to any
one of claims 50  derivatives as claimed in claim 1 which com-  7 to 12
wherein the liquid solvent medium for     prises reacting in the absence of
a basic con-  the nitroimidazole starting material includes  100
densing agent a nitroimidazole of the formula:  water.
1,079,271                      14. Process according to any one of claims
thereof, in association with a pharmaceutical                   7 to 13
wherein the molecular ratio of 1,2 -  carrier or coating.
alkyleneoxide to nitroimidazole reactant is    18. Pharmaceutical
preparations according  20                   3 to 6:1.
to claim 17 which contain 1 - (2 - hydroxy-                15. Process for
the preparation of imidazole  propyl) - 2 - methyl - 5 - nitroimidazole or
derivatives of the formula specified in claim   a non-toxic acid addition
salt thereof.                   1 and acid addition salts thereof
substantially    19. Pharmaceutical preparations according
as hereinbefore described with especial refer-  to claim 17 which contain 1
- (2 - hydroxy-  25    as hereinbefore described with especial refer-
butyl) - 2 - methyl - 5 - nitroimidazole or a                   55  ence to
Example I or II.           non-toxic acid addition salt thereof. 



10   16. Imidazole derivatives of the formula    20. Pharmaceutical
preparations according                   specified in claim 1 and acid
addition salts to claim 17 substantially as hereinbefore des-
thereof when prepared by a process claimed  cribed with especial reference
to Example III.  30 a                 in any one of claims 5 to 15. 17.
Pharmaceutical preparations which com-         J. A. KEMP & CO., 15  prise,
as active ingredient, at least one imida-    Chartered Patent Agents,
zole derivative as claimed in any one of claims         14, South Square, 1
to 4 and 16, or non-toxic acid addition salt     Gray's Inn, London, W.C.1.
Leamington Spa: Printed for Her Majesty's Stationery Office by the Courier
Press.-1967             Published at The Patent Office, 25, Southampton
Buildings, London, W.C.2, from which copies may be obtained. n  65
ERRATA                                            SPECIFICATION No.
1,079,271  



Page 1, line 56, for "sterioisometric" read "sterioisomeric" Page 4, line
78, for "nitromidazole," read
"nitroimidazole," THE PATENT OFFICE
2nd October 1967       9         a.    


