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The present invention relates to new 0
“§ 10 derivatives of Dibenz[b,f]azepines with valu-
able pharmacological properties as well as c =CH
processes for their preparation.
1 5H - Dibenzo[b,f]azepine - 10{11H) - ones T
and derivatives thereof have not previously -
4 15 been known. It has now been found that
p N-derivatives of such compounds correspond-
E ing to the general formula Z‘Aﬂ\
co-cty - in which R signifies an alkyl or alkenyl radical
3 X Y 1 of at most 4 carbon atoms and X, Y, Z and 45
Am have the meaning given above, preferably
_ N in acid medium, for example in dilute hydro-
| chloric acid. Suitable starting substances of
Z~Am the general formula II are, for example,
E 5 - (B - dimethylamino - ethyl) - 10- 50
in which X signifies hydrogen, a halogen atom methoxy - SH - dibenzo[b,f]azepine,
] 20 or an alkyl radical of at most 3 carbon atoms, 5 - (y - dimethylamino - propyl) - 10-
x Y signifies hydrogen, a halogen atom or an . methoxy - SH - dibenzo[b,f]azepine,
> alkyl or alkoxy radical of at most 3 carbon 5 - (y - dimethylamino - propyl) - 10-
atoms, Z signifies a straight- or branched- ethoxy - SH - dibenzo[b,f]azepine, 55
chain alkylene residue containing 2—6 car- 5 - (8 - pyrrolidino - ethyl) - 10 - ethoxy-
3 25 bon atoms, and Am signifies a dialkylamino SH - dibenzo[b,f]azepine,
3 group of at most 8 carbon atoms, whilc one 5 - (y - piperidino - propyl) - 10 - meth-
of the two alkyl residucs of Am may be com- oxy - SH - dibenzo[b,f]azepine,
bined with the alkylene residue Z, or both 5 - (y - dimethylamino - propyl) - 10 - n- 60
alkyl residues of Am may be combmed among butoxy - SH - dibenzo[b,f]azepine,
1 30 themselves together, directly or via an oxygen 5 - [y - (4* - methyl - piperazino)-propyl ]~ :
atom or an alkylimino-group, possess valuable 10 - methoxy ~ SH - dibenzo[b,f]azepine and :
: pharmacological properties, especially anti- 5 - (y - dimethylamino - propyl) - 10- ]
! allergnc, antl—emetlc, anti-spasmodic and seda- methoxy - 3,7 - dichloro - SH - dibenzo[b,f]- 65 .
E tive activities, as well as intensifying the effect azepine, m.p. 96° C, :
1 35 of other medicaments, especially of narcotics. Compounds of general formula II have :
4 [Prireds 6d.) =
L
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one, oy 78 PHy 1 |dibenggip flazepine  nium compounds, o Fepe“,fFﬂ bn hpdeelyom 1,; as vl |
as t hei a, ﬂux 1 80 parts by volume ing a S5-substituted 10- lkoxy— or 10-alkenyl- i
Bf bric acid for an hour. After oxy- SH - dibenzo[b,f]azepine - 10(11H)-
coolmg, the reaction solution is made alkalinc one of the general formula
30 with concentrated ammonia and the oil which
separates is dissolved in ether. The ethereal 0'
solution is washed with water, dried and
evaporated. When the residue is distilled in c =CH
high vacuum, 5 - (8 - dimethylamino - ethyl)-
35 5H - dibenzo [b,f]azepine - 10(11H) - one
of b.p.g.,1 174—175°, m.p. 80° is obtainer.
The following are obtained in a similar
way : ; 2-Aem
5 - (y - dimethylamino - propyl}) - SH-
40 dibenzo[b,f]azepine - 10(11H) - one, b.p.;.00s
174°, in which R signifies an alkyl or alkenyl radical
5 « (8 - morpholine - cthyl) - SH - dibenz-  of at most 4 carbon atoms residue, and if
[b,f]azepine - 10(11H) - one, b.p.,, 202°,  desired converting the tertiary base so
5 - (v - piperidino - propyl) - SH - dibenzo- obtained into its salts with inorganic or
‘45 [b,f]azepine - 10(11H) - one, b.p.yq., 188, organic acids, or into a quaternary ammonium
5 - [y - (4" - methyl - piperazino)-propyl}- compound by adding a reactive ester of an
5H - dibenzo[b,f]azepine - 10(11H) - one, aliphatic or araliphatic aicchol.
m.p. 122°, 2. N - heterocyclic compounds of tie
5 - (y ~ dimethylamino - propyl) - 3,7- general formula
50 dichloro - SH - dibenzo[b,f]azepine- 10(1111)-
one, m.p. 87°,
5 - (py - dlmethylammo - propyl) - 3,7- co-cty
dimethyi - SH - dibenzo[b,f]azepine- X Y
10(11H)-one,
55 S - (y - dimethylamino - propyl) - 2- ';‘
methoxy - 5H - dibenzo[b,f]azepine- -lo(11m;- Z —Am
one,
5 - (8 - methyl - y - dimethylamino- :
propyl) - 5H - dibenzo[b,f]azepine-10(11I1}- in which X, Y, Z and Am have the meanings
60 one, bp .0.01; 3789, and given in claim 1, as well as their acid addi-
- (1' - methyl - piperidyl - 2')- tion salts and the quaternary ammonium com-
ethyl] - SH dibenzo[b,f]azepine - 10( llH)- pounds formed by adding on reactive esters
one, b.p.,.1 2029 of aliphatic or araliphatic alcohols.
WHAT WE CLAIM IS:— 3. N-Heterocyclic compounds of the
65
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Wlth inorganic or organic acids, such as
hydrochloric acid, hydrobromic acid, sulphuric
acid, phosphoric acxd methanesulphomc acid,
ethanedlsulphomc acxd acetic acid, citric acid,
malic acid, succinic acid, fumaric acid, malei:
acid, tartaric acid, benzoic acid and phthalic
acid, the tertiary bases form salts, some of
which arc soluble in water,

The following example illustrates in more
detail the preparation of the new compounds.
Parts signify therein parts by weight, and
these are to parts by volume as g are to
c.c. The temperatures are given in degrees
Centigrade.

10 parts of 5 - (B - dimethylamino - ethyl-
10 - methoxy - SH - dibenzo[b,f]azepine
are boiled under reflux in 80 parts by volume
of 2 N-hydrochloric acid for an hour. After
cooling, the reaction solution is made alkalinc
with concentrated ammonia and the oil which
scparates is dissolved in ether. The ethereal
solution is washed with water, dried and
evaporated. When the residue is distilled in
high vacuum, § - (8 - dimethylamino - ethyl)-
5H - dibenzo [b,f]azepine - 10(11H) - one
of b.p.y,c 174—175°, m.p. 80° is obtainer.

The following are obtained in a similar
way:

5 - (y ~ dimethylamino - propyl) - SH-
dibenzo[b,flazepine - 10(11H) - one, b.p.q.e0s
174°,

5 = (8 - morpholino - ethyl) - SH - Jdibenz 1~
[b,f]azepine - 10(11H) - one, b.p., 4 202°,

5 - (¥ - piperidino - propyl) - SH - dibenzo-
[bf]azepine - 10(11H) - one, b.p., . 1887,

5 - [y - (4* - methyl - piperazino)-propyl}-
SH - dibenzo[b,f]azepine - 10(11H) - one,
m.p. 122°,

5 - (y - dimethylamino - propyl) - 3,7~
dichloro - 5H - dibenzo[b,f}azepine-10(111 5 )
one, m.p. 87°,

5-(y - dlmethylammo - propyl) - 3,7-
dimethyi - SH - dibenzo[b,f]azepine-
10(11H)-one,

5 ~ (y - dimethylamino - propyl) - 2-
methoxy - SH - dibenzo[b,f]azepine-10(11H;-
one,

5 - (B - methyl - y - dimethylamino-

_propyl) - SH - dibenzo[b,f]azepine-10(11I1)-

one, b.p.g.0n1; 178%, and

5 - [8 - (1! - methyl - piperidyl -~ 2')-
ethyl] - SH dibenzo[b.f]azepine - 10{ llH)-
one, b.p.,o1 202°.
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in which X signifies hydrogen, a halogen atom
or an alkyl radical of at most 3 carbon atoms,
Y signifies hydrogen, a halogen atom or an
alkyl or alkoxy radical of at most 3 carbtn
atoms, Z signifies a straight or branched chain
alkylene residue containing 2—6 carbon
atorms, and Am signifies a dialkylamino group
of at most 8 carbon atoms, while one of the
two alkyl residues of Am may be combined
with the alkylene residue Z or both alkyl
residues of Am may be combined among

themselves together, directly or via an oxygen

atom or an alkylimino group, and if desired
their acid-addition salts or guaternaty ammo-
nium compounds, are prepared by hydrolys-
ing a 5-substituted 10-alkoxy- or 10-alkenyl-

oxy- SH - dibenzo[b,f]azepine - 10(11H)-
one of the general formula
OR
{
C =CH
N _
i
Z=Am

in which R signifies an alkyl or alkenyl radical
of at most 4 carbon atoms res:due, and if
desired converting the tertiary base so
obtained into its salts with inorganic or
organic acids, or. into a quaternary ammonium
compound by adding a reactive ester of an
aliphatic or araliphatic aicohol,

2. N - heterocyclic compounds of the
general formula

Co-Ctyy
B
Ry
Z ~Am

in which X, Y, Z and Am have the meanings
given in claim 1, as well as their acid addi-
tion salts and the quaternary ammonium com-
pounds formed by adding on reactive esters
of ahphanc or araliphatic alcohols,
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general formula I defined in claim 1, sub-
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in accordance with the DeC| si on Of t he Super i ntend| ng

stantially as herein described with reference

to and as illustrated in the foregoing examples.

4, Process for the manufacture of N-
heterocyclic compounds of the general formula

5 1 defined in claim 1, substantially as herein

described with reference to and as illustratcd
in the foregoing examples.
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