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Processes are described below for producing
the racemate of the free base of the inven-
tion; the required (+ )-isomer is obtained in
manner known per se, or it may be produced
via an optically active mtermed1ate in the
first instance.

The present invention further prov1des a
process for the production of the compound
of formula I above or an acid addition salt
thereof, which comprises heating the com-
pound ‘of the formula Ic (which is described
and claimed in Patent Specification No.
34751765 (Serial No. 1,126,352)) '
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the method described and claimed in said
prior specification. .
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2 1, 126, 353 A signifies either

an alkyl ((err]-CJerr]) radical, or, if hydrolysis has taken

pl ace, A signifies a hydrogen atom Is subjected to an

i ntranol ecular ring closure ' 55 5 and
the resulting conmpound is then optionally [err] converted
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precipitation of the base as the ‘hydrochloride
from its solution in an organic solvent with
gaseous hydrogen chloride and may be puri-
45 fied by recrystallization. The base may be
obtained from its salts in manner known per
se, e.g. by making alkaline the aqueous solu-
tion of the salt.
The starting materials of formula XII and
50 a process for their production are described
and cliimed in Patent Specification No. is_subjected to ring closure according to
3328/68 (Serial No. 1,126,354); the process Bischler-Napieralski, eg. by boiling in
is as follows: — xylene in the presence of phosphorus pent- 80
The amine of formula IV, oxide or in phosphorus oxychloride, to give
. the compound of formula XI, :
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ethanol for 1 t (Ior&lehl (ﬁ!dihsmncht)id&qm i hidioc I sal:ig gl shed
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convul sant eff ect A Perentiati on action w Alsuitable daily desage for the compounds
hexobar bi t al , whldp;(li sigiflies & AMRE R Bhokne :: g:: ;g::n;;gah?%@oﬁpm,mlw ]

i nhi bi tion of t la€mS prefAlbly in the presence of tin chloride The compounds of [RTihRNRR mJyhl?e
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i soquinolino[2,1 - d] benz - 95

)

w acceptable.

[1,4] diazepin-6-one is syggegied for use as 80 _
a sedative, sedativel/h c, tranquilizer, anxi ety
repressor, nuscle rel axan®™oOr anti - : convul sant.

A suitable daily dosage for the conpounds

of the invention is 25 to 150 ng., calculated 85 i n which Hal
signifies a chlorine or bromne as the free base. atom preferably in
the presence of tin chloride The conpounds of the invention may be

or titanium tetrachloride, whereby it is wused as pharnaceuticals on
thelr own or |n advant agepus to use an excess of corrpound the form
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worked up wth organic or inorganic adj uvants whi ch

are inert and physiologically accept abl e.
95 . 1 Exanpl es of such adjuvants are: b) N - ([err]
pnenetnyl ) - 2 - nethyl - tosyl-

am no- 5-chl or o- benzam de. 60 t abl et.s and dragees: .

1 g of p-toluenesul phonyl chloride is added \ﬁ

| actose, starch, talc to a solution of 1 g of N<([err]-phenethyl)-2-
and stearlc aC|d nethylan1npnﬁgghlore-benzan1de |n S cc of 5“;syrUps
pyri e=rr ~ * et sSheat® B

sol ut i on$xamples %awb aleY?“BGFer r] for h 30t fen 65

sugar, iaﬁ&?&ﬁd dég@@r effected in a v@a
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and gt uco T lact6s, Qfarcwattae e dofan Mhﬂ—(w-@liauéthyll) re-

i.nj ect abl e sol ut I ons and ;stearic acid; - - methylammo-s-chlg q s shaken - for
ral {10 ¢ el ol oS A Pzﬁﬁ@g‘f 4 dcea
et hyl acetate - . invert “sugar effected ngj, irh, B ¢ cetdh€A6d 1 | S added: and
the rorganic layer i smﬁlg} ase,shaken cd Of water are _added and the resultmg re- tabl e’

0ils. injectable solutiomut: vii t h' di | ute hydmemrm hal @raﬂﬂ
wi t hi®at'er and sodi unf’ﬁF’-'carb nﬁormng

3 - ’f% ' qus may
furthernore contain . i {ﬁuanl el'ay,@crw;ﬂs ﬁ@rﬁydﬂfhl agy% i um :
sui t abl e preserving, st abili zi ng: anGhitheiatet - :ﬂhuknpisiatrlmnmebhshhsequent ly

evapor at &l (pepatatons: hiy - fla@}e'mms cm!tm1 uH'hP l%em layes evein@diBm] ouri ng
necS. ek S, o o e ol L gy oL PR e
fIavdflrt oesand > _S ri“h |methy1t 1 -anﬁmhp ~chlero-. ore - benz-
(+) == .29 fem&o 55 nmgdhylamxdeaml én the Sotint ¢f anmxl;thﬁdu’eormof an oily
r esi due5,679 IOEbG 72@1@? 1-4bsoqulﬂwbwahydrq' = 1"S O ,'| nolino- © - -1 -

d] be%o fldiazepig -6 onepne ¢ L1 (" oY ﬁgg Profyditio 5
chlo xﬁ'}}%fj,t:tﬁm g@le ' -@iaa_a nrs-. peny!b) - 3,4 -
di hydr Ofonowlﬁgoeuﬂpasitohne - tra i-on |rrr1iehseudea ate (ifbtatied allaalveus digvi ng the -

- hydr ochllehgzi"/de:f bmdmg msttt*?:telt H)@/ g éraga- solved in ”1t0 Cg&bxylege afl‘bl"f &) s-conposi ti-on:
The g uffst &Qﬁ 5 pentox es:fe A9 ing material
(e. g(ig gg f$y ﬁaineftu 1a13£hd ling Y | hﬁ&é’ f&n‘rge b erﬁ) IIéxcondenseﬁ‘,aWSh) 3--10%
of star mbmr - elg) Yacto{ td MbiE, up 100%), uB plmnkm: de smeaumﬁwdedoratbd)m lle resul ting
25 0. megeﬁ)bﬂmga Uss’me st ear a %Y‘m‘@dﬁ’ﬂt"? 18 deconmppged; syl t i ng |

reactjon,] h“s %) i addylo B et o GITRRR ng.
heat té"g ﬂgﬁﬁé‘% °°mp°sm B qﬁ%{a G mﬁceﬁmde&‘slunon aﬂlﬁiuﬁét};@ﬁﬂy

| act oS e cardied; -NEH e_ up Jcﬂ saL Imetliyiqe @ith msthslcdssvblmn@nﬂf de\rfapor at ed in
a pé.ﬁ,r'lé Q’mes zeta[n 0- s andlzemovmge‘tihc:nol(-l s(}h er a gyt he viscous
resi gye It~ ﬁ?ﬁﬂ Secepiablh® o n\ﬂ;aft’ @mo;id s i iaboliided, whitkeyvi des by the
addi t | oqu on Is8€ (Hueo S- m i X urea 3 thpleSydutikeC al 5 coamcsl t%ons
cont ai ni Mthe remm“ml rann@dkeovail ﬁeakel’mavmptl@yla 3dormleﬂ1tor-aio @udnoding dysires addi tion
to a éfg;?ﬁz dd@@@q}e Cglgeﬂ lvl%e\édr“&k{naep°§‘bl°ﬁt%4% and _
subs in use g7 degefifed m ﬁ‘)’at“re FH eRFRLS ~methyl- ~ extracted with

met h enqncﬁtlér,uod,ﬁ,g ,ﬁ,ﬁlmﬁmd,e YExample 20)Q,-729, niﬁxylhﬂlbm rsexaﬁby@myla-
i soqui nall | tperatiresg a@n thdicaaldn ngsredse 03, dnhydeo-smem the 0| :
d] benzoPinﬂqadeanﬁﬁzéﬂTeﬂe‘i 6 - one, %?F% gfet hyl et her
a ded 0
and dry]‘:;g%u @[ or 2 chlJ) YSy oI % ylu% méc yf}]y j.ogen chl oride
- gas ig in rpo oo 1000 | tdilgtros: &nohﬂtehﬁb&hlonde and the.
1- (2 - et hqumwyd[am no d]benﬁ)[l,ﬂehlrginbng sofyon is left toTtaad prerigbt at |10§ manner
. known per se " ‘h&’ﬁﬂ”"sp’ﬁenyl) 3.4 - Th/GE Q?m“ ’Q‘f‘j’,“ és

" Known %’ﬁ Sugt] 13 | AGHh ARSI iéabﬁ&ahﬁ e e o el ti ng
=benz

point o thods I'n use or td&ﬁd:wiﬂbﬁdthylmctclﬂendei Amralhuuge 241[err],
pr eci4gi taAemmﬂOof g thfeclm @usthyl-  the or wlh@t 5oy PGW h M ati ve
Exanpl elsa'ﬂ".?‘lld“ pdride andc} h 1' E(Z m& fli P eé’ zgy@ iﬂyt enper at ur es
are i nd@ R dy 10 oy, of i er:l?y ‘£ oqul noI

chsBAAL Jdg,madeeva i b&uré.0 By g of concent rat ed
sul phasr |ad:d1ﬁmwd wateieto the resulting solutmn N- e) 1- (2 methylaxmno Sx- chIoro phenyl)-

gradual | i-prsthylamige ; 3, 1gg r°"s°q s, .
chl oro % Iamdﬁﬁﬁ'ft‘g:g?nama@ é &(}]goﬁm nh z;;;; ot '3, 4- 45

5,6,7;9 iexahydro - iso- dmhyﬂmmrhsbqudhaﬂnnemhydmbehlor|de and
t he quinolino[2,] - d]benzo[1,4]- resulting solution:is
|l eft to stand overnight at 105 di azepi n- 6- one.

room tenperature. The solution is then

poured on ice, nmade alkaline with sodium ~ a) N- [err] - phenethyl) .2
met hyl am no - 5- hydr oxide and the alkaline solution is ex-
chI_ oro- benzam de e . tract ed WI t h et hyl ene
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mnutes in a water bath, whereby a :strong residue. ~carbon dioxide
-evolution occurs. By the 55 addition of water to the resulting solutlonL}
N e) 1- (2- nethylamno - 5 .chloro - phenyl)- [err] - phenethyl)

- 2 - nmethylamino - 5 - chloro- 1,2, 3, 4,1?@35t3ahydro i soqui nol i ne. 315
benzam de, I'(E'Y/ I ng f@uaEEﬁl i B9 aQﬁUsﬂﬁiEteOéf i'z;d?ogen at Anﬁrﬁ:’te's't &rﬂzpebecoa’{'se Oy preci fHde

1- (2- et hyl - doh] @diipbratufel 40| gotnial ip@Ssure after The crystals are filtered NEhshed Owith
chl OI’O - phenyl ) .thegadqhtwn(pf rgoof platinum catalyst. water, (-) - 1 - (2 - methylamino . 5-

i SquI nol i ne i ”5 '1(3;%0 Sélg‘setpszgf‘ihegeh:ﬁreﬁ ﬁh?%s- chlo3r(3t -t-e ul;henyl) - 2 :;l carbethoxyz:it.}ae}lii: 65
1,126,353 solved in methylene chlonde and this solu- é ;Jomt of W E e%l in the

at nmosphere of hydnio em shdken With Udile®, aquévas lljunt O ford ©f Ghits prshos, preC| pitate.

room t enperature utipg es@stFFe dafipger andfhe crystal s are’fl I tered and
washed with ;o S w or‘ir 0‘3§§ @?" gf af 'ﬁ)alzg i ‘;’; £ Iglﬂ-) 70
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