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80 20 that obtained in Exanple 1. Cal cul ated: C 59.50
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of 3.25 parts of 8 - chloro - EXAMPLE 6 1 - nethyl - 6 -
phenyl - 4H - s - triazolo A mxture of 3.53 parts of 4 - acetoxy - 8 -

[4,3 - a][1, 4] benzodi azepine 5N - oxide and chloro - 6 - phenyl - 4H - s -
triazolo[4,3 - a] 85 25 60 parts by volune of acetic anhydride is

[ 1, 4] benzodi azepi ne, 50 parts by volune of heated at 90[err] for 2 hours,

fol l oned by ethanol and 6 parts by vol ume of 4N aqueous evaporation of the
sol vent under reduced pres- SOdI um hydrOX| de sol utlon S Ieft standl ng at

o o T 1 M o r



- 4H - s - triazolo[4,3 - a]

-40 ethyl - 6 - phenyi To a suspensi on of
3.7 parts of 4-acetoxy- [.1, 4] benzodi azepi ne 5N - oxide and 100 parts 8 -
chloro - 1 - sethyl - 6 - phenyl - 4H - by248#2ane of acetic anhydride is 5§
heated at _.s - trrazolo[4,3 - [ I, 4 benzodr azepi ne |n TO0 900C for 2.5
hours. The sol vent %ﬁ% a?%g‘b s unsé';‘slg!mé
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eﬂ&ﬂ@z s @olgrissr t s
105 by distillatio pous
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After stirring the mxtureES@rPLaBout acet oxy - 8“oundchl or663971 H4é3hw164516 -
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]? vent,
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4N water yi el dielid Solbuetes: ﬂe&trﬁbllﬁfg ﬁ 3ol Q%ur HBA°C (de-
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Xi de sol uti 82°CThe m x- _ _needl es nelt| ng:oaposiﬁdtﬁ 5[ err]
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tary ana y% ut es and acidi lgkénNcﬁ
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s 01 3 Badl lyfelds ouirless
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sol u- whi ch c
st andi ng at rei)m Eleaﬁﬂarytasam arog;m; ?ﬁ:s

tenperature for abdecult@dyi INeISZSt mnltmsat%l tosZ&B‘iCLn soI ut ion is
acidified with acetiumdici d, C622§ H3.83 di5deo - : d?ﬂ" ¥
whereby 4 - hydroxy - 8 - nitro - 6°'- phenyl - ,,,,,a E}’g 7—81 100
a][1, 4] benzodi azepi ne. 4H Exmm—.n#rl azol o[ 4,3 - a] benzo azep| ne

8 - Chloro - g? EF‘ Pf33 ploro. - ifi |eI ded as ?71, -
Recrystal | i sat “ 1 ? s “"é}* xYESO
10 | aqueous di ,hyc m o ﬂlhydrﬂ h&mws-

rrel-tlng at 236. 5Q§Crfpr zdehomrpﬁtemivmn)s removed . rtsb u&ferfe olare 6- -105
hydroxy - El epen¥a Y distillagion yindex -re Pfess“fe and bY vglume 19f) 4Ny4queous ﬁdmmshydromde
{ETERS o (L #&fﬁg e o sho

b i azepi ne. 4UNd:. tiazolo[4,8 5 ]{ benkbdia acld Eva @&5 wenY -
8 “*nltro - 6 - g elded sy oflHThe gil is exwaced 0land 4hed. addm]uijhf@almermoﬂle a&iiae NAO
15 - 50 wash ater gnzlh zrfgllorffo&jneiagrer - afford;es v 43 tl:‘114-.
met hoxy - 6 - R aheS NGieBived - iﬁ&ff% s %‘% 104
triazol o[ 4, 3 - zaﬂmaz(ﬁpuﬂmml fbnowehydfoﬁ:xy mixtfore -of de afid -
triazolo ydrate as colourless 115
a1 [ 1, 4] benzodi ﬁms@:??;*é‘,ﬁﬁq ubg mt Eta%"%:&%??é

herein des- mhmaﬁs &-rl'9|thé y ceLiP %1%1679

reference to anyacc;fc tcﬁﬂe

DE&DIVéntCls kﬁapom@ﬂum% of Fownd! al
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xg4] aci ’g%ﬁgxgﬂml

aceLosc H4BT, Nasgy
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ol vent 120

tﬂ?g aceigéglboxy
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Evapor a- 860 P%hefe leﬁlﬂ&gal %b%%{:

yi el'ds 8 - chl ori@nzodidzepine sl lded

- 6 - phenyl. - 4H - s - triazolo in clalrrs 2 to 7.

75 [4,3 - a][1, 4] benzodi azepi ne as col ourless cry-

general fornula

anal ysis: [err]

(rry:
col ourl ess needles nelting at 270 to 271C (deconposition).
Cal cul at ed:

25 stals.

C 62.87

9. A conpound of the

Recrystal lisation from nethanol yields
El emrent ary
H4.03 N 17.25 30- Found:

C63.06 H3.88 N 17.12 EXAVMPLE 10 To a suspension of 1.2 parts of 4 -

acetoxy - 8 -

part by vol une of gl aci al
and-

and then | eft st

chloro -
al[ 1, 4] benzodi azepine in 50 parts by 35 volunme of nethanol
acetic acid. The mxture is refluxed for 4 hours

6 - phenyl - 4H -

s - triazolo [4,3 -

is added 0.5

wherein ing at roomtenperature, whereby 8 - chloro -



6 - phenyl - 4H- s - triazolo[4,3 - a][1,4] [err] :
benzodi azepine. 13. 4 -Acetoxy - 8 - chloro- 1 -ethyl- 6 - phenyl - 4H - s

- triazolo[4,3 - a][1,4] benzodi azepi ne. 248.72 AN 95 14.
4 - Acetoxy-68- nitro - 6 -. phenyl - 428227 triazolo[4 3 -

al][1, 4] benzodi az N&ar1,4 Qi’a'll}@ddrkﬂslso arts 1§ fo{tﬂﬂédab)( lohe o@-%oﬁenm@' Bidorb
claim9 substant @Lxﬁeyg[ﬁst]%fim& g Nadd s 6. Gqéattb inkthyl,e halogen cakyt ©r azﬂkyxyotroﬁﬂae
SpeCI fic 100 wheehenepf IN aqueous sodium hydronde solu- whxch can be the sapg g % 3 é} 5. _
R is hydr ogerg oF‘°“a ?‘E&gofl)ld"r{‘ o :3;111 §Phaﬂ““°?5’F‘335é§“§° afifj gddi- 55
producti on of F U A 2= S St -OF ONfroxy - 6 - phenyl -

benzodi azepi ne dﬁe’rwyat-lhydroxyafs -tiieo gepmnﬂl- t4Ee- 8 - ol¢{4,3r+ch]|B,4Bppreodmzepme

4 - 1 odigzepine 3. 8 - Chloro - 4 - hydroxyl - 1 - methyl -
llmgligs';th?ut ed or 1sg;fgsded u::ggry?gtba aR talhsauon from 6 - phenﬁl ﬁﬂg S - 1:r1azolo[4,3 - a][l,4] 60

10 £ id Ids yell b di
a] [ 1, 4] benzodi az glile dedmmf:?é: DI e(bgél:m;ogﬁé‘:)vt utefﬁgslﬁxgmaﬁe- DL ¢ffpF €4 NiHydoxy -
trifluoro- vol une mémee&i'yaanﬂysxsar(h.mdﬂéd 6. 6 paf t phdoyl - 4H ret hyrazoldihd opdid 4]

| Kyl | k eplated p | bg d d
oot "o e oy or e R4 IReaiat ﬁ“’% R peite o

room and itgs5pharmaceuti q;a.hkpy_xaccept abl e aci ¢ &d cthox@ 66 phtdyl €
for about 10 mi nutBsa svﬁh@&oreof 1. Elpemﬁ efawlﬂﬁm-s UH + B tsa;ble[ﬂﬁomlﬁlé]ba@r’dimm@d

Wit acetic aci d4 hy on ﬂiﬂ [aﬁ dro% %ﬂmm 4 .
nzqodi ein 1 parts o cla ly as 70
hydroxy - 8 - ni Ey dlﬁ ﬂDZ%? Y ladded v i 10 an§ of the specxﬁc
i benzodlzazeamﬁeof ékl:xal agetic dcid] amiotbed 41;e3 exa 1s14 aMIsemm)dl azepi ne 3.

H oro - 4 - yafluxed ffor. 3, W§| Evap tgble acid addi-

B allisatio @%@ me ;‘g:%‘;eaﬂ @J x Borg s 2 o f:f‘;%ﬁag ?n}S [°I1 ﬂ?f cm&f"[“is ﬁl]ume%oﬁ
4] pitié

ueous di e nﬁ%ﬁfhé g@eralcfamlaa( :

f:g at 236. sortfrom methanol4yiel® - Chloro - - ethyl -

El erren 9 lesa Slnsemnﬁéhzfo o 271°C ¢ _ phenyl - 4H -'s -
tria'zo'lo[43-- g%@@ @59 81 H 3.45
benzodi azepi ne. Fou culated FWMS N21. 77 H}E‘Wdr oxy - 8 -
nitro - 6 - pt#nyl Founds 4HC63E‘)6 H3r$8azhblb{24 3 - a][lp odi azepi ne. 15
EXAMPLE 9 - Chloro - 4 - rret 59:,‘ ©°F: phenyl
To a suspensi on ofT;agsﬂg@sgoﬁmip&gm%&m 4H - S - tri 01I o[i#) 3 -
a] [ 1, 4] benzodi az@pi éoro 4 yl - 4H - b triazolo 7. A
benzodi azepi ne déqs?r v il jazepi 3by. a] [1, 4] benzod| azepine in 100
parts by |ng 53‘?“ here| n- des- 70 vol une of
nmet hanol is adde(}i m(ns &d| ekl -r affemNCe to any of the specific

20 vol une of gl axglaakcoucenperanmmdqrebarmchh@n tRugis hndreaqploes hydrepaiors residue] 0.

mxture is ref wzglo —O&ORp W‘éi |cpRyertible to
acceptabl e aci’ %‘E‘neln é]gazogfz%sé’ im L etlhgi ygoxy r% uﬂi%t?mted ot Qib-

salts of any of 1§l Sdesitical Wil SOXY  sttfited bp rmay) morefllﬂu:ro, tfluero-
triazolo in clapemd thalgedﬁn Example 9. © methyl, halogF Jr. %?XY groups,

a] [ 1, 4] benzodi aze ss cry- 9. YA %‘ﬁ% o ﬁ%i%&.
formula (11): 45 F}E’ﬂgf@ﬁ M#%&{vh@at bfO el r%nng; §o ourl’ess

ed: C62.87 H4.03 N 17.25 30 rriazolo[4,3 - i 1¢ibeppgdiazepine. g
[err] EXAMPLE 10 To a suspension of g g,ﬁ?mﬁﬁ‘ i ’Efﬁ y%%: -§°
chloro- 6 - phenyl - 4H - tr| azolo [4,3 -be &ﬁzeﬁ enzod| azepl ne I'n” 50
parts by 35 volune of neth OJ/”IS added 0.5 pad.t4 hicetoay uide @iﬂrtgr Aciediyl -
acetic acid. The mxturehy _B.Luap,ed for 4 h ur§d§lh§- fHens + &pazolgf3 pplildl
wherein ing at roomterrpéf/ab'-m“e Whereby 8 - eﬁﬁq?fgmmx} £18r] nites - 8. n or
a hydrocarbon residue, 4 - @ho)(y - 6 - phenu{-s-éihhzelo[s,s-- i]mmnzbdiaze

is an acyl oxy group convert™sle to 80 40 [4 35-C “J.ld ‘| s
yi el ded as cry- a hydroxy or al koxy gr oup,Crl tﬁ(‘,l g o100
270[err] (deconpQgidihon). the rings A and Bég,gpléms tltute or sub-

conpound is i deanﬁsaﬂgydmg&nhrTahﬂdrMn rCSIdIRI [ tutéaedlsctl) pme;ssé)for nbe ?:fcrdnwd;nom of ai
trifluoro- podfd R@b{ EF&HR“E nzodiazepine  depjpatipg, | | GEErR
al kyl or al koxy & dﬂ@wﬁ?ﬁ“ 'E"‘Edh%r W eforpla (¢ or ent 85 WHAT VEE

mel ting aéneRl forrnda 37 0C (deconpositio }E{ 4E swent a chioral-yis-l phenyl er r |

CLAIM IS - 10. The conpound as clained in claim9,
45 1. A benzodi azepi ne derivative of the wherein [err] is a | ower

al kyl group. general forrmula (I): 11. 4 - Acetoxy
- 8- chloro - 6 - phenyl - 4H - s - triazolo[4,3 - a][1, 4] benzodi azepi ne. .
12. 4 - Acetoxy - 8 - chloro - 1 - nethyl - 90 6 - phenyl - 4H - s -
triazolo[4,3 - a][1,4] benzodiazepine. 13. 4 - Acetoxy 8 --chloro - 1 -
ethyl - [err] 6 - phenyl - 4H - s - trlazolo[4 3 -

a][1, 4] benzodi azepi ne. : _ 95 14. 4

- Acetoxy - 8 - nltro - 6 - phenyl - 4H - s - triazolo[4,3 -



15. Conpounds of the ! w}m de- fined in claim9 substantially as
herein des- cribed V\H ﬂ"w‘lgvl ||ﬂ!“any of the specific 100 wherein .

exanples 1 t&@ 5. [err] is hydrogen or a WHS»&Warbon re5|due 16. A 7
process for The production of a 50 lerr] is h dr o Kyl
gr oup, ! benzodi azepi nefnderivative of t%; 5 lél(zll{(l’ ar‘|:°r'¥' %ﬂ\&f %

are unsubstituted or sub- forioula (1):

1, 248, 727 r’;f-. : 7 is prepared by al | owi ng a
conmpound of the 25 generwal~&s mul & (rrr): [err] whered N

[err] [err] is hydrogen or @ydr"bcar bon residue, R2 i yd vgen or | ower
alkyl, and 5 the rings A B are unsubstltut ed or ) tuted by one
or nore nitro, twhefinuoro- rret th hal oge al kyl or a _’é‘goups whi ch
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sub- 30 stitut edmbﬁ}lylorlleloasn, #brleornﬂkqxb greuphsf | uor o- met hyl, hal ogen, al koxy
or al kyl groups, whwft a%‘? m:nd%’ thqI fﬁ Fiﬁ&ogm{ ilydtocarbon residue and

to react wthjn degadiso gﬁh(fu IV a car ey are unsubstituted or sub- 30
35 18. A process accor di ng to claim 16 sub- sttauned &y [op eas nhpeg @itry, grifiieror bed
with feference [err]

. T et g ege&ag groups,
es 4 and 6 to 10. A_Jdenzodl azepi ne tgf"&%év AR¥ vﬁueg T of ,y\/nen

a process as cl |/ sherein carboxylic acid. lelm 16 sab
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to 8 45 to hydroltyslhgd:&;na m}bgﬁfs@dand 0 :m ?%nﬁﬁﬁ(%mjéﬂc
Wi th a non-toX3 cthe pthecr symbolshave dmtsarmgmtdmelgs &S £cEpABIE [tid @dditon salt
ceutically accept %%a }éﬁ’rlgél ent h{}ertbereof |avala1mﬁé gila)ny oimlelmeunto[ &r A3
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