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carried out at ca. 20[err]C  thereof. in water or in an inert organic
solvent.      24) A process in accordance with any one of 21) A process in
accordance with claim 19  the preceding process claims, which process or
claim  20, wherein the compound of the  comprises reacting 2 - (chloro -
methyl) - 4- 5  general formula R[err]-NH[err] used in the reaction  phenyl
- 6 - chloro - quinazoline 3-oxide with is ammonia or an alkyl or alkenyl
amine con-  methyl amine and, if desired, transforming the taining up to
seven carbon atoms.           product into an acid addition salt by
treatment with an 22) A process in accordance with any one of  acid. the
preceding process claims; wherein the    25) A process for the manufacture
of the  25 10  halide used as a starting material is a 2-(halo-  substances
claimed in claim 1 hereof, substan- geno - methyl) - 4 - phenyl - 6 -
halogeno-  tially as described with reference to the quinazoline 3-oxide or
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claim 22,           W. D. WHITAKER, wherein the halide used as the starting
material           Patent Agent, 15  is a 2-(halogeno - methyl) - 4 -
phenyl - 6-     For: F. Hoffmann-La Roche & Co., chloro-quinazoline 3-oxide
or a hydrochloride           Aktiengesellschaft. Leamington Spa: Printed
for Her Majesty's Stationery Office, by the Courier Press.-1961. Published
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copies may be obtained.    864,824                                     5
lization from a mixture of ethanol and petro-  3H - 1,4  benzodiazepine
4-oxide and its 



leum  ether, the 2 - (methyl  amino) - 5-  hydrochloride. (41 - methoxy -
phenyl) - 3H   1,4 - benzo-    5) 2 - (ethyl - amino) - 5 - phenyl - 7-  60
diazepine 4-oxide formed colourless prisms  chloro - 3H - 1,4 -
benzodiazepine  4-oxide 5  melting at 251-252[err]C.
and its hydrochloride. A solution of the above base in an equivalent    6)
2 - (butyl - amino) - 5 - phenyl - 7- amount of 1-N methanolic hydrochloric
acid  chloro - 3H - 1,4 - benzodiazepine  4-oxide was concentrated in vacuo
and the residue  and its hydrochloride.                     65 crystallized
from a small amount of methanol    7) 2   (allyl - amino) - 5 - phenyl - 7-
10  with the addition of acetone and ether. The  chloro - 3H - 1,4 -
benzodiazepine  4-oxide thus obtained hydrochloride of 2-(methyl-  and its
hydrochloride. amino) - 5 - (4[err] - methoxy - phenyl) - 3H-    8) 2 -
([err] - hydroxy - ethylamino) - 5- 1,4-benzodiazepine 4-oxide formed
colourless  phenyl - 7   chloro - 3H  - 1,4 - benzo-  70 rosettes of plates
melting at 218[err]-219[err]C.  diazepine 4-oxide and its hydrochloride. 15
EXAMPLE 16                     9) 2 - ([err] - methoxy - ethylamino) - 5- A
suspension of 25 g of 2-(chloro-methyl)-  phenyl - 7 - chloro - 3H  - 1,4 -
benzo- 4 - (4[err] - chloro - phenyl) - 6,7 - dimethyl-  diazepine 4-oxide
and its hydrochloride. quinazoline  3-oxide in 250 ml of 30%        10) 2 -
(methyl - amino) - 3 - methyl - 5-  75 methanolic methyl amine was stirred
at room   phenyl - 7 - chloro - 3H  - 1,4 - benzo- 20  temperature for 15
hours.                  diazepine 4-oxide and its hydrochloride. The
precipitated 2 - (methyl - amino) - 5-    11) 2 - (methyl - amino) - 5 -
phenyl - 7,8- (4[err] - chloro - phenyl) - 7,8 - dimethyl - 3H-  dichloro -
3H - 1,4 - benzodiazepine 4-oxide 1,4 - benzodiazepine 4-oxide was filtered
off  and its hydrochloride.                 80 and recrystallized from
methanol; m.p. 258-    12) 2 - (methyl - amino) - 5 - phenyl - 7- 25
259[err]C.                                     bromo - 3H - 1,4 -
benzodiazepine 4-oxide The base was suspended in a 20-fold amount  and its
hydrochloride. 



of methanol and dissolved by the addition of    13) 2 - amino - 5 - phenyl
- 7 - bromo- an equivalent amount of 1-N  methanolic  3H - 1,4 -
benzodiazepine 4-oxide and its  85 hydrochloric acid. The solution was
concen-  hydrochloride. 30  trated in vacuo and the residue was recrystal-
14) 2 - methyl - amino - 5 - phenyl - 3H- lized from  a small amount of
water with  1,4 - benzodiazepine and its hydrochloride. addition of
ethanol, acetone and ether. The 2-    15) 2 - (methyl - amino) - 5 - phenyl
- 7- (methyl - amino) - 5  (4[err] - chloro - phenyl)-  methyl - 3H - 1,4 -
benzodiazepine 4-oxide  90 7,8 - dimethyl - 3H   1,4 - benzodiazepine  and
its hydrochloride. 35  4-oxide  hydrochloride  formed  colourless    16) 2
- (methyl - amino) - 5 - phenyl - 7,8- needles melting at 247-248[err]C.
dimethyl - 3H - 1,4 - benzodiazepine 4-oxide WHAT WE CLAIM IS: -
and its hydrochloride. 1) Compounds of the general formula:       17)
2-(methyl - amino) - 5 - (4[err] - methoxy-  95 phenyl) - 3H - 1,4 -
benzodiazepine 4-oxide and its hydrochloride. 5           [err]
18) 2 - (methyl - amino)- 5 - (4[err]- chloro- phenyl) - 7,8 - dimethyl -
3H - 1,4 - benzo- diazepine 4-oxide and its hydrochloride.   100 19) A
process for the manufacture of the substances claimed in claim  1 hereof,
which process comprises reacting a halide of the general formula 40
wherein R[err] stands for a hydrogen atom or an alkyl, alkenyl,
hydroxy-alkyl or alkoxy-alkyl group, R[err] stands for phenyl or a
nitro-phenyl, halogeno-phenyl or alkoxy-phenyl group, R[err] 



stands for an optional alkyl group and R[err] and
105 45  R[err] each stand for an optional alkyl or halogeno group (the
bonds to the optional groups being denoted by broken lines), and acid
addition salts thereof. 2) Compounds as claimed in claim 1 and  (wherein
R[err], R[err], R[err] and the broken lines have 50  acid addition salts
thereof, wherein the alkyl  the significance given in claim 1, R stands for
or alkenyl groups represented by R[err]  and the  a hydrogen atom or an
alkyl group and X alkyl groups by R[err], R[err] and R[err] are groups
stands for a halogen atom), or a salt thereof, which contain up to seven
carbon atoms.    with a compound of the general formula 110 3) 2 - (methyl
- amino) - 5 - phenyl - 7-  R[err]-NH[err] (where R[err] has the
significance given 55  chloro - 3H - 1,4 - benzodiazepine  4-oxide  in
claim 1) and, if desired, transforming the and its hydrochloride.
product into a salt by treatment with an acid. 4) 2 - Amino - 5 - phenyl -
7 - chloro-    20) A process in accordance with claim 19,    864,824
5 lization from a mixture of ethanol and petro-  3H - 1,4  benzodiazepine
4-oxide and its leum  ether, the 2 - (methyl - amino) - 5-  hydrochloride.
(4[err] - methoxy - phenyl) - 3H - 1,4 - benzo-    5) 2 - (ethyl - amino) -
5 - phenyl - 7-  60 diazepine 4-oxide formed colourless prisms  chloro - 3H
- 1,4 - benzodiazepine  4-oxide 5  melting at 251-252[err]C.
and its hydrochloride. A solution of the above base in an equivalent    6)
2 - (butyl - amino) - 5 - phenyl - 7- amount of 1-N methanolic hydrochloric
acid  chloro - 3H - 1,4 - benzodiazepine 4-oxide 
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and its hydrochloride. amino) - 5 - (4[err] - methoxy - phenyl) - 3H-    8)
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colourless  phenyl - 7 - chloro - 3H - 1,4 - benzo-  70 rosettes of plates
melting at 218[err]-219[err]C.  diazepine 4-oxide and its hydrochloride. 15
EXAMPLE 16                    9) 2 - ([err] - methoxy - ethylamino) - 5- A
suspension of 25 g of 2-(chloro-methyl)-  phenyl - 7 - chloro - 3H - 1,4 -
benzo- 4 - (4[err] - chloro - phenyl) - 6,7 - dimethyl-  diazepine 4-oxide
and its hydrochloride. quinazoline 3-oxide in 250 ml of 30%        10) 2 -
(methyl - amino) - 3 - methyl - 5-  75 methanolic methyl amine was stirred
at room   phenyl - 7 - chloro - 3H - 1,4 - benzo- 20  temperature for 15
hours.                  diazepine 4-oxide and its hydrochloride. The
precipitated 2 - (methyl - amino) - 5-    11) 2 - (methyl - amino) - 5 -
phenyl - 7,8- (4[err] - chloro - phenyl) - 7,8 - dimethyl - 3H-  dichloro -
3H - 1,4 - benzodiazepine 4-oxide 1,4 - benzodiazepine 4-oxide was filtered
off  and its hydrochloride.               80 and recrystallized from
methanol; m.p. 258[err]-  12) 2 - (methyl - amino) - 5 - phenyl - 7- 25
259[err]C.                                    bromo - 3H - 1,4 -
benzodiazepine 4-oxide The base was suspended in a 20-fold amount  and its
hydrochloride. of methanol and dissolved by the addition of    13) 2 -
amino - 5 - phenyl - 7 - bromo- an equivalent amount of 1-N  methanolic  3H
- 1,4 - benzodiazepine 4-oxide and its  85 hydrochloric acid. The solution
was concen-  hydrochloride. 30  trated in vacuo and the residue was
recrystal-    14) 2 - methyl - amino - 5 - phenyl - 3H- lized from  a small
amount of water with  1,4 - benzodiazepine and its hydrochloride. addition
of ethanol, acetone and ether. The 2-    15) 2 - (methyl - amino) - 5 -
phenyl - 7- 



(methyl - amino) - 5 - (4[err] - chloro - phenyl)-  methyl -3H - 1,4 -
benzodiazepine 4-oxide  90 7,8 - dimethyl - 3H - 1,4 - benzodiazepine  and
its hydrochloride. 35  4-oxide  hydrochloride  formed  colourless    16) 2
- (methyl - amino) - 5 - phenyl - 7,8- needles melting at 247-248[err]C.
dimethyl - 3H - 1,4 - benzodiazepine 4-oxide WHAT WE CLAIM IS: -
and its hydrochloride. 1) Compounds of the general formula:      17)
2-(methyl - amino) - 5 - (4[err] - methoxy-  95 phenyl) - 3H - 1,4 -
benzodiazepine 4-oxide and its hydrochloride. [err]             18) 2 -
(methyl - amino) - 5 - (4[err] - chloro- phenyl) - 7,8 - dimethyl - 3H -
1,4 - benzo- diazepine 4-oxide and its hydrochloride.  100 19) A process
for the manufacture of the substances claimed in claim 1 hereof, which
process comprises reacting a halide of the general formula 40  wherein
R[err] stands for a hydrogen atom or an alkyl, alkenyl, hydroxy-alkyl or
alkoxy-alkyl group, R[err] stands for phenyl or a nitro-phenyl,
X halogeno-phenyl or alkoxy-phenyl group, R[err]               [err] stands
for an optional alkyl group and R[err] and
105 45  R[err] each stand for an optional alkyl or halogeno group (the
bonds to the optional groups being denoted by broken lines), and acid
addition salts thereof. 2) Compounds as claimed in claim 1 and  (wherein
R[err], R[err], R[err] and the broken lines have 



50  acid addition salts thereof, wherein the alkyl  the significance given
in claim 1, R stands for or alkenyl groups represented by R[err] and the  a
hydrogen atom or an alkyl group and X alkyl groups by R[err], R[err] and
R[err] are groups  stands for a halogen atom), or a salt thereof, which
contain up to seven carbon atoms.   with a compound of the general formula
110 3) 2 - (methyl - amino) - 5 - phenyl - 7-  R[err]-NH[err] (where R[err]
has the significance given 55  chloro - 3H - 1,4 - benzodiazepine 4-oxide
in claim 1) and, if desired, transforming the and its hydrochloride.
product into a salt by treatment with an acid. 4) 2 - Amino - 5 - phenyl -
7 - chloro-    20) A process in accordance with claim 19,    ERRATA
SPECIFICATION NO. 864,824 Page 3, line 39, after "hydroxy" insert "hyphen"
Page 6, line 23, after "acid" insert "addition" THE PATENT OFFICE, 10th
May, 1961                                     DS 93341/1(29)/R.153 200 5/61
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