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1 - (2 - chloroacetoxyethyl) - 5 - (2 - fluoro- ether to give 7 - chloro
- 5- (2 - fluoro- 110 phenyl) - 1,3 - dihydro - 2H - 1,4 - benzo-
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- (2 - r&@ﬁ-’;ﬁ‘ iVi) of a 78N lhthai fﬁ:als Héx elrgegtzin%?réyﬂl-et hy(lZ -el!yldexy- The re-
c S 11 O] - o
et hyl ) - %‘a dsull?é](;l Iiycg:?ss 11[11121' a vacu b%&g 61 y 3&3 %r u‘?{as kept
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and the solution ethyl) - 1,3 - dihydro - 2H - 1,4 - benzo- was
distilled to dryness under a vacuum The diazepin,- 2 one kg 6 mM of dry .
pyridine 110 resi due was crystallized from a mxture of ifs mixed .
with 0.795 g (5 MV of sulfur tri- 50 -acetone and et her*andsthen -
recrystall i ged from oxi de/ pyri di ne adgoa;ymnd t he suspension ga «
m xt ure of ~afrd =

over ni ght . TheDEAE-CelhﬂOSC c(blh?dweate) Qlu@n,-zxﬁm jum( @lt as & chlb bmdyﬂ )
obtamed upon tilm_ra

residue | eft f,’igigf S eggt o o %5? - .

met hoxyni coti ng Qﬁiy@ ons Adeut #KQ iﬁt&éﬁ%ﬂc@a érrx&?é,&eﬁlzlﬁ water

and ad- 1155 contained 71 éhloro b N 20l - tﬂazepnﬁndbn Bd 6F htdeinvep LSt e\&\

to pH 7 with %ﬂuﬂ& ﬁﬁ’gﬁ 9xam di,ﬂax-benzo- 5#n: as pal e yeI I ow prisnms nelting :
i

at 154-158 b it gi“ ‘%% of ethanolg yas. (sealgd
t ube) . to give the product as a yellow glass d angbide h&n@ﬂﬁdn%tﬁﬂh?ﬂ@tf&lo&- ved ‘
by 10 Amax™0%=311 mpy; E;,,=400 O.D., corres- ing ingredients:" centrifuging. The -
super:nat ant arRIndingsY P8 mM (based on Eyy)- . EXAMPLE 15

cent ethanol wash of the precipitate were comy, 1 APEJBRE on of

2
3.3 g (0.01 M. of 7-chl ggmebe 18 bi ned, concentﬂhat,?%l)nz\gaqmgdﬁ,o dr ynesspsand
(2 - fl uoropheg}l quantity] of 3q02mg (3 pdob)yabtdiry| ) -2 -:axhe lHesl#lugende-ssol ved i'n 95

percent eth espho conoy _ dipzepin_ - e plglylazepin - 2-
After cent rﬁluﬁ’g"d ‘°14§0ty“‘;m‘““ s;i&i’ gassa Mbl ersc‘:l:gE;tePhoéBﬁh‘?e and 2. .01 M
of 5-brononi cONOWEX” WatRegikterkd T beMeﬁk S myﬁia&nunﬁmedevapormmadng 80
acid in 100 mpmﬁ Iselne'awm@md}a{lwovnd@r Stdreh r esi due di sa’@ﬂowegzl in 1l
n of water “:;t plfnhd"ma:“ af‘%m&our SERETHRY SR an- St ar ki Orep.

Chr omat ogr ap%Yaddéﬂ/aﬁz iR (1 le) T7-cﬂ5l'o-5%2— - 8 Total Welght 225 00 m

1, 208, 541 fluorophenyl) - 1 - (2 - hydroxyethyl) - 1,3 - - Cel | uI ose

s SRR T eﬁﬁkz;;% i

W th ether. Ghixwre wad oaxmmﬁuzwm- ;;:ﬂ;g: D cdae _
follow ng Exarﬁpbaesf whﬂmwtrc ad@d hththmeactlon Wsseooumd t'tggthal andmassme thréuglact | ons

161-235 ceuti® ohexry was;%teri )g gSaEnqlwaiE md{?xg %ﬁ;&r asegen mlx&{ ahn d o 9|g
chloro - 5 30 (aqueous wa$ conl 'adea 91\4' egh}ﬁ t'he
I nven- 2, 3o -renibvd) yhel pPridine the residoe dxssi’:llréd siha te, ztmough hiscreen with knives

i i n- j fi nd . sl
g sccp 1ol SRS e

201- 235 were € g 1540 : . t
to give thesﬁnormﬁm0 &nﬁgﬁ BE13 e @RS Tae)t hohing manesaﬁf“s opvasd snd, ez 3

[v)
cont ai ni ng 't heand dielcdmgn w&khefdemma ln@drlgrs{dentr] THO OrixrOwas odied esd comptgsed
1SiS! }113}‘!1!1@
| ngredi ent s: co onate - 1n reservor 0.2' M, 7]35M (based OnE[xm&rl]z B

Per Tabl et and 2 liters of water in the m1xng vessel. A capsule formulation contamng [dfe #01-ChI OF O,
5 - (2 - . 40 Fractions of 20 ml werd=2ohbddibn t 28ow lowing ingredients uor ophegy! )
- 2,3 - di hydrretenf3ml/mmute75 antity of 300 ng (2 mwles) of di-
2 - 0XO 1H - C""“‘m &““S (sthyl 4 thossphgr ot hif6&¢®™fas con- -
as S roma
di azepin - pa Sh 1o¥-5 pymh&bﬂﬂaﬁmﬁ §h¥o passage over
succi nate- 45 1de pH 9, “ascending). ms f&@tmﬁg were DCMEXexSO 1H - g,@ly-rl di ni um -t he’ _
wor d Di cal dioel Pms%ﬁmd an °11Y' and; g jaggpiyr o -THlade Mprk. TRE
Di hydr at e, Unrf ;L%m oo “°n Loy TOPHF um sal t wag PEnder ed
anhydrous W i qded Gl é standmg for 3  .Corn Se#ch00 ng fre t high
vacuum concsonthoet.i D sokiti wanexu'acvedl\mg:n68| unt'gt ear at e - 1.00 mg 20

hydr ous pyri di3§eaul of sth ‘éle added 3 {?y
7-chl or o- (2§;‘;‘§a;§,ph‘f:§’°mg‘fnd(’;‘om ag;,* % 225. 00%2?}6{%‘ t uo‘?‘%phg D
- 1 - (2 - hycedeuspénkivi) )was added and thelm ydiaﬁ)prcpa&hiasfoﬂawﬂ benzodi azepin -

- one, was ﬁr dgapel’® do ISotninm ‘The Carb@OUas lofo - 5 = (2 - fluorophenyl) -

di cycl ohexyl ¢ ‘?@‘ ce v:;:h a. ﬁiﬁe prg‘lg m— ~ llelh - oxm‘}%{qéw &ngf

25 "and 10" M @ of iuthy, 000 Ut d2Vektaibl R O 2 el rxa usOXO
- 1H- 1,4 - berrzmemrated ammobisLr @’ha/vakraehwlsen Tlie inizmredos: ed byl pas-

di azepi n-1-64 ] te eﬁvgla_ ’é’o? “%lt dvec fhrough a§ mngvMeféanemhe added -
and the reacti % G nd oats Eﬂ“ﬂ’% me&ntggﬂére was

|l eft standi ng v 1 he -ddne O-ﬂﬁSpﬁ&i& Vihik thoroughly 120

cycl ohexyl urea was flltered of f and washed with = This premx was then

m xed with dicalcium 90 30 aqueous pyridine. The filtrate was.
concentrated phosphate and one-half of the magnesi um to renmove the

pyridi ne, the residue dissolved stearate, passed through a screen with
knives |n water (2 n1) and the pH adj ust ed to 8 forvvard and slugged

. o o - —— o B o



rate of 3 m/mnute. Fraction 100-220 contained the pr oduct

Per Capsule . . as shown by paper  chronmatography (70 parts 2 [7 -
Chloyo - 5 - (2 - ,yacetonitrile, 30 parts 0.1 N amoni um chl or - (g/
fluorgphenyl - 2,3 - dihydro - 45 ide pH 9, ascending). The fractions

wer e ® - ox0 - 1H - 1.4 - podb?@g“lconcentrat ed to an oily resPdue

and  benzodi erRil Iy Vil ’ 105 ]E ved N 1 m of
?Ee Xture was filled’inep hard shell ela-  hydrogén or lower alkyl or

wat er . @A, SOlildapleC N2 caf etxl r‘Falt tﬁ,e mgtr ogen atom a’ze fn o1ety c -ai ni ng

1.2 g &af iodine in acetone (10 m) 'WaS  tainingCdrO%E most one additional nitrogen 5865 NY

added and t he, m xt ur oxygaq@o#tpm Sndmcppd m are integers
% %w e 1 B
er,

30 ng 50 Boyg ?‘T‘T@t salts
5 ng g e "t he aqueous pOI’RI mj&ux&cw halogmdam re{'ﬁeﬁ——and t he

pH adj usted to 3.2. Activ- Per ml '3, Daﬁyb. esébéur@ﬂiﬁmllhﬁl Iygwherein1 58
at'ed anor phou’ &ar bR (- W%'hgr a 30 perR represeee 108495 n5| o was added
and the mixtuhe BRadlsr &4 %s foll o V@‘é@fﬁmﬁ ‘f%ﬁut es.
The car bom WaSbenzodEzepm_Jl Cy’ll]l-oro - 5 - (3. Defivative$ ;’I%clmm4 whare-| t er ed
and washed wi hf%@l“%mafﬁhe pr oduct022 @-mcﬂgh thv the 2-p®monoﬁ<me5-phdﬂyl-rmt £0-

benzo- H8d twice wi ﬁﬁ T xtr g Prsaema@gg%qnoa ??gfgg & Al g] et hyl
succi nate, | aRydasRlor®Aki€ NN of wag g4 s vgﬁ ein T *SRE0.6 n

starch welse m nedmnﬁ a3suitabl e m xer. 71]]!5‘1vat1vesdaéordimﬁm’ytohadifeﬁmﬁmmnl a.
The filtrate Waer for Injgcdon gt yr e W&Q"fi’}’rt é‘? 6 @ﬁﬂedﬂﬂw’—mp&sg chiggne and 65

concent r at echeRNshegaRE YOF 20 iieRS &6l Mokl eth 3&@, o i ng
Machi ne with 'mr}%gmtggrfahmMO laminé and@bﬂmr OR rep {Ellﬁhgxx: O%I%ﬁ& screen
wi th knives of tal§°h°1 were gissolv -8 1ﬁ 18| © br@aryl inoiety bf 8 ca—m, W@Cid &H -

e, o endts SOE LR Waciar A P SR nhe o 2ccp g ginein™ "

O phosSphor i Gxo IistET T | ebiolialegind egl]ea.s}ﬁ Tl 2%;?45 5% (718 Bgvherei ®

1, 208, 541 succmate were added and the mixture was The m xture was
filled i r&% éﬁé‘d“@‘l‘]él’q deyel was complsielygdis- or | ower al kyl or taken toget her

W t h A IRPrpESidR s ﬁcp@gs‘géétsjogg machi ne. o] nitrogen atom a
het erocycl | @rop®@ise twithCedfktant stirring to a pH of tam ni ng t lt he nost one
addi ti onal i3t rldy énlutldéowas brought up to final EXAMPLE C or

oxygen atgm ﬂm luﬁ‘hlt @{5@%&%‘%" A parenteral formnulation
cont ai ni ng cdifdle, &},e’fﬂ%ﬁy en§at1ves9J:cor9mg Q)Qlalin? gr %dl ’em7§ '

2. Derivati wmpouks;cgasseﬂ tlsli2 ahdaisaaled, Thhegr

[err] repr eﬁ‘Elﬁ %‘P“E"F dv"{?rth??aillwbvrd at 0.7 Per
m 3. PSS S e cor di ng to claim1, vvhere|n 10 2 - [7 -
Chloro - 45 - WRBAT WECLAIMIS:—[err] represents chlasifn X

f 1 uor ophenyl )1. Copagnds offthérgederd formula 4. Derivati according to any
one of 2 - oxo - 1H- 1,4 - . ' cfhins 1 to 3,

wherein [err] represents Mogen 10 moitgnzodi azepin - 1 - yl]-
5. Derivatives accor - ’ -t ocl ai m 4, wher evherein R,,, R,, @idIB/| répttcent Bk

10.2 ng in [err] 2- p05|t|on of elower ko, Imqtflyhgrr hglggen. 80
Di et hanol ami ne 2.904 g g geb?'gﬁ‘ﬁ gﬁ’ﬁ[ﬁ’r"? Hia whire-

chl ori ne. Benzyl @ahm rding @ ankPCére V@Rl | VeS
according to any one of R,ITB Hyddamhﬂao |9ond\:snvd vihbBtein R represents

1 to 5 inclusive, whereiYrnis 2. 15 §°‘%en °6s‘£9F'P°71 yoiety.

7. Derivatives according to any one of chahi's ,_.o 7 inclu "L%Ere:ﬁq?‘ls a?frhg‘ft i on
g.s. 1 wili@ein B, repieseh® hfrdrogar, |hblsgeﬂ,el,m'd/\lhp1fa&I lﬁox terr |s chlorine and 65

[err] is 4fo| o(r’mﬁreromqthrlhé!zzrep w; (ilf—(ﬂmtmeﬂyl)t-er s) as

foll ons: gaﬁ fuy ﬁlc&g tggr ?p ?m)%teo th odxu?nwsalt 29904 9

of diet hanolagz,;an n 1\ el qof;gpr it ff

al kanoyl ), tudviety ofa drbastoemzl thealcxioimdty wferelauxsmhazlfyu 2n[8- Icmasrersqu-

nonoacy! e%%‘?ef g}:ﬁ%&‘c ﬂﬁé&%&mﬁbyd ﬁwf@blf“}’:g\gzéélg_df ‘ggrﬁ J & - The 102

g of 2- [ a? afere Mty Mg T Nlconnoﬁﬁfarh 7. (2 -

fl uorophenyl) - 2, 3 - di hydro -/2 - Ochldelet § Vv -Iﬂé&ﬁplﬁﬁ?ﬂ)al ﬁﬁh C| aim 8,

wher ei n gtmm—-CQ-I-i[Cl-ulaMlene]-bénzochrah‘EpZH --1,41 b 2-onet he ar oyI moi ety

is a succi nate were added ar}ekthe m 5 o_2°r° %t %r 60%' the

drug was CO@Rhﬁt-Qbé HJ0B, RO and R,V &resent  di Qa’i ﬂJté i ot wa®

added sl ow ropw se, wth constant S |rr|ngtoa 7.3. The

sol ution was brought up to final volune of 10 liters W|th wat er for

i njection. 30 The solution was filtered through a filter noiety.

candl e, filled into suitable size anber 10. Derivatives according
i/, wherein 75 , anpoul.es, gassed with [err}~and-seal-ed.--Fhe—~R--

eal ed “anpoul es- wer e then aut ocl aved at 0.7 atm for 30 .. -




35 WHAT VWE CLAIM I S: - 1. Conpounds of the general fornula

[err] noi ety

wherein [err] represent hydr o-

gen, hal ogen. 80 '

11. Derivati cl.ai’m 10, where-

in-{err] aremﬂ @ mmm (%12.
Defivatives cOotding % o sany one of claimse 1 to 9

I nclcusi ye, wherein R repr esents 1,208,541 9

a ni cotimoyt—or—sucti Moy TToTEty: 85 '

13. .Deri vat Theixuecwsdilagint dardribellgele- olfydrogen or lower alkyl or taken together with

clai ks 1 t% $Pks (op @ FrRrulathgcpichie R | s ° Dl thi“’moa Ea‘gjl f’%epg esents
hydroges, hal ogen, nighfQe @@hat e noi et yur oxgygenodrm g

rep_r,e%e’nt S Ay gureges, formuliiién @ntainihg the GdnD26-7; afd salté Ehareofl uor o ﬁeenyl ) - 40
hal ogen Sor foligwing oingrprieni:. represents - hal o- @1 Bmtlveszc@fdlﬂgdq' Haigrlgwheren - oxo0 - 1H

71,4 - benzo- 90 al kanoyl )Pr(nllo 5 %ﬁﬁg M% @(Jﬁ

di azepi n- 1- yl.]et.fowtorones e £ OF the SOdRUfEb th chlorine.d oyfl aty ower
al-kanoyl ), trfeompmurac Z, dlhseirteof ngi & vagfesaacd»rdmstoc agyCiogk, of he acyl
i ety 8& 215 0x0N L %ﬂ "};‘ﬂ% ‘b3’-Wh5"em Zepresents halosenoer
ket 8 o AT e Sy g ¢ fﬁm&fm AL - 2 -
0X0" - 1H - 2Dfethasdldndi@t € NI ety oz.904 O NrSpreenidd fldkite, ort

benzodi azepiBﬂlel! d%{:?@t hy | car ban®@le ml 956. Denvatwes accordmg to any one of clauns

ferr] - Nicoti noy} Tva IWj‘accord Iglt?):lflzoneof aims
chloro - 5 ’Wq(erGr fc&ﬁﬁ Q.Qhenyl ) 100 1lmB 1 ?iry {9, “wherein RJ/iP ¥tiforink @hd ] 65 or

the. 2H - 1,4 - benzodr azepr n-2-one. R, is fluorine in the 2’-position.

17. 2 - [ 7were gg; for%O litgry) as quog? fﬁg ,q},ppnvauves according to claim 7, wherein
g of 1,
2,3 - di hy& b d;s edm iters E f mgg’s;f 6{? Zgﬁ ?111 oi epr esent

dl azepi po lwatér zé't ruorﬁ %€ 10254 &,2{7-chloro- a carbathate moiety.
1, 208, 541 5 - (2 - fluorophenyl) - 2,3 dihydro - 2 - 9. Derivatives ac&®rding to claim 8, whéfdire m Xture

vias f|||ed°ﬁ°nt161hbrdb ioperie] ’a-yllerﬂﬁregewyldwq%rﬁ/@r al kyl or taken together

W th f:ﬁgflugmcg,psd; geg‘,ap@oﬂ%%pgg ating machine. 't he nitrogen atoma
het er ocys| sokediDi €ty CON- P .

taining at tAhlé‘I preparationed F(A wps addadalowls t r ogen 50 -co@

EXAVPLE C § °P‘”‘s°’ with constant smm§F° Bm atom and n af¥m are integers

Ty [ b
A~ par ente; f@?fuu n was roug

£M the from2-7, and salts thereof.

5 -fol | eev ng‘ht £ Ivtatﬂﬁkmtt;lblthrough a ﬁl;er moiety. 2. Derivatives accsordl ng
to clai m ]can into suitable size amber 10, Derivatives according to claim 7, wherein 7

o) o e AR g T 5 |
Per m auf, fob)80 gves according to claim1, wheregn 55 2 -
[7 - Cgil_éor vg}_IATy LAI h& [err] represents ré!"l;ne. '

fl uorop ny 4. Der TV - according to any
one of 1: Compbiin §°fthe5 gholfﬁla 1,4 - Bz claims 1 to 3
wher ei n [err] represent, aal ogen. 10 benzodi azepin - 1 - yl]-

5. Derivatives accordll’h L0 Cclaim4, W et h sucm nate
10.2 ny |n[err] he2posrtron%‘l eriﬁ{,} rﬁ[’Iﬁﬂﬁw

Di et hanol amine r 2.904 Ny 18MdrivaGRs ReG B0 uprrormreor

chl ori ne. B

e zy Al cohol. in R,, and R, are h@kirGgen.

Derivatives according any one of cl ﬁ'sll)e“"a“m ac‘md cFP rnoar |°f: Acid 1N

: _ s1t?9 mclusw fgp

1 to 5 inclusive, whe ™ is 2. icotinoyl ofl siein Elz%

_7. Derr vatives accordi ng to any one of aB.aDefvatives accordmg eronécmt Fnj ection
1,00 .m 1 to u3|ve Omgr’éltﬁ7l@f#uﬁl]'e,|wberehll‘olﬁramé08and 65

err] is f o moiety. repa 10 liters)
as foll Q&Bgﬁi?iél . ;ﬂ ﬁg x‘éﬁﬁts ﬁ&?g%?‘& ng,31t4-d7iﬂﬁ 3 m@ox% g{ gsfgoeggﬁo- g0 1he

29.04 g of alkhn@u)ha(ﬂwhxamlkoa)-ﬂmbr 1 &kangpyl), Pwﬂ% lryﬂquhsésahittsorathe);oklt,umanlyl - (I ower

al kanoyl ), af?%eale'(lg‘gef al °Y e 'y FRoBRE sgl yed |n 8 lijers of
nmonoacyl| nﬁ‘ ty: i @%ﬂﬁy henyl)e:. ,5 m;i ﬂiectlon The
102 g ofgs2 the x@f Qr a @.ho@p’hﬁ ﬂ’fDl ﬂ.‘, . benzodiazepin-1 -yl]ethyl carbama7e0 95 5 -

(2 - fluorophenyl) - 2,3 - di hy%hro - 2 -16. 19 (2DerNiggindvloawsthal} cof di ng t o

1 13 -di
claim 8, Wnere_Q.‘o__[Cl_n alkylen?o 7 1H_ - - thd %‘_fmpfe ggngnru ﬁ £ - dilgdpat hyl  the
aroyl moi efYR S coy na "e wef g7afide zmﬂﬁgrgghgnwa

stirred until the drug was conpRgetely d,BS—-dlhydto 25- g0l Ued. 1,4 - benzo- 100 A 1IN

prepar at i ogrowrt ~HGH:RE, Relcked B{ aepreent  diazepin-l-yfethhaesaate. wi t h const ant

stirring to a pH of 7.3. The solution was brought up to final
volume of 10 liters with water for injection. 30 The sol ution was
filtered through a filter noiety. candle, filled into suitable

size anber 10. Derivatives according to claim7, wherein 75



anpoul es, gassed with [err] and sealed. The R is a seal ed anpoul es

were then autoclaved at 0.7 atm for 30 m nutes. 35 WVWHAT W
CLAIMIS: - 1. Conpounds of the general fornula

[err] noi ety N S Wherern [err]
represent hydro- “

gen, |ower alko Hmogen ' vorE l°\ P |
11. Derivati vesnmm;mn ”ﬂﬂl i m 10, vvher e- Fo .
in [err] ar hydrogen.t _ _ :
12. Deri vafﬁ\/e': according to am/ ane 11’208 541 e Lq ai ms._

1 to 9 inclusiwvg, 7 WG an(Eemy&ﬁﬁ%ﬁ) - 26 Aprocess according to any one of claims
a nicotinoyl &k (3 tl @Gdrephsnyl) Aj36tdihydre - 2H - 23 86 25 inclusive, wherein R, represents 50

13. Derivativb$ d@@@(xachg “t20- appyOphwphofic halogen. \// -
claim 113 "o veius %rm fapy. . PG SRR
represents y@,r Yl)ml l’thydi -a Buokd 6 Yhlorine in the 2-f¥kition of the

(2'- fluor opher?gl - Chh’m n ;to 35 [RCCp Sé’s"éﬁ ofgltipgs (| ower

yl , _
2,3 - di hyq5 Odr’h C Ig) (;4' eu:Ia:,cecordmg 36* élaiméI ower
al koxy) - (| ower za, 'kar(m}bé) 5 - aZﬁiBiofihe yl)y 21 8 1ﬁ&\fsﬁz§-'fwﬁerﬁﬁ R} ReniS@diatdn sal t
aroyl, aryls (l,ﬂawdrh?é%b kénd%ﬂ}ydm*vethyibnwcykz lstﬂuem@oﬂ the 2’-position. m)r ety 060 a

di basi ¢ aci d g‘l‘Z’gJe' %’Fp\?"‘?‘F‘m o 7 vbp ‘P‘fg?s acc°§m3;‘1 Jaim Lﬁ?‘f’ & - 5 -
(2 - 15 Rgla KR RharedCh Giamp1 GA rza. biSnyolRY enyl ) -
2,3 - dihydroa phﬁmacelméﬂly acckplable salt theténf i Ul e‘naﬁiazepmzehg/ stﬁ‘ea&d plieks ph atie

nmoi ety, the dssogiation|yethzd @rapadhld WW}@% hyﬂenirf ontdiningcn @royl gﬂ-(lower alkanoyl) 65

fer. moiety or the moiety of a C;—C,
[err] fg rocgsg for \J'x\xt ﬁdfﬂ&i ;g) X§E t and if desired, a oduct obtaj

chloro - 559 § vmvé dhShed 3 @ cess Os émed into a salt. [n err]
or the 2H - domprises beatigd conmpepi rof Zhe gereral 31. A process according to claxm 30 where-

17. 2 - [7- C¥®# - 5 - (2 - fl uor ophenyinytbe aroyl moiety is 2 70
2,3 - dihydro - 2 - oxo - H.W 1,4 . benzo- 100 - group [err]

represent di azepi n- -succi nate. % 18. 7 - Chloro 1
(2 - hydroxyethyl) . process accordi ng to™§ ne of clains 5
B =:a

- (2 - fl uorophenyl) diftydro - 2H - 23 to 25 inclusive, wherein
[err] represents. - benzotiazgpip - 2 - one 0-phosphoric

trifluoromet hyM,- - ,ler;b§nz¢ Kdrogem-phenyl g. 2 - [7 - Chloro - 55 -
UOI'O

hal ogen. aci d. 32. A process accordihg .to QaifI200tB1R-
according to any one of clai ms 19. ARis€hloro - 5 - (2 -
quorophenyl) i nclusiye wherein [err] represents (2 -

propy! ani ng wg‘g Fp?‘i‘d)ﬂ q“‘f‘?’““ﬂ'f’ﬁf&’% fluorine gr.®hlorine in the
2-position of @n acid agdt conkining-a RANASKE azepi n- 2- 0&% 5- pteenyl
ring. alkanoyl), (lower alkoxy)-(lower al%oyl), 20. 7 - %r 0 - 1- (2 -

di et hyl ami no- &yl og %Fbé'g%;gyl dfrh to any one of fai ns
a%‘y f’ffﬁ S0 alif

acet oxyet h)_r,b)mm 1,3 - 23 to 27 inclusive, wherein
nis 2. 10 dsuifakdroophosa{ake-m etfl, ordathnazratdl ameigyn - 2 - one 29. A process

accor di ng to efrihe gomeeal ffmddd ai s, 7Wh@f%er é‘ epresent by hydro-

€
fluorophenyl) - 23 tg gné I usi ve, IYi'nerergm’ s aks r(f";,@ pgﬁ‘mhéhaﬂg,el 3 -
di hydro -1 [2 - (hydroxyethyl) - oxy- = [emrg,, hﬁdk J, ueeriydegenn t he
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