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- chloro ngg 5n0 Iarﬁa oxy’ ﬁéyl %}; met hoxy _ chtwro -1%5 -
(o - fluoro- d| rgtdjppkl rébl‘ésentsla, nalegelbetmodl azepi?y : Tehyl) - 1,3 -

dlhydro-2H-1n4tm°b Broug;i a1y n-2-one031-[2-

(car banmoyl - ., 10. 5P iot?lmng gﬁ’a@m Yoxy)ethyl] - 90 35 methoxy)ethyl]
27 Zchiord- 5 he,{ayq; o-h&lbPheHyD - 0,0"4dihalophehdr O whebein R:Qind Rrhhdvé QRO Spnifichnce 1, 3
- phenyl) - 1,3 -ordB-!pynﬂyb gropH R® Tepsesentsh@nzo- gived iy dkim 1, 2H - 1,4 -

benzodi azepin - 2 - diazepin - 2 - one being used as the active one.

subgtance. 11. A pharnmaceuti cal

pr épar ati on corrprls- ing a compound of formula | in claiml, a 95 WHAT W
CLAIMIS: - 4- oxi de thereof or a pharmaceutically
accept~:40 . -1.. Conpounds of -the general fornmula - able acid addition-

sal - uch a Corrpound or of ‘a 4-oxide which is basic in association [err]
wi t h-a”conpati bl e pharmaceutical carrier. 12. A'process for the manufacture
of the 100



benzodi azepi ne derivatives clainmed in claim1, which process conprises (a)
reacting a conpound of the general formula wherein A represents an

ethylene. pro- pylene or isopropylene group B repre- [ers]
sents -0-, -S- or [err] Dre- 45 presents a car bal koxy, cyano,

car banoyl , 105 nonoal kyl car bamoyl or
di al kyl car banoyl [err] 105 group,

[err] represents a hal.egeff atom a nitro or trifluoronethyl group, an alkyl
group contaithing 2 to 5 carbon atoms or 1,¥@,547 an aI kanoyl group, [ed?]

represenfs -a phenyl, o- halophen , di hal ophen rei err] . and
[err] hav\eJt he 'E ‘PFPmﬁ ;ﬁ&e e ondgff’obi;roudp gb;&s‘@ﬂ{]é" ahd
given in claim ta ed. The ture is then poured into sup- 4-oxides thereof and salts of said compdinds 5957
15 The active spisisiynealdd whisldesare\ui fuppsitory randgof thbsy dt-exiylen whicloare basican al kyl
group and and swéight efilumt i | conpl et e di sper-siZoRe¥ 2 gpine derﬁvasreamfgfgar;erm 1 or
2, tained. The mixture ISEerQ?Q sgoured into gﬂﬁ‘ ;’}fﬁigﬁﬁsqﬁggﬁ &0} ioke sal t s

of said conpoundf paadarteR0forh @f Yreddhthtior] Ss mhmchozemwaoﬁoauﬂﬁemzt:eprgsmmd- 060
t hose 4-oxi des fatrimed with ehebfaliiwing iBgredigisght obyn.‘dylggroum a bromme atom.

2. Benzodi azepi ne derivatives accordi LGt O g3a P “}:‘ tva sef%f’:ﬁ]“g to
B openh bl ogen

represents ajpal qge AR
atomis a chlori nan%ynEtatfuﬁwgyr}aL ¥ ar m of pre&g%mi;ﬁkwwouﬁ 1smhau&1y1 giﬁupl od| né

atom or, where [erah]oror erfr es(ent fugo-2- 60 factmﬁeuﬁm%metdqevaﬁm I==1
ingredi ents:  pyr heh 4'g §up0m dibgdrey -0 10i ne  at oﬁb’o‘fSI et AS g’ tives
accordi ng tojper :

m AP nsofga{ngas & {]grdhlepresents an a Ky 71710

1- {2 - [(car barmydtlryet:dmyﬂde ' 10, - roUpBenzrsmaaepme n@tﬂe@ a&oxdagbonm
atons, where- mrg plet hyl } - 7 0%  any one of claim dncﬁ!s‘kﬁé mﬁfd pis
th t hyl y1 gcoe | g . VA resents a o-ha tmyl g erein

€ ethyl group. oro ° halophen 1 grou 1s the 0- uorophenyl
Benzodi azepi rze dara{eyﬁllﬁ;%naccordiong 141pheely 1 grodp. hydro -

claim1l insofar as [err] represents an aI kan IBe!leﬂlazeplneMerwabngﬁdrdalze@l i -

v y one of sla o5 inclusive, wherein
A m;g.e?ysg% R @;*%“ﬁ“: el gl o
€NZo lazepme atives accos
Benzodi azepi ne ufnemﬂapqgome&eagthioegh 4 0 aipt éje \if @lainsgl yC O linclusive, wherein
50% & an@omdlofﬁllct, afilled, idtot syitable] arepoulss, v8 1 taltheagoqﬁe'rrﬂy'l' NEoher 80

1. 5% [ err] splbrek EtiEeds o- hal ophenyl grt Oy Danethyi-

10% sai d o-hal opheny,}amglgcyqp Is the o- Mgfem en;y %ig%%&ﬂ\@ -)gili‘:uocﬂr

i njection torablets landvbuppositorieand O pdménmabphhmyl) gﬁorq;hydﬁ BERAdd bermpi gﬁ
y

derivatives clormi rof) prgsentgdpnT ol -
Sl B R T R
benzyl al co- Dmgﬂhg@'%ﬁ §s &)baig.os Ofo LAk maﬂx dr§ I- 021D | bepbdipygiene2 -

gl ycol , et hanol pmnyi) V\/a,Berdlhydro7- 2BBenlAdodbeaze mae derr vat I ves accor d| nq toga'he
resul ting sol yt 46 ?rI°P Pl ‘t[ﬁ Yl‘ Bt 65 ] yg%“ ] -
i ncl usi ve, v\/n%rg]l {Lq4,_ glh&d} Qﬁ.plt ,,eszB

represents the gagbR -~ 2~ one Nhhg ﬁsea B eaaazhedneand sterili sed

[err]. 8. 1 - { nbstarc{. Car banmoyl net hyl ) net hyl - A Préla 1cal preparation compris- 05
am nol et hyl } hlg AII@L (o - fl uoro4 8 é&lﬁhm&ﬁg and
a parenteral aﬁhenlygﬁmpoui ftheg dMffoRnuls 2H - aﬂle d a Osalt Isiith a Edmpound
presentation are manufactured diazepin - 2t of pA@zide which is basic in association

85 30 according to the datawigmBxanpl es 34, "(‘315 a_compatib o thE’?CCuncal carrier.

( Car banoyl met hoxy) et hyl |, - _jand® 36 respecti V(gl,nyéod,&e;f;: “‘r};f,%gg“%& 21;,1,1; 100
chloro-- 5- (o - fluo

.enyl - 1; 3 gy et hpmyitletpko;és; cemp?:ses chl oro - 5 -
(o - fI fuoro-  di hy dr@,~2Ph—=y4 - benzodr aze |n e
dihydro - 2H - 1,4 - benzo-l one. diazepin ﬁ o8 "of‘e'ip B é‘ the’ gen“al

(car banpyl - .,10' 1 - [2 - (Carbanoyl net hoxy3 e}tﬂlélyl] - 90 35 met hoxy) et hyl ]
- 7 - chloro - 5 whefelh A edpteen’- an Ethylem;hlpmo - 5- (o - chl orophenyl) - 1,3
- phenyl) - 1,3 - mlqnm dsopro zo- dihydroy- 24 - 1,
benzodi azepin pre ek iT ;;y i,ng used ealive one. ;o
subst ance. - monoalkylcmbamoyl e alkylearbamopt  L1. rmacept i cal o
preparation conpri groups IRy @rﬁlﬁ)bmke@ﬁtomonnul a B4 ey , a 95 WHAT WE
CLAIM IS - nitro. or friflsorome yl “Q;xj‘yg'qﬂhereof or a pharmaceutically

in carbon’ at . .7
accept- 40 . ﬁ@m géfp??p &l aforrrul a abl e acid addition
salt of such cor’rmuy),d o{hhlolﬂ:ﬁnya d,e’mﬂlalibphenill chvhesmbESHm:l RA harzesthclsrgmﬁcame

-or- 2-pyridyl - group,. R® represents a given in claim 1,
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[err] with a conpatible pharnmaceutical carrier. 12. A
process for the nanufacture of the 100 benzodi azepi ne derivatives clai med
inclaim1l i I
fornula s an ethyl ene, pro- pylene or isopropyl ene

group, -S- or [err] Dre- 45 presents a
car bal kox "ilﬁ mmwu myl , ‘ 105
a

nonoal kyl car ®or sdi al kyl car banoyl Yo e,
[ errt6group, [err] represents a LV.en atom a nitro or triflulﬁrorret hyl

group, an alkyl group contalning 2 to 5 carbqgn atons of

al kanoyﬁf%ﬁj l%g%‘)"]w Browepd of @qy?" °’6‘“‘F$aPo‘le§n?/fl the(f"’é?"aldr ha"l’tfﬁhé’nyl
wherei n an err] have the signi |cance or pyrrdyl group, [err].
represents aX—A—B—ngm-e-D in qimym 1,
1, 357, 547 a 4-oxide thereof, «with
a co ouﬂ&g&f; WTA Qﬁ‘i?ﬁv@ nitril the ener al,.t he general

formul.a  the s;gmﬁcance given in | a [4 n X represents a hal ogen
atom or a ded that R’eaprcsexgsgrdkubgmpl A, B, D an zn have

[err] the % en inclaim 1 pro- vided that [err] represents
an alysy fro % gaf)ce%?’yareﬁl%%e & Pge ﬁ%up,w@g&] R Re, SR Wave qlgrg%vr ng the

protectl ng >10 group, or nificance ngenmclalml wherapn [err] -

, A, B andb)nrehctivg at brenpaing - of nfhé | gererat e oy eaxide thegdofijinte the corresponding 40 ( b)
react i n&8% onpound of the general a8{de, 074 oxi de thereof, into the
corresponding formil a (® transforming an amide of ﬂé@eﬂ:ﬁd or (f)
transform ng an am dszof the gener alforpas r | formula 45 or
a 4-oxide thereof -t héa corrpound of the 2 15 general fornula
[err] viFérein [err], a.@haﬂﬂzn have the sig-
ni fi cance gi v ™r 1, in which for ; r] , A BB Dand n or a
4- oxi de t hereof, |nt1 the correspondi ng i gnificance grven in
claim 1 nitrile, or and one of the sdubobs alld Z stafs 20 ¥ for "

hydroxyormgggeo&lgwf%rhom%oﬁagy[}w (9) trasform ng an ester of the
genengl gabthfmm® group- and the ot her synbol stands fornula for a hal ogen

atomor a | eavin roup,_or [err (c) SLp nd of the general
25 formul a mhe?é‘t%ﬁg‘[n@r'r‘]']? A, B®%hd n'h ,,i R q‘%&&r}f%&%& &iven in claim
1 and [ el hnkl RinRalaeSRORS, A8, kad n gbﬂhl]l-omde thereof into the corresporialagr ei n [err]

A B, D anhivﬂﬂttasi@xﬂc&mee given da:mxl deitileareof , into the correspondi ng

Z ds ; L .
o o e R e o (o Bl 5 WLC: DTG oB VI D
al kyI) Ol‘foBQ hal at(%ep(yg@ﬂﬁggta@an N- oxi de. of the gener aI - (h)
saponi fyi ng an ester of the general fornmula

_nécn

formul a : 60[e"r“2n[/§‘)f‘?gre|n[err] A B, D
and ngh \g%[iyﬁgmgr gﬁ‘?"tpo‘(’?gn‘(’:fethﬁr%ehalr n cl ai wher ei n [err] A B
and n have the sig-, ’i‘g"m O L «
nificance-given in Icl 1 and [err] h&
® f=9 - ) wherein RY, R2, A, B and n have the sig-
2 nificance given in claim 1 and R* repre-
sents an alkyl group, 55
wherein R, R%, A, B, D and n have the or a 4-oxide thereof, into the corresponding
s;gmﬁcance given m claim 1, _ amide (the amide funcuon of which can be $
or mono- or di-substituted by alkyl), or

d deoxygenatmg an N-oxidé of the general (b) saponifying an ester of the general
for(m)ula formula L 60 &

TN

ﬁo e

R

an

wherein R, R?, A, B, D and n have the | IR
significance given in claim 1, wherein RY, R?2, A, Band n havc the sig-
35 or o mﬁcance given in claim 1 and R* has



17 1, 357, 547
17 the significance given earlier in this claim 19. A process according
i to
~ 18 inclusive, wherein B repre- 40 and transforning said acid into the
corres- sents [err] or [err] ponding am de (the am de function of which
20 Process according to clainms 12, 13, 14, 5 can be nono- or
-subgtituted hy alkyl), or ;Zas JS% and 19, wherein [err] repr ?sents a
ChI oLl atom[err] represents th 45 Lor o- (i) oxidising or
de“%fj Ogename%eca&e Qﬁ&%‘ﬁu iR BE Wk, 97 OHD. A '%:Jcé‘sp ra@c%ﬁﬂ{gstoa&ye&da%fene group,
t-h@r g @sledherbod o te @orresponding acid clalms 12 to B8 inapiveSwiitiei Bheprgrol0p [err] n
st ands f end lra@fw;tniﬁg rse‘praelslems:het h@ree OGr-r- (CHs)— and

wher ei t}g 1 be mono- (Q(%iﬁ-sﬁggtﬁlted bar qua poﬁ%omf‘m?‘ épl ne

rol ecule "'does not carry an at Q¥fforine atom R2 Tep resents the o-ﬂ
21. A prOC@)Smdﬁlﬁg;ﬁ'l’(ﬂhyﬂggehﬂmQh&kﬂlﬁuﬂZ ph&&graui;,A}Ebmsaz& aareﬂlyl&xﬁ gronb.er4§| n [err]
r epr esentof the gepgrad formalaat om R2 repres‘é énec;rmp @%ﬁroup, A

represents an et hyltgpg group, wherei é‘og) the B

represents [err] ,nzt‘ands for 1 an me&hcgdaﬁl déesR6e Qgi ven in
claim1l, ents thgmstarb

Ian mupamd wherein at tHé
4, 5-bond, “and | f 'i"rFl“t%lzdl sition of
mhecul e does not ¥ aS| c

the benzodi azep| neyf
product obtained into oxygen atom aphaglgrou ethylenegrou),
22. A ﬁ)zoc@mebdﬁ’dAnQ, Doanéllahm the> B I@resenﬁo—%- A ad@slsadc@or'-i?l ng to
claim m“efﬂ"&“i‘? caimgl, and 19, @@i’t"éﬁ the cgf Y %‘%}% :bg 15 in any
one of erthodi e a) to (h) is car-pep 'E win@eﬁresents t he
o-chl oro- q')aaﬁiveﬂingaamﬁl:productobeain«eﬂto a;x&mﬁlaﬁrmproduct ob- phenyl group, A

R T T ﬁ% S L

DI

?3-

12 or Drfee ogr qg,g,ya eBrop, | Nsof ar as
[err] rep:@emosveaechmt dalddltmmltmnr L m Sthrelsllfopdsmtd on of the
20 at om % “i%?‘?%l &%@Fﬂ“ E 5‘%% % ®ol ecul e-
does ngy P hauogﬁf’ﬁ&n ﬁfaqmﬁ‘ - S ke’é SINE A% oxygen
at om Py ror Gydine GlcRIf, wher® RO HépReenfitaOZA oxygen atom. 23. A procéss as clained

in clai mpjlﬂdyl groupi 3, broping MSS .accor di ng3.th pokess #m clafedoin clsumazrfanuf acture of

the b 1 th‘i'é} ézF ing
eyl g ki @ﬁxi?ﬁof ol AT A TR b o g 2

to 5 car bmmdailmrg;oup\&seheeethylbwpel nbef amipleslais ex shed W|th reference to Ex--

sai d al ky|1 ttPI @Qla?epltl tiy ¢doc
accordin % ls@nzgg%%g S{'ﬁﬁ éh‘gﬁ:l?
cl ai m 43 & f,as répresents jadusae.Kano nclarma1. Whe

manuf act ur 86 & r@CI!ae ensr pof whes. eﬁ:umpmddoiafclnmmoyﬂllgrohlpl [ s t he
cess cl a| ﬁzrf‘g.- ‘@‘Bsta rFEP’TZ ¥o 23 30 acetyl group.

i ncl usi vegy ggo_to any Oon@eOfhe AppAants,Compounds of
f or mul 35 )éhlbroplltmjﬂgmum cl ai ns 12 to 16 i NCIOARPMAHLSS® IBXNSFS)R[Derr] repre- 12.

sents an 18n WP encedin said gﬂi@n oup is the
o-fluoro iﬁcci%amf;yl group. o‘i‘P"F'he Appl %E:ﬁ“ Aéﬂ orophenyl group.
CARPMAEL rin %é: ajesty’s he,Courier 1 m}/ % iﬁZILD

Charter ed Papiifhedyens Baten 5 &ﬁg&ﬁﬁ%’ﬁ&éw“ﬂﬁa e repre-

43 Bl oomsbury Square sents @ymmwbee‘mﬂ?drmyl group.
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