
EXAMPLE 24                 chloro  1,3 - dihydro - 5 - (p - methoxy-
1,3 - Dihydro - 3  hydroxy - 7 - nitro - 5 -  phenyl) - 2H - 1,4 -
benzodiazepin - 2 - one -                phenyl - 2H - 1,4  benzodiazepin -
2 - one  4 - oxide according to the procedure of Ex- can be prepared from
3 - acetoxy - 1,3 -  ample 1.             5  dihydro - 7 - nitro - 5 -
phenyl - 2H - 1,4 -    In this specification we make no per se  70
benzodiazepin - 2 - one according to the pro-  claim to compounds of
formula                cedure of Example 10. The latter can be
made by the process of Example 1 from the 4 - oxide described in British
Specification No.            10  972,968.
EXAMPLE 25                   1 - Allyl - 7  chloro - 1,3 - dihydro - 3 -
hydroxy - 5 - phenyl - 2H - 1,4 - benzodiaze-. pin - 2- one can be prepared
from 7 - chloro -             15  1,3 - dihydro - 3 - hydroxy - 5 - phenyl
- 2H -                 1,4 - benzodiazepin - 2 - one and allyl bromide
according to the procedure of Example 15.  where R is hydrogen and Z is
hydrogen or a                              EXAMPLE 26
chlorine atom or to their acid addition salts or 1,3 - Dihydro - 3 -
hydroxy - 7 - chloro -  pharmaceutical compositions containing them   75
20  5 - (o - tolyl) - 2H - 1,4 - benzodiazepin - 2 -  as these are claimed
in copending Application                 one can be prepared from 3 -
acetoxy - 1,3 -  No. 37788/65 (Serial No. 1022644); also we
dihydro - 7 - chloro - 5 - (o - tolyl) - 2H -  make no per se claim to the
compound where                 1,4 - benzodiazepin - 2 - one according to
the  Z is hydrogen and R is a methyl group or to procedure of Example 10.
its acid addition salts or pharmaceutical com-  80            25
EXAMPLE 27                 positions containing them as these are claimed
1,3 - Dihydro -3  - hydroxy - 7 - methyl-  in  copending  Application  No.
37789/65                sulphonyl - 5 - phenyl - 2H - 1,4 - benzo-  (Serial
No. 1022645).                diazepin - 2 - one can be prepared from 3 -
Subject to the above disclaimers WHAT acetoxy - 1,3 - dihydro- 7 -
methylsulphonyl -  WE CLAIM  IS:-                    85            30  5 -
phenyl - 2H - 1,4 - benzodiazepin - 2 -    1. A compound having the formula
one according to the procedure of Example 10.
EXAMPLE 28 



1,3 - Dihydro - 3 - hydroxy - 7 - chloro - 5 - (p - trifluoro -
methylphenyl) - 2H - 1,4 -            35  benzodiazepin - 2 - one can be
prepared from                3- acetoxy - 1,3 - dihydro - 7 - chloro - 5 -
(p - trifluoromethyl - phenyl) - 2H - 1,4 -                benzodiazepin -
2 - one according to the pro- cedure of Example 10.            40
EXAMPLE 29                  where X and Y are hydrogen, chlorine, bro-
3 - Acetoxy - 7,9 - dichloro - 1,3 - dihydro -  mine, nitro,
trifluoromethyl or methylsul-           5 - phenyl - 2H - 1,4 -
benzodiazepin - 2 one  phonyl; R is hydrogen or a hydrocarbon radi-  90
can be prepared from 7, 9- dichloro - 1,3 -  cal; Ar is a monocyclic
aromatic radical and dihydro  5 - phenyl - 2H - 1,4 - benzodiaze-  R[err]
is hydrogen, lower alkyl or an acyl radical             45  pin - 2 - one -
4 - oxide according to the  of a carboxylic acid; or an acid addition salt
procedure of Example 1.                  thereof.
EXAMPLE 30                   2. A compound according to Claim 1 having  95
6 - Chloro - 1,3 - dihydro - 3 - hydroxy -  the general formula 5 - phenyl
- 2H - 1,4 - benzodiazepin - 2 - one             50  can be prepared from 3
- acetoxy - 6 - chloro -                 1,3 - dihydro -5 - phenyl - 2H -
1,4 - benzo-                 diazepin - 2 - one according to the procedure
of Example 10. EXAMPLE 31             55    1 - Benzyl - 7 - chloro - 1,3
-dihydro - 3 -                hydroxy - 5 - phenyl - 2H - 1,4 - benzodiaze-
pin - 2 - one can be prepared from 7 - chloro -  where X is hydrogen,
chlorine, bromine, nitro                1,3 - dihydro - 3 - hydroxy - 5 -
phenyl - 2H -  or trifluoromethyl; R is hydrogen, alkyl or
1,4 - bcnzodiazepin - 2 - one and benzyl bro-  alkenyl; Ar is phenyl or
phenyl substituted by  100             60  mide according to the procedure
of Example  chlorine or fluorine or trifluoromethyl and R[err]
15.                                      is hydrogen, alkyl or an acyl
radical of a                              EXAMPLE 32
carboxylic acid.                   3 - Acetoxy - 7 - chloro - 1,3 - dihydro
-    3. A compound according to Claim  1, in                 5 - (p -
methoxyphenyl) - 2H - 1,4 - benzo-  which Y is hydrogen and X is hydrogen
or a 105             65  diazepin - 2 - one can be prepared from 7 -
chlorine, bromine, nitro, trifluoromethyl or       
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EXAMPLE 24                  chloro   1,3 - dihydro - 5 - (p - methoxy-
1,3 - Dihydro - 3  hydroxy - 7 - nitro - 5 -  phenyl) - 2H - 1,4 -
benzodiazepin - 2 - one -       phenyl - 2H - 1,4  benzodiazepin - 2 - one
4 - oxide according to the procedure of Ex-       can be prepared from  3 -
acetoxy - 1,3 -  ample 1.   5  dihydro - 7 - nitro - 5 - phenyl - 2H - 1,4
-    In this specification we make no per se  70      benzodiazepin - 2
one according to the pro-  claim to compounds of formula      cedure of
Example 10. The latter can be      made by the process of Example I from
the      4 - oxide described in British Specification No.  10  972,968.
EXAMPLE 25         1- Allyl - 7 - chloro - 1,3 - dihydro -3-       hydroxy
- 5 - phenyl - 2H - 1,4 - benzodiaze-       pin -  2 - one can be prepared
from 7 - chloro -   15 1,3 - dihydro  3 - hydroxy - 5 - phenyl - 2H -
1,4 - benzodiazepin - 2 - one and allyl bromide       according to the
procedure of Example 15.  where R is hrodrogen and Z is hydrogen or a
EXAMPLE 26                  chlorine atom or to their acid addition salts
or         1,3 - Dihydro - 3 - hydroxy - 7 - chloro -  pharmaceutical
compositions containing them  75  20  5 - (o - tolyl) - 2H - 1,4 -
benzodiazepin - 2 -  as these are claimed in copending Application
one can be prepared from 3 - acetoxy - 1,3 -  No. 37788/65 (Serial No.
1022644); also we       dihydro - 7 - chloro - 5 - (o - tolyl) - 2H -  make
no per se claim to the compound where       1,4 - benzodiazepin - 2 - one
according to the  Z is hydrogen and R is a methyl group or to
procedure of Example 10.                   its acid addition salts or
pharmaceutical com-  80  25                EXAMPLE 27
positions containing them as these are claimed         1,3 - Dihydro - 3 -
hydroxy - 7  methyl-  in  copending  Application  No. 37789/65
sulphonyl - 5 - phenyl -2H - 1,4 - benzo-  (Serial No. 1022645).
diazepin - 2 - one can be prepared from 3 -    Subject to the above
disclaimers WHAT       acetoxy - 1,3 - dihydro- 7 - methylsulphonyl -  WE
CLAIM  IS:-                        85  30  5 - phenyl - 2H - 1,4
benzediazepin - 2 -   1. A compound having the formula      one according
to the procedure of Example 10.                     EXAMPLE 28         1,3
- Dihydro - 3 - hydroxy - 7 - chloro -       5 - (p - trifluoro -
methylphenyl) - 2H - 1,4 - 



35  benzodiazepin - 2 - one can be prepared from       3- acetoxy - 1,3 -
dihydro - 7 - chloro - 5 -       (p - trifluoromethyl - phenyl) - 2H - 1,4
-       benzodiazepin - 2 - one according to the pro-       cedure of
Example 10.  40                EXAMPLE 29                   where X and Y
are hydrogen, chlorine, bro-         3 - Acetoxy - 7,9 - dichloro - 1,3 -
dihydro -  mine, nitro  trifluoromethyl or methylsul- 5 - phenyl - 2H - 1,4
- benzodiazepin - 1-1 one  phonyl; R is hydrogen or a hydrocarbon radi-  90
can be prepared from 7, 9- dichloro - 1,3 -  cal; Ar is a monocyclic
aromatic radical and       dihydro - 5 - phenyl - 2H - 1,4 - benzodiaze-
R[err] is hydrogen, lower alkyl or an acyl radical   45  pin - 2 - one - 4
- oxide according to the  of a carboxylic acid; or an acid addition salt
procedure of Example 1.                    thereof.
EXAMPLE 30                     2. A compound according to Claim 1 having
95         6 - Chloro - 1,3 - dihydro - 3 - hydroxy -  the general formula
5 - phenyl - 2H - 1,4 - benzodiazepin - 2 - one   50  can be prepared from
3 - acetoxy - 6 - chloro -       1,3 - dihydro - 5 - phenyl - 2H - 1,4 -
benzo-       diazepin - 2 - one according to the procedure       of Example
10.                     EXAMPLE 31   55    1 - Benzyl - 7 - chloro - 1,3 -
dihydro - 3 -       hydroxy - 5 - phenyl - 2H - 1,4 - benzodiaze-       pin
- 2 - one can be prepared from 7 - chloro -  where X is hydrogen, chlorine,
bromine, nitro       1,3 - dihydro - 3 - hydroxy - 5 - phenyl - 2H -  or
trifluoromethyl; R is hydrogen, alkyl or       1,4 - bcnzodiazepin - 2 -
one and benzyl bro-  alkenyl; Ar is phenyl or phenyl substituted by  100
60  mide according to the procedure of Example  chlorine or fluorine or
trifluoromethyl and R[err]       15.
is hydrogen, alkyl or an acyl radical of a                     EXAMPLE 32
carboxylic acid.         3 - Acetoxy - 7 - chloro - 1,3 - dihydro -    3. A
compound according to Claim  1, in       5 - (p - methoxyphenyl) - 2H - 1,4
- benzo-  which Y is hydrogen and X is hydrogen or a 105   65  diazepin - 2
- one can be prepared from 7 -  chlorine, bromine, nitro, trifluoromethyl
or         



6                                       1,022,642     methylsulphonyl
substituent at the 7-position;  oxy - 5  monocyclic aryl - 1,3  dihydro -
R is hydrogen or lower alkyl, Ar is phenyl  2H - 1,4 - benzodiazepin  2 -
one obtained    or chlorophcnyl and R[err] is hydrogen, lower  and, if
desired, isolating the product as an    alkyl or an acyl radical of a lower
carboxylic  acid addition salt. acid.
20. A process for the production of a 3 -  70       4. A compound according
to Claim  1 in  acyloxy- or 3 - hydroxy - 5 - monocyclic aryl -     which Y
is hydrogen and X is a chlorine atom   1,3 - dihydro - 2H - 1,4 -
benzodiazepin - 2 -     at the 7-position; R is hydrogen or methyl;  one or
acid addition salt thereof according to     Ar is phenyl or a chlorophenyl
group; and R[err]  any one of Claims 1 to 14 and 16 to 18 which 10  is
hydrogen or an acyl radical of a lower car-  comprises reacting an
appropriate 5 - mono-  75     boxylic acid.
cyclic aryl - 1,3 - dihydro - 2H - 1,4 - benzo-       5. A compound
according to any one of  diazepin - 2 - one 4 - oxide with an organic
Claims 1 to 3, in which R is hydrogen or  carboxylic acylating agent as
hereinbefore de-     methyl.                                      fined
and, if desired, hydrolysing the 3 - acyl- 15    6. A compound according to
any one of  oxy - 5 - monocyclic aryl - 1,3 - dihydro -  80     Claims 1 to
3, in which R[er] is haloacyl or  2H - 1,4 - benzodiazepin - 2 - one
obtained     aminoacyl.                                   and, if desired
isolating the product as an acid       7. A 3 - aminoacyloxy - 5 -
monocyclic -  addition salt.     aryl - 1,3 - dihydro - 2H - 1,4 -
benzodiaze-    21. A process for the production of a 3 - 20  pin - 2 - one
according to Claim 1.        hydroxy - 5 - monocyclic aryl - 1,3 - dihydro
-  85       8. A 3 - hydroxy - 7 - (chloro or bromo) -  2H - 1,4 -
benzodiazepin - 2 - one or acid     1 - alkyl - 5 - phenyl - 1,3 - dihydro
- 2H -  addition salt thereof according to any one of     1,4 -
benzodiazepin - 2 - one according to  Claims 1 to 5, 8, 9, 17 and 18 which
comprises     Claim 1.                                     hydrolysing a
corresponding 3 - (acyloxy- or 25    9. A 3 - hydroxy - 7 - (chloro or
bromo) -  halo-) 5 - monocyclic aryl - 1,3 - dihydro -  90     5 - phenyl -
1,3 - dihydro - 2H - 1,4 - benzo-  2H - 1,4  benzodiazepin - 2 - one and,
if de-     diazepin - 2 - one according to Claim 1.    sired, isolating the
product as an acid addition        10. A 3 - alkenoyloxy - 7 - (chloro or
salt.     bromo) - 5 - phenyl - 1,3 - dihydro - 2H -    22. A process
according to Claim  19 or 30  1,4 - benzodiazepin - 2 - one according to
Claim 20, in which the acylating agent is a  95     Claim  1.
carboxylic acid halide or anhydride.       11. A 3 - alkanoyloxy - 7 -
trifluoromethyl -    23. A process according to Claim 21, which     5 -
phenyl - 1,3 - dihydro - 2H - 1,4 - ben-  comprises hydrolysing a 3 -
alkanoyloxy - 1 -     zodiazepin - 2 - one according to Claim 1.   alkyl -
7 - (chloro or bromo) - 5 - phenyl - 35    12. 3 - Acetoxy - 7 - chloro - 5
- phenyl -  1,3 - dihydro   -2H - 1,4 - benzodiazepin - 2 - 100     1,3 -
dihydro - 2H - 1,4 - benzodiazepin - 2 -  one.     one.
24. A process according to Claim 21 which 



13. 3 - Acetoxy  7 - chloro - 1 - methyl -  comprises hydrolysing a 3 -
acyloxy - 7 -     5 - phenyl - 1,3 - dihydro - 2H - 1,4 - ben-  (chloro or
bromo) - 5 - phenyl - 1,3 - dihydro - 40  zodiazepin - 2 - one.
2H - 1,4 - benzodiazepin - 2  one.        105       14. 3 - Benzoyloxy - 7
- chloro - 5 - phenyl -    25. A process according to Claim 21 which
1,3 - dihydro - 2H - 1,4 - benzodiazepin - 2 -  comprises hydrolysing a 3 -
alkanoyloxy - 7 -     one.                                         (chloro
or bromo) - 5 - phenyl - 1,3 - dihydro -       15. 3 - Ethoxy - 7 - chloro
- 5 - phenyl -  2H - 1,4 - benzodiazepin - 2 - one. 45  1,3 - dihydro - 2H
- 1,4 - benzodiazepin - 2 -    26. A process according to anyone of Claims
110     one.                                         19 to 22, 24 and 25
which includes the sub-       16. 3  Morpholinoacetoxy - 7 - chloro -5 -
sequent step of alkylation as hereinbefore de-     phenyl - 1,3 - dihydro -
2H - 1,4 - benzo-  fined in the presence of an alkali to introduce
diazepin - 2  one.                           a 1 - hydrocarbon substituent.
50    17. 3 - Hydroxy - 7 - chloro - 1 - methyl -    27. A process
according to Claim 22 which  115     5 - (o - chlorophenyl) - 1,3 - dihydro
- 2H -  comprises treating a 7 - (chloro or bromo) - 5 -     1,4 -
benzodiazepin - 2 - one.               phenyl - 1,3 - dihydro - 2H - 1,4 -
benzo-       18. A compound according to Claim 1 sub-  diazepin - 2 - one -
4 - oxide with an anhydride     stantially as described herein and shown
with  or halide of an aliphatic carboxylic acid. 55  reference to any one
of Examples 1 to 8, 11,    28. A process according to Claim 27 which  120
13, 16 and 18 to 32.                         comprises treating a 7 -
chloro - 5 - phenyl -       19. A process for the production of a 3 -  1,3
- dihydro - 2H - 1,4 - benzodiazepin- 2 -     acyloxy- or 3 - hydroxy - 5 -
monocyclic aryl -  one - 4 - oxide with acetic anhydride or acetyl     1,3
- dihydro - 2H - 1,4 - benzodiazepin - 2 -  chloride. 60  one or acid
addition salt thereof which com-   29. A process according to Claim 22
which  125     prises reacting an appropriate 5 - monocyclic  comprises
treating a 7 - trifluoromethyl - 5 -     aryl - 1,3 - dihydro - 2H - 1,4 -
benzodiaze-  phenyl - 1,3 - dihydro - 2H - 1,4 - benzo-     pin - 2 - one -
4 - oxide with an organic car-  diazepin - 2 - one - 4 - oxide with an
anhydride     boxylic acylating agent as herein-before de-  or halide of an
aliphatic carboxylic acid. 65  fined and, if desired, hydrolysing the 3 -
acyl-   30. A process according to any one of Claims 130
1,022,642                                   7                   19 to 29 in
which the hydrolysis of a 3 -  diazepin - 2 - one according to Claim 1 pre-
acyloxy - 5 - monocyclic aryl - 1,3 - dihydro-  pared by a process
according to Claim 24 or 



2H - 1,4 - benzodiazepin - 2 - one is carried  Claim 25 or by an obvious
chemical equivalent                  out in the presence of an alkali.
thereof.  5    31. A process for the preparation of a 3 -    37. A
3-alkanoyloxy - 7 - (chloro or bromo) -  45                  amino -
acyloxy - 5 - monocyclic aryl - 1,3 -  5 - phenyl - 1,3 - dihydro - 2H -
1,4 - benzo-                  dihydro - 2H - 1,4 - benzodiazepin - 2 - one
diazepin - 2 - one according to Claim 1 pre-                  or acid
addition salt thereof according to any  pared by a process according to
Claim 27 or                  one of Claims 6, 7 and 16, in which a corres-
by an obvious chemical equivalent thereof. 10 ponding 3 - halo - acyloxy -
5 - monocyclic    38. 3 - Acetoxy - 7 - chloro - 5 - phenyl -  50
aryl - 1,3  dihydro - 2H - 1,4 - benzodiaze-  1,3 - dihydro - 2H - 1,4 -
benzodiazepin - 2 -                  pin - 2 - one according to Claim 6 is
reacted  one prepared by a process according to Claim                  with
an amine and, if desired, the product is  28 or by an obvious chemical
equivalent there-                  isolated as an acid addition salt.
of. 15   32. A process for the preparation of a 3 -    39. A 3 -
alkanoyloxy - 7 - trifluoromethyl -  55                  alkoxy - 5 -
monocyclic aryl - 1,3 - dihydro -  5 - phenyl - 1,3 - dihydro - 2H - 1,4 -
ben-                  2H - 1,4 - benzodiazepin - 2 - one according
zodiazepin - 2 - one according to Claim  1                  to any one of
Claims 1 to 3, 5 and 15, in which  prepared by a process according to Claim
29                  a corresponding 3 - halo - 5 - monocyclic aryl -  or by
an obvious chemical equivalent thereof. 20  1,3 - dihydro - 2H - 1,4 -
benzodiazepin - 2 -    40. 3 - Hydroxy - 7 - chloro - 5 - phenyl -  60
one is reacted with an alcohol and, if desired,  1,3 - dihydro - 2H - 1, 4-
benzodiazepin - 2 -                  the product is isolated as an acid
addition  one produced by a process according to any one
salt.                                    of Claims 19 to 22, 24, 25, 27,
28, 30 and 33.                    33. A  process for the production of a
41. A process for the manufacture of phar- 25  compound according to Claim
1 substantially  maceutical preparations having sedative, anti-  65
as described herein and shown with reference  convulsant or muscle relaxant
properties in                  to the Examples.
which a compound according to any one of                    34. A compound
according to any one of  Claims 1 to 18 and 34 to 40 is put into
Claims 1 to 18 produced by a process accord-  a medicinally acceptable
form. 30  ing to any one of Claims 19 to 33 as appro-    42. A
pharmaceutical preparation having  70                  priate or by an
obvious chemical equivalent  sedative, anti-convulsant or muscle relaxant
thereof.                                 properties containing a compound
according                    35. A 3 - hydroxy - 7 - (chloro or bromo) -
to any one of Claims 1 to 18 and 34 to 40                  1 - alkyl - 5 -
phenyl - 1,3 - dihydro - 2H -  and a pharmaceutically acceptable carrier.
35  1,4 - benzodiazepin - 2 - one according to                  Claim 1
prepared by a process according to             J. L. BETON,
Claim 23 or by an obvious chemical equivalent      Chartered Patent Agent,
thereof.                                       John Wyeth & Brother
Limited,                    36. A 3 - hydroxy - 7 - (chloro or bromo) -
Huntercombe Lane South, Taplow, 40  5 - phenyl - 1,3 - dihydro - 2H   1,4 -
benzo-        Maidenhead, Berkshire.  



PATENTS ACT, 1949
SPECIFICATION NO, 1,022,642                        In accordance with the
Decision of the Superintending Examiner, acting for the
Comptroller-General, dated the 21st day of June, 1966 this Specification
has been                amended under Section 29 in the following manner:-
[err]       ERRATUM SPECIFCATION NO 1,022,642 AMENDMENT NO 1  [ERR]    


