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COMPLETE· SPECIFICATION 

Benzodiazephie Compounds 
We, AMmuCAN HOME PRODUCTS CoRPORA­

TION, a corporation ~ and existing 
tmder the laws df the S·tate of Dehl.ware, 
Um'ted States of America, of 685 Third 

S Avenue, New York City 17, New York, 
United States of America, do hereby declare 
the invention, for which we pray that a pa.tent 
may be granted to us, and the method by 
which it is to be performed; to be particu-

10 :lwly described in and by the following state­
ment:-

·This invention relates to 5 - aryl - 7 -
chloro - 1,3 - dli:h.ydro - 2H - 1,4 - benzo­
d!iazepin .- 2 - ones having at the 3 - position 

15 a hydroxy group, or acid addition sa!lts thereof 
and also to phannaceutical prepamtions con­
ni:ining them. 

The compoundS df the invention have anti­
convulsam, muscle-relaxing and tranquilising 

20 properties. . 
The compounds of the invention have the 

formuia: 

where X is hydrogen or chlorine. 
25 Processes for preparing the com.pounds of 

the invention are part of the subject of co­
pending Application No. 32910/62. (Serial 
No. 1,022,642). 

·Ille compounds of the invention can be 
30 administered parenterally or orally as phar­

mareutica:l preparations containing the com­
pound and a pharmaceutically acceptable 
earner; for linstance d.iiuents, solvents, suspend­
fug agents, fillers, excipients, adhesives, colour-
[Pric14s. 6d.] 

ing and .flavouring materials, as desired for 35 
prepanmon of convenient dosage fo:rm& 

Tire .inJvention is illustrated by the !follow­
ing Examples: 

ExAMPl.E 1 
To a slightly wann suspeDSion of 3 .0 g. of 40 

3 - acetox:y - 7 - ohloro - 1,3 - di:hyd:ro - 5 -
phenyl - 2H - 1,4 - bemodiazepinJ - 2 - one 
in 150 ml. of ethanol was added 4 mi. of 4N 
sodium hydroxide sOl.ution with stirring. . All 
the solid dissolved and 'SOOD a th:ic:k white 4S 
solid precipitated out. The soPid: was filtered, 
waslred well with water a.rui recrystaili9ed from 
ethanol, ·giving 7 - chloro - 1,3 - dihydro - 3 -
hydroxy - 5 ~ phenyl - 2H - 1,4 - benzo.. 
diazep.in - 2 - one, m.p. 203°C. Analysis, 50 
cakd !for CiJI11ClN202: c, 62.81; H, 3.84; 
N, 9.27; a, 12.37. Found: C, 62.57; H, 
3.93; N, 9.59; a, 12.30. 

· ExAMPLB 2 
. To a suspension of 3.4 g. af 7 - chloro - 55 

5 - (o - chlorophenyl) - 1,3 - ddhydro - 3 -
acetoxy - 2H - 1,4· - benzodiazepin - 2 - one 
in 80 ml. of alcohol was added 6 ml. of 4N -
sodlium hydroxide. After compkte S"Olul!ion 
had taken ·place a solid precipitated 'l!h:at re- 60 
dissolved upon the addition of 80 ml. of water. 
The solution was acidified with acetic acid to 
give ~ crystafs. .A.f.ter recrystallisation 
from ethanol, 3 - hydroxy - 7 - clrloro - 5 -
(o - chlorophenyl) - 1,3 - d!ihydro - 2H - 1,4 - 65 
benzodiazepin - 2 - one was isdla't'ed as a 
solvate with 1 mole of ethanol Wbm hea~ 
it loses the ethanol of salvation and melts at 
l66-8°C. Analysis, calcd for Ci,H1802N20a: 
C, 55.60; H, 4.39; N, 7.63. Found: C, 70 
55.68; H, 4.20; N, 7.93. 

WHAT WE CLAIM IS:-
1. A 3 - hydroxy - 7 - chloro - 1,3 - di­

ihydro - 2H - 1,4 - benzodiazepm - 2 - one 
having the formula 75 
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COMPLETE SJ;JECIRCA'IirON 

BenzodiazepiJie Compounds 
We, AMERICAN HOME PRODUCTS CoRPORA­

TION, a cor.poratioo organised and existing 
under the Jaws Of 'tlbe SUllte of DeJB.ware, 
Unhd States of America, of 685 Third 

S Avenue, New York City 17, New York, 
U.D!i.ted S:tates of Ameru:!a, do 1:rereby declare . 
the ·invention, !fal." whii.Ch we pray ,tJmt a pateD!t 
may be granted to us, end tthe met!h.od by 
whidl !it is to 'be performed, 1!0 be partiru-

10 fa~ly C:leiscribed m and by it1ie !OOH.owing state­
ment: -

·Tirh; iDvelllt:i.on relatts to 5 - aryl - 7 -
c:hloro - 1;3 - dii:b.ydro - 2H - 1,.4 - benzo­
dlklzepin - 2 - ones having at t!he 3 - posiition 

IS a: hydroxy group, or acid additioo sab thereof 
and also ilD pharn:iaceut:ical prepa'1'3.ti.Oll5 con­
t'a:in;ing 'them. 

The compoondS of the in.'ven'lion have anti­
~ muscle-relaxing and ~ 

20 properties. 
'The compounds ,of the mventioo have the 

form.'lll1a.:. : -, 

:~ Ho 

?~·· OH / a.:. . 
. --· . . . )( 

·. ·---: .... ~:. . 
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wherC:X: is~ or chlorine. 
25 Processes-~-""preparlng dre IOOlllipOUnds of 

the inivenmioo . are pert of the subiea: of co­
pendfug AppJ!ication No. 32910/62. (Serial 
No. 1~022,642). . 

·The oompoonds of t?be inve.orion can be 
30 admmistered parent;ra!'ly or ?~lly as phar­

:macelltl.'Ca:l prepa:ralt'lODIS conta1mng :the oom.­
pound and a phannia:ceut:ically acceptable . 
earner, for htance di:uents, solvents, suspend:. 
ling :age:nni, :fillers, excipien!l'S, adhesirves, oolbur-
[ Price 4s. 64.] 

ing and! flavouring materia1s, as desi'l"ed for 35 
prepa.ra.11i.oo of oonve:nient &>sage fomis. 

11re mvention is iliustra1X:d by the !fol[ow­
ing Examples: 

F.xAMPLB 1 
To a slightly warm suspemikm Olf 3.0 g. of 40 

3 - acetoxy - 7 - ohloro - 1,.g - dfuyd:ro - 5 -
phenyl - 2H - 1,4 - ibemodliazepini - 2 - one 
in 150 ml. of d:hano1 was added 4 mt of 4N 
sodium hydronde 'Sdlution with stirring. . All 
the solid dlissolived and! 'SOODl a t'hk:k whtte 45 
sdlid predipitalted out. The soW was fi~ 
wasW:li well w.t1:'h water and: recrystallised. from 
ethanol, ·giving 7 - chloro - 1,3 - dfuydro - 3 -
hydroxy - S - phe:n:y1l - 2H - 1,.4 - be:nzo.. 
diazepin - 2 - one, m..p. 203 °.C. Amlysi8> 50 
calcd IOOr CiJiuON2°'2: C, 62.811; H, 3.84; 
N, 9.27; 0:, 12.-37. FOl.m.d: C, 62.57; H, 
3.93; N, 9.59; 0, 12.30. 

ExAMPLE 2 
To a suspension of 3 .4 g. of 7 - chloro - 55 

S - (a - chl.Orophenyll) - 1,.3 - d!ihydro - 3 -
acetoxy - 2H - 1,4 -~ - 2 - one 
in 80 ml. of alcohol was added 6 ml. of 4N -
sodlium hydroxide. After oompbe solUllilon 
had taken phla: a So1'id preci~ 1lhat re- 60 
dissolved UpOn the addit!iori. of 80 ml. of water. 
The solution was acidified with acetic acid to 
give whire crysta:Is. .Ai1it:er recryst!allisation 
from ethanol, 3 ,. !hydroxy - 7 - dl!l.o.ro - S -
(a - chlorophenyl) - 1,3 - dli1hydro - 2H - 1,4 - 65 
lben:zodiazepin - 2 - one was isolla't'e'd as a 
soJ!vate with 1 mole of ethanol When! hea.tOO 
it loses the ethanol of solvatfon and md'IS at 
166-8°C. Amlyms, 'Called for Ci.1H1aa2N203: 
C, 55.60; H, 439; N, 7.63. Found: C, 70 
SS.68; H, 4.20; N, 7.93. 

WHATWECUMMIS:-
1. A 3 - hydroxy - 7 - chloro - 1,3 - di• 

1h:yt1ro - 2H - 1,.4 - 'bemodiazepin - 2 - one 
having the formula · 75 
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3 .. ~ ;..Hydroxy- 7 - chloro -.5.,. o - cbloro­
p~l - 1,3 - diihyd'to - 2H -1,4 - .benzoi-
. cUazepin - 2 -.:ane. . ··. ·. .. . ·. · ... · . . 

4. A ~l prepamtim having 
sedative, ~m: and mlJ!JClle· ~ 
properties ci()inltaining a compoond aocOtcliing 
to any one of claims l"\!1111'3 ·and a pharina_. 
cetJtiQtl!ly ~·carrier. 

where X iis hydrogen or chlorine; or an· acid 
addi.don sa:l.t theredf. 

. . . . . . J. L. BE'I'ON, 
Chartered Pa:tent Agent, . 

· . .John Wyeth & Broth::r ~ 
Hwiteroombe LaDle · Saudi, 
Taplow,~ 

2. 3 - Hydroxy - 7 - chloro - S - phenyl -
~,3 - dihydro - 2H - 1,4 -~ - 2~ 

. Bel:'kshire. one. 
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