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chloric acid. gﬁ?‘%@*’aﬂ@“ é" methyl - E&a elsrhoﬁnontﬂm e5H.|n| 105 o
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for rectal adm ﬁicﬁ;‘ﬂ héal i g TS
stration are SypRoR: tldht;m&ﬁubmb?t’&aﬂ@ngi?ﬁﬂ aoﬂ:hl ic %}e Qf% %ﬂﬁ%% é@d

shaken wit h 4i edates boluble salcoﬁml m‘telse‘ntaw# D'a,n aﬁﬁdoue substance or a suit-

et her. The - et KEc@yption of F"btﬁy Wirtlestardd@Omaterial, 3bL memglduadd”tol on
salt thereof adf e s°1 mn Ofgé% % toge o%mmogth;daséihm dieeaz[biflazpioe, aind L

1
fatty fOUI’ldatI@ﬁncesOI’ a so gel at| ne rect al @epduced a3, fllewsat ed i n vacuo The

resi due, whi®h iEhe follovalu;l @ssopipition hfugthy El @ﬁﬁlgn‘étﬁlgnfﬁfﬁ‘%g? char

under hi gh vacHd 2"3’)@” “8& ik ?}ets BRSI:.. ﬁ.oﬂa&l !ils
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105 bowaé?'eé ogsf andy 1600 g0 f@‘- nZ%? , S
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5H - di benZPb afigpmsienyefithe dosage. st ances ned melts at

produced as follows: 50 The follow ng prescription further illus- b)
37.5 g of 5,10 - dinmethyl. - 5H - di benz trates the production of be
tabl ets and dragees: [b,f] azepine are dissolved in 375 m of car- '
a) 250 9 of 5 - nethyl - 10 - di et hyl - bon tetrachl orlde and 30 5 g .
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1, 099, 749 EXAMPLE 2

EXAMPLE 4 The foll ow ng conpounds are obtained A suspensi on of
13.8 g of sodium am de 65 anal ogously to Exanple 1 a) from 5-nethyl -

. in 30 M of abs. toluene is added dropw se

. 10- br ononet hyl - 5H di benz[ b, f] azepi ne: Wi thin 15 mnutes to 72 g of 10 -
dinmethyl - 5 a) with nethylamne, 5 - nethyl 10 am nonet hyl 5H -
di benz[ b, f] azepine in 720 met hyl am nonethyl - 5H - dibenz[b,f] m
of abs. toluene while stirring and the re- ezepine, B.P. 147-149[err]
10.05.. Tort: h\?dro- action mxt ufl’899r7§9t hen refluxed for 1 _hour 370

chl"wlde MeP. T175- Beadeial4 OM abs. ethanol/ It M&ohed to 50[err] and,

n 90m%ﬂ&v‘ilg campo tJi'é"obﬁInHEr)Asus ion of 138 g of sodium amide 6545 g Of
rret hyI | ollogheslytccExioiied a)rimpy\b-gethyl- in 30 mul of abs. toluntcnls@ddcaldnwsnl ng a
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1
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d| benz[bywrfaﬂ)epwﬁ%**%uch boils 25 agg(g%? ‘51;@?25 %E&w) - 4 - (5
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105 Py way) @f theifplipmingeintgpediate siqyl) ;?yl - dicarlbfrremive 98 el ts at
171- 174] hlfrqm 1505 si b, fiJaenQZ ‘%f P # ogygced
pr opanol [b,f]mpaaa Mgousl %18?5(&015’8 - rono - c) 5 - nmethyl .
-10 - er ), di rreth | am no- 45 rreth - 5H Ex/daneﬁz bf]aze i ne .descri bed
et hyI) Yl'if ’ib 1p2pi H ‘541’5 g°f°m t'artl ng from
5 - etﬁﬁyl ﬂ;xf_-lo 4 rr,dls - 110
met hyl - mﬁhﬂaﬂz@ﬁn mzem mude Medz. 4 mmmt 'carhonate 125
< di benz[ b, f}}raizl'epi ne and - - 143- 145[ ernd 125 rgond é?tbltmahénol Ap&ndgdusly to the
met hyl 1 odide. The hydrochl oride nelts. at preparation of 5,10 -
dinmethyl - 5H - 156-160[err] (from abs. ethanol/diethyl ester), 50
di benz[ b, f]azepine described in the litera- and -~ ture, the 5 - ethyl -

10 rrethyl - 5H - d) 5 - rrethyl - 10 -[err] - (1 -pyrrolidinyl) - 115
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6 1, 099, 749 water are then

added to the cool ed reaction EXAMPLE 8 65
m xture and the organic phase is renoved 33.6 g of 1 [err]-

hydr oxyethyt ) —24= and—T5 extracted—with 2N hydrochloric acid. (5 -
methyl - 5H - dibenz[b,f] azepin 10 - = The hydrochloric acid

extract is nmade al kaline vylnethyl) - piperazine and 101 g of acetic 5
with 4N sodium hydroxide solution where- acid anhydride are refluxed for
3 hours, The upon t he crude base reC| pltat es. It is taken excess
acetic aci h di St_l_ 770 up in ether and‘the
ether soluti ongl, A’x‘@ﬁﬂ:?% edQ“the éogied }/e Hno and conc

with water, drm@a o% _'
base which pr eﬂﬂpsmedazﬁﬂ%b

tates is extratk dﬂmh!
concentr at edg eéq 4:%
ﬂfﬂi&l

dried pH. | washe: ' il '
sul phat e- and- Wﬂommnrcbltd?dvcrlpmassﬁﬁn carbonaeﬁ h;dd)dtom:mu(us 'I?h"" a5k ifhich: i

di benz  vacyp.. am# qﬂ‘@(&& tmed n oith d:etgrgﬂ
- ylmethyl) the k q'éﬁ te ad
hydrochl ori de yECL i L ab Sdittbz 2\1aéuo ne dasol @upon

1- (2 - acet ﬂ»;f}'azepmﬂ?)lo Qitm{eéylb]- p&mmn diet Mnnﬂufrdisﬁsl wehhbs)qthanohe hydro-

ethyl) - 4 15( r s Itd? B Az 214— cthﬁé ’tg§‘i‘\’“
net hyl - g %%Ial Smeﬂi}xl gt hy f]azq;fp a@inﬁﬁh?'

e dzine di- (80"
pi per azi nyI mat.ﬂyl )y. 1) hese [-Ddibehz b,y dhiyd ﬂahll@rde dtystmi I Pi'ses out .
azepi ne, can : lzgeh!t aredt mémmb'oto I& r as foI | ows:
WHAT VE CLAL Efaple 1o or as igjow ) pen aci d
1. Arepine deg;ﬂ1 il'carng’? {,prmula 1 Pet hy atlvs er a e di gsol ved

whi | e stirri ngigonl oltmlbsabehzme 15§ QE)SMmzﬂ;fy} abs. benzene. 15 g of 5 - nethyl -

10 - bronomet hil - brOS!Hneth rtiéfn @'Pthe in 75M

added dr opwips€ efn 72, mis UEN Fhe nmixture BENRe
&

‘| uxed for 1

hour. It is thgpiGeg agrgala,tggmc phase Ctm | with water,
dried over potpsse is wash@uvmhwmar,bbnab@rmw- concent r@%i cuo. 8518 ¢
of the resi duesl C%f € ang, tﬁgi ‘30’““ H - dibenz[b, T§azepin - 10 -
ylmethyl) -3 sgh e £ 1(,(_ : ylic acid ethylRester
(1) and a plﬁe@dzuﬁl on Qirb&u&lugmtf e@te@si um hydr oxi de in 72 m @pf abs.
et hanol are rea‘nlduﬁelmotl@f 18 mbfamassnlm w?idtre gese ts :ﬁwkyl radi cal

@ g -8 |FPP=hg at

con- 8 hougt %@sﬁd reasctlon T rleﬁa!ﬁ S(t : at mOSt 4 carb ml-
most 4 carbes @I}ﬁo QS 1 gﬁ,& ml_ater ang, kepiksehts Ulhydrbgefl (W) - thel NE
[err] represendtker sbiytibh Og&lﬁtractem’wmhtm hydro- €t her sohuuhylamcnls extracted with

2N hydro chloric. acidndithe apidgizet is made hRomidcRy pIPss tcﬂﬁ e ,-Eigi':da%xt?eact

is nmade [err]ng’%t gﬁ@&ﬁ? @tfﬁll radi - FfFal ei n

al kal I ne Wi 81 sRaNeom! diat QR he evier solodoRlis, OREMRAbHH
ammoni a. The pwsledpithataeed driedicker pawdun sar- radxca.l h&w

D

carbon at oms ofopeteand qopgentpted, Cruge- byland t he etP@r%«, ;
represents’a s ﬂjzlggné’ wﬂjg:‘g(dg‘ - e ashed . wi & _

pot assi um ca¥ - solution with  eth@ORcC a) ag\cfa 7 ring Npodups. each»gea :
concentrat ed. Yirddsdde Sihydroablotigd The latter melts  bers vwhoh at op el - Ial}xaneﬂhe

i m no 95  at 18401897 (from ethafplyer a7i ny| met hyl ) - ar Pcmmmg at- 100
group, an al kyl | M no or BMHEY- b, f]azepi nemgﬁwg TR n e R n
acet one : g ofl ddyllenevoiar g€ Gitpduced e tm&ahttmﬂ-addaﬁm @3- otk @idrganMd t h
et hanolic h%r@éﬂﬂﬂﬂm pic5 a@ﬂw ~ 10 - (1 - pipgyr-ougs h‘ nt al ni ng at npst 4

e deriva Watives: ﬁfo gmhﬁr— dP*an

yi el ds the di 37T g@% @e I
al kanoyl -~ %?gea erthk rraeﬁ(ﬂ{dﬂrgﬁo%”

nost 10 caFfble
menber, ¢ E{ %ﬁg’*’g}s |ntroduce.nto |@. wel | -as their
addltlon sal tSdmu,{,[b;f]laﬂg gamlcy15&hy1 §i ution of5 - ; - 10 - (1.- piper
- or organic samedgydmchlon Ipreg tatethy:he)tsat 5H - dlébenz[ ,f]azepine in 2.
Azepi ne der f& AL (B?m'flﬁ@”@ pheohs cHgk- 105 750 of ethanol and the.
mxture is re-q | f,'é’;“fnymﬂe& i fdizignhour s. - The - cool ed reacti ong m x-
ture i s conce pfoﬂucvcﬁﬁddﬁdlﬁildv Ffifiple &l -wibfein R;Udegiréserls . al@Mil ra@ical N&eh-nanol i c
hydrochloric ®). ‘acid is added to the reside whetisgenmast 4 carbon-atomsy err] -
hydr oxyethyl) - 4 - (5 - nethyl - 5H - di benz[ b, f}azepin - 10 -

yl methyl) - piper - azi ne di hydrochloride precipitates. It nelts at 60
214-217 (from net hanol / absol ute ether). The starting material, 5 -
met hyl - 10 - .(1 - p| pera2| nyI et hyl) - 5H - d| benz[b f]

o o - o o, p— o

f abs. benzene are .
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6 1, 099, 749 wat er are then
added .to the cool ed reaction e EXAI\/PLE 8 ... 65 .
m xture and the organi c phase is renoved

hydr oxyet hyl) -4 - and is-extracted vvrth [ic acrd (5
-methyl - 5H - dibenz[b, f]azepin- 10 -. “ﬂﬁ iﬁﬁ acr d .
extract is nmade al kaline ylnethyl) - piperazines acetic :
5 withg4N sodium hydroxide sol ui oggmgr\/nere- acid anhydrl de are refl uxed .
for 3 ~T5taken

excess acewnter areithenoadhedd tortuecooledsreatcﬂtren d| str | ed EXAMPLB 870 up i16¥ @ her

and‘the et %ggﬁ‘g%ﬁrsr*&&&ﬁ@ 8 &tk -sﬁ ool o4 - amibhi a
- Hjé{m e achlchbiee @ Vinhe sl SS§M§D§ and i fon’.'--ieﬁ‘b'e |

r esr due. 5 Tkixh baseodnnhlh gdiogfidee@iufion where- txkﬂ

Cb‘

hydr ochl or iuPPnafé¢ dmdft h@esﬁﬁsta@xthattam veix Wéieé!ml'@ is
added to t{R %ﬁgﬁﬁm Zgi?g}éa WFOHA% washed
with vvateranﬁroh&ﬁ(med e Ud)is e.laﬁa 3 - over
sodi um~ 18 ulispdddddao ahed:oncamnateé sdlutiat onlil then ethéfeal solutmeis thlﬂ ar; et hyl -
5H - dibeR lsﬁ'afl}@efeqﬂ%t éY‘# dI%’S"’OF fﬁc Fm@d , T azepin
10 - ylm‘f _El_pﬁ iy i iraiy e%o ol i
hydrO- hy pitkes. [ Bﬁltspittﬁﬂ—e-s chlokic &6 tﬁhe&h A17~ (2 byl £ aci d,

wher eupdf 217° ((@m-meamgﬂ/@bweﬂ!er) 15 21 ffbk;}ﬂ)r} 4(f-r(6m nelthﬂaﬂdH/ abtﬁbenet her)
..J.t{lﬁll) - 111%&“%‘}*&5 _u;‘; Sreiyl ol yﬁ lpﬁmﬁ}m' eyl rﬁgerﬁmegr(;1 8% (1
yl - e) 1o YidTE prperazine di : -
'-z_’ﬁl per azi nytEazegiﬂwi h) or Eﬁl}owsdl benz([mts)yf] hHAT WD CLAIM dsy-st al | i ses out .

‘azepi ne,20carp) 188 gof Blag:sfgg lwhxle q Azepine meriyptiyiere of| the )gensral 4 f ol | ows:
WHAT VE @'_éﬁﬁ@’ab %O id piperazine - 1 - carboxylic
acid 1. loAZ&Mth rsﬁati g,q zel:,,,t,ehe general fgr- ethyl ester are
di ssol ved \hh?ﬂ mlstabrsrbeﬁ@xelamea 100 M o _ﬁb‘&. benzene. 15 g of 5
- net hy|? treﬂusﬂ di benz[b,i:]:a ine  in 75 m of

abs. benze 2333 o this sofufion the mxturgis’
ref | uxed é"ﬁa OE E%ﬁmMceﬁtateasnu&:tcool ed ang}lt(heN r¥ani c phgse is
washed th Wagerf thdrrqﬁdut, dver(s poedbyl - si um cargpnate and concentrated
in vacud® SH - di mt;hw gyl - 4 - (5 - nethyl-. 30 5H

di benz[ b, f EIRSBRRG" - ofllé'“gof - | Ssier pi perazine - 1 - car boR/I ic acid
et hyl estefin 72 ml of abs. ethanol are reﬁuxed for wherein R, represeqts - an- alkyB Radlical . 8@k Ut i on of
18 g of 3Fot&eis”e,lrs %ﬂ)m@e& mixture jsthg? il of aﬁylmgelt cagba -gtenfs uxed f or

wher ei n T e@pyred b %%i ﬁ””’é{h?iﬁ 'fi‘fadr cal Bojeresen Bt radica TGN 2 THE cool ed
reaction mcHba & acid extact is meﬁ&mrf Tor oBYI06E, SB5
poured int @hmdplﬁhalmdu@%emthpcancmméﬂer The cals, eacpenlky rsrdizplr emmnt S v

‘hydr ogeng EpreClPé ﬁbrﬂ’"slbl i‘m@br &GtaEWW“tqqr _
methyl (o §Ld*;n:z:,atz:c - Hed th Rk
represent by %&Qoﬁéntra ersa bﬁmmga thealrkiad i 9@ Wi t h
“Eoncentr at él Q- Plperazmhd@yl%ne}?ﬁih cet radl cal g@mmalmmm,orhadmm a. The
;-:'.-’:"rec' plt t wiich, inr acetone ;}B‘lg gr F%I’TB or.
=40 taken @'fgmmr{h am)h eP %2” ic ;:celé)l ut | on | bon fil Tamméo ml'%

-'sat ur at ed raensir—arsyc fiofty ethanol) washed with water, hin \gMiip ptmtaa:mglaumoaar -

'radl cal havi ng 5 7o L bonat e and c@ﬁ%e’ﬂt paglpor latongy emlemsi - met hyl
xﬁ;g dré

L:

|
pi per azraoylarm {;aﬁl &éedt %ﬁ.’. ff‘ ;per;ﬂanaérae;urgfddm %ﬁ(wfﬂl fnee

hydr oxy- amnyhildmhyﬂ)] aﬁHp+ rdﬁaenz$b,fjhmanmed W3 é¥epine derivetieo n%the general for- 105

al kyl i mino. tljﬁaé meigpre fage- SHEEti on  wit h et hanol i c

hydr ochl or EEEegdpT 2 hours. The coo éfﬁﬁm%ch cont ai n| n oB, nost 4 yi el ds

== 1)
BBE

ntrated in vacu

the di hysr QG aindns of NRethaablice hydatht pat ons, or an

al kanoyl - acid is asldedLa!Lthtaﬁl rwbmpménol ). 5@

oxyal kyl i mgﬁ!’g hﬂbqgal qg; '

mst 10 AR e e st . *‘EXANPLE 7

meriber, 60 214—21'7‘° grdiimem secmoxthely are i nt rEeduce%l into -as well as their

addltlon sal'l‘ls strtitg m#tmagahrcneﬂﬁl) 19 solution of 5 - nmethyl - 10 - (1 -

- razipylo: - SH - dibenz
. SI pi;epl nef,ﬁg{g& hce afor?l%to le é Fﬁemg r@r@&mgggﬁuﬁfrsﬁ:tﬁ% zepine in

g - rir'vati ves o or - mmmgat anol and
the mixture is re- mula | fluxed for 2 hours, The cooled reaction
m X- ture is concentrated in vacuo and the cal 55 culated amount of ',
~-iet hanol i ¢ hydrochl oric - acid is added to the residue whereupon 1 -
([err]- hydroxyethyl) - 4- (5- methyl - 5H - di benz[ b, f]azepin - ‘10 -
yl'methyl) - piper - azi ne di hydrochl ori de precipitates. it ~mettsat—

60 214-217 (from nethanol /absol ute ether).



The starting material, 5 - nethyl - 10 - (1 - piperazinylnethyl) - 5H

- di benz[ b, f] (n) azepine, is
produced according to Exanple 6 wherein [err] represents an al kyl radical
con- b) . *a A-Rg—at
npst 4 carbon atons, © 1,099, 749
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b norgani Cag welllaz-thg?’sf'dd;ngnna tsagweth ?n%l tm OﬁHlF'; Elxi-h 8

aci ds. or organic acids. Tganic . c ;umia:haxt? salt of 5 - methyl - 10 -
(diethyd armnagepfnmgr)mm 0,55 i be m Fomettydio SH 3. diewffithe

deri vat i viega df gtvtnex feﬁ" epl ne.5 - Byl - -1GU Lyen ip.claim
1, mere.ﬁa @ deﬁrEtlhy laxm 1@eth}'11£h5metdhyd ?d“l"'ﬂ‘yg““'?’g CRel

OI’ ganl C

[err] a{dgmgnssa P m(- |thq1f acndet hlegidp eatrz§15 £ eeigiepi ne.

1 and [®rrk KgRr ﬁ%&tﬁ/&u’f Gl t %,édﬁ HeminomedyD) T hydipeaz: hl or i de
salt of Smula @f i claim 1, %n a(btss Wettp! L m@rqgnlngethgf qrgagy c aci ds.
10 - (di rPef%;/ Ia)ahNRQRmaFeyis)d - Uai) OPerazinylmethiyd) - SH - dibena[b,flazepin

[b, f]azegd; oy T tsﬁmeptthbérdﬁdal at | B THf il c@erders@nofsermethyl- [b, f]

azepi M. organic acids, Jitipp gsely W@}P\ﬁmaﬁn o aan(J} [P&ﬂfafmymetlm) 5

Met hyl - 5. 1&epi Y. - 225-Meth1 - - s re as
defi ned mmwkagféééﬁ&fﬁ“gr‘gikﬁﬁ I)m"’-th HSH ddxlsaeﬂb,&] eazél%ﬂ%'] B

and [ errjand Rg ssedeﬁsedtheclmtjh ndr d| ‘i"l ‘?g:ﬂdw@t ofi hyoedyhl ori de salt
of 5 25ngh ths nydf"g@zoandttlm acidh @dditiond b}l gdfrE or 10 - (4

- methyt g Hif%m;‘fﬂy? ?%{Ggmfll ;1) for. SHM dslb;n MEgAN ® aﬁﬂpaﬁmomethyl - 9
SH - 1 bl Deldhs o't wherei &, 35, “oeAblazcpine.
22. 5- MBu as. f@ined {nl clalmpy,r lﬁ) Ryl ydrochlgride salt of 5 - methy] - Azep| ne

10 -
der i vabi § f“’cﬁ@t eﬁélpaé,l o wid avepind PrSERDST 5 5H. - et [ b, f] azepi ne
mula |, glwggep;ng F'F_ [ ems 5- Meﬁiﬁ 1'6hq.,, hﬁﬁ{egigl%ﬁfl dessalt of 5

Co- nethylmmlal,gwenm err] 10 - (1

repre- d

?2 ydrochlo Fampunel and
- pyrrol Rd clamr 15|ahd R h Tife rrt!sethyhydr ogen and
t hei rsﬁcﬁ a%@m c"} adﬂ% lcane f]azegﬁe sarlfmm‘\’ﬁ}zﬁ'ﬁﬁg B#%c or organic
aci ds. - inorganic or or ‘f”niﬂ“s mtl'g_o 280y pdMertg noort iyl (1 - h - 1000
. 6. Azepin& d@pmvawwm efftht:@%l ﬁgraﬁmsg)q_hrhvll ke “‘Wﬂbﬂa{:ﬂmef] azepi ne.
sula’ |, By rS“’IeZ)invcdamm wbemhkrémand [ﬁj’l‘][a < 1°“ salt pfy i‘% it ybehl ori de salt
A

of 540@;;3e ed mca Jepn&s diefui{bGaberi ’H" Terr] re-
10 - pi'pethi Mgtagen ic ac,(gﬁ d“m Bthen0:t5 £ FJthyl - 10 r egeidigingine 102t hyl

r adi cal vite ferivetivestof tﬁi@@hxmefor. . élamdq L norganl c or
or gani ¢ “ﬁig o in dg 1§Wher¢w3tRh 'R, 1 Hf(‘fﬁﬂ%ﬁ‘w%ﬁg b&jﬂo- -
7. AZ8DigRGenSEl samﬁiéd A ooy NE e db’f’w‘ﬂe et hyf

di benz[ bogf §-62 eipi; @mbers with, o Fe ¢saqfrﬂ1e1genvimefoﬁwh fenid and
27. The ’ﬁg €t9eh | 2o ralkolémisg ot hpkorfalkyl. b °1am L, and sqi threofamé as defined
in cl ai G Eimdhe e @ach o0 ercip Clebcibe: whh %‘§e43hyl )- 5H
di ber® alkansienSanhar A ra"dlaEallﬂlhmdrigelaferauﬁéE 3, t]azepi ne
35 bonﬁtowgarbamdmweg Fing? Gk dbett il dgicf Ithe gengl. iﬁrmugl\fht msl - 10
-[err] ZEf13€ ftiop | salts wzth m&amc or wih jinds .

di nyl). f"gl%t' i ®H 15 b, f] airemsﬁﬂaed m’ﬁ%'fi’é‘é m%ﬁf derivatives
of tH® peheraH zl’b’f] m m1'i’ydr sfaBitamp s5and BE nyl -

mula I, éjilv'Eln Hydrochlogitid 3alt thf eetrai orfoiila-1, p3zor ol i di nyl)
- et hyI thYlaﬂmn°ﬂﬂl¢th{/1e1= rSJH arﬁbeaés Bhr] re-

di benz] ,li ﬁ%ﬂe 10 - 40 EIsents hydrbsgﬁn deeaﬁudd ﬁ.l tjion salts

Wi t h 6 NSH g bl by a@l;,ﬂam 1 lustrggd i any Bt E;almples 3,06- kad Pyr rolidinyl

- 105 _ 13. Theihydrodhlotidegsaltiof 5 O lmefhkdaNn net hyl) -125H -
di benz] Elpnipgmethyl - SH - dﬁmz&pm@%audg%&gﬁgk\?j:m ral. for-
31. The Tydnochl onde %?Ot -by mbdiyd a reactive ester GL! mﬁgl ven in claim
1, wherein [err] (‘@’“Bﬁ?’ ?fthﬁmfﬁémlh)ﬂ 5H-di benz are as
B deflned inclaim- 1, and [err] re- [ b, f]azepi ne 45 presents a
saturated heterocyclic radical hav - 32. Compounds of the
general formula I; 110 ing 5-7 ring nenbers with, optionally, the

defined in claim 1, and salts thereof with .. |mno group an al kyllmno

o o . 2 a0



their acid addition salts with inorganic or organic or organic acids

substantially as here- organi ¢ aci ds. I n
described with reference to and as illus- 10. 5 - Methyl - 10 -

di net hiyTamno - irated 1 n eltﬁer of Exanples 4 and 5. nethyl - 5H -
di benz[ b, f] azepi ne npound of the general formula I

éﬁg salts tﬁéreﬂﬂ“ﬂﬂmrmnﬂm wnllsal EZII (r)rIat ﬁyl arr]r;eﬁlg?/nlet ilyl d?f i5ued_i nd:ﬂbglnrzn b

b, f] azepi ng.. norgani c or organic acids

[subs{ ant !Oal g)L as hnre.un—des.c_u_b.léﬁgﬁwlx_h._.?.ei.e.t.enc.e fg an ‘as > 12.

5 - Methyl- 10 - methylaminomethyl - illysty 8 &l whith RDR, ﬁaﬁpﬁa@s 3, .6,

7 and 60 5HR di ben[b, f] aZepﬂlanmgsglvmmclam 55 ‘wepm,
125 - 13. The hydrocf 8F'| de salt of 5 -43nmtphydss as claim@bin anP oD EERES S for -
t he production of azepi 10- net hyl anﬁmmé&lgwhislHRncme&nﬂ]db&ha]ve o
derivatives according (&f “ef 1, charact ePf given in claim 7 of la

reacting a reactive ester a conpound ”g‘g ¢ m"Me yl -

5H - dibenz[b,f] of the general formula m&mmdmls B, gt 6

1T
35 to, 38 in whj %ﬁiﬁgudgalywmmmgw&; 4. A&&&@%&gﬁﬁ%\éﬁw claim

6. I of claim 1, with & compound 35 to 38, in which R, R, ocess
as claimed in aMdie ginersl fodnian: Ii " have the meanings given in claim 9, 35 to
38, in which [err] have = R . e A process for the production of

/ : erivatives of eral formula I
neani ngs givwen in clai nh7 n i claim caﬁ,,[md in
any of clains 35 tglz’,Spounds\Mﬂmigex{ea{f e
(I'l) the nmeanings gl ven inkJ aim 8. wherein [err] have the meani ngs

gi ven 45, Awmmceﬁ&nask.gloalmgdz,} havange of . cl ai n's ?2| whornula | of

claimi1, with wmegbep eﬂmmmﬂa Baf dajp 1 |ch[err] L R,:,he gener al
fornula |11 “W‘thaofg '-cylvenln cl
46. Aprocea&ﬂl o} 65 @(ﬂ

derivatives of mghﬂaegeam«nabmﬁm rmlladﬂolyﬁefm ned 5 . '|‘
inclaim 1, crapwcapacyl & '

pounds of the el e < A % e ave meﬁﬁ)n
given i'n fonduge ihindT grédp ing 1 memb ith/\ % g%hqe X‘W
derivative of gkylaé loy amnmeunzoaﬁtmnﬂr@rben co,!mwl
necessary, subffeEs & reactive WW@F@%&; Giglpingduat rOWis bisiotally, the I emove - -

any acyl radic %@@rmﬁt&ﬂ , fe

desired, tr @&t tafifhg at nibstCINGADoG o aeu@ o) 101111 “e?sn
[err] have t heylating a. cmiilﬁmmsothhe |gm=lnbf<gf ou,p a5 1hd Rf Qi ven
in formula | ofu hibying 2 chydjogyajkylimin |smolamtuegeomufmrwg at rmst 4
carbon represgil & Tag § lﬁ"': : ¢ radical . 0

reactive nmo@degiwy having ati mast gI mﬁ’; \Z&Zr:f the
optional |y, thi desired sonvertieg HM aiamnemrimwtﬂeh addition ThaR©

group, an al kyf ]*hé @gﬁi o7 7Yy A an iny w@am estsmc efidsan _
al kanoyl oxyal ka gl A 2R dmed ,@@mgszﬂo < i ed g 20 '
taining at %stvm&lﬂtheadxﬂmmdaﬂmplanxsdmde ,cuxﬁ‘i‘%ﬂ{ﬁ% Aihihe HomT0St 10
carbon atons W‘lﬂe 1*&@4&1 ORI RRIHE Pondy6of elfegeneral Grmula IV acyl at i ng
having a co;: ﬁzg% deri ﬁl ng menber, thereactive esters

of ~nmul a %Mj algylamiﬂ,y Vg Yol 34 4 Neabon gr oup  al; “kan .§/d'f t he gener al
fornmula V 3havmm at m)st 4 carbon atons as ring nme R into one

havi ng an al kap : i ar?gm & err] has ing given in .3
formiia 80 25 é@" A T, & ﬁ rr%%t 10 carb hmand, | of claim - -
1, and, optionalsByA pﬁoeaywamm ‘hey of diifs desi red, convﬁrti ng -a conpound of
general conf®uditise Shtimiwhishl the reactivh efter ofcli t i on salts for mula | ipto an
addi tion sal't mgrf’fﬁli giteteh frle gl c® op, or.gan c;R ,&5‘ g&ﬂgz

organic acid. 39 A process as claiflell: in RhP6EEAMS Oliefindd N
36. A process mswcisainnﬁdchl m, RL,&!,;TRBQndI NR dﬂkamlabﬂ thegaéml hm:geiVeraI for mul a

| defined $% ¢ yihthe peanings or |, i s t an
N-acyl derivat gy :“ %m at| ng
com hexahyNRQR:) Have the ... Tnpélmf\s Ratint their ngsral
formula IV -ﬂhe rret al corrpoun f an N- aerydrgagic ramdat ive of an

: _ i
al kyl ani ne bgg)mﬁh iy l’lqgny h’lﬁl mnch B mmed Ckﬁﬁﬁd%é‘&%‘ éfs“"c‘l”al med
in claim35 Ory, meanings given. in claimi - organic solvents and basic condensmg agen

: 42Apmcessascla1med1nanyofchlms 49A!pu'ocessascla.medmclaxmn48m 100



in which the reaction is carried out in the presence of an inert
sol vent . 38. A process as clainmed in any of clainms 40 35 to 37 in
whi ch the reactive ester of a conmpound of the general fornula Il is a

V) ‘brom de. .. in which [err] are as 39.

A process as clained in any of claims "~ defined in claim2, with reactive
ester's of 90 35 to 38 in which [err] al kanol s of the general fornula V
45 [err] have the meanings given in claim3. - 40. A process as cl ai ned
in any of clains in which [er] is as defined in claim2, and, 35 to 38,
in whi ch“’t hgi’[ err] and opti onalld99,749convérti ng the corrpounds obH- [err]
- '-ha‘-v ngs €n 1n crarm [ 0
- '[;:inO,_f gawp. ﬂg5bas1c con ensmg agent is sodium 53 A. pmcess as clanmed ingy r;ggam ¢ acids 50
AT A ggn DB dnb AN ﬁg}l Y hegeinpige o e Faimed in claim
46 or 44 1o 49 g@laﬁ«g‘mhe 54 gr;ihﬁmaetucatprdp&a@aﬁﬂ H®RskeOus in the
pr es®Enbeeahe mmmgs gwenhawhnn lie_ mean unigry icomamising) a cémpomdclaimed it or gani ¢

sol vent 9l tc@m' 1 and at4‘2'3t ope He phasgaceytigélned in any of
ol ai B %%ﬁmﬁ%’%&‘r&g% T oo te b Y

1, 099, 7459 A process as claimed in claim 35 or W. P. THOMESON & CO.Whi ch the basic

- cond@ngs ag bermbgfmurﬂescnb';g inA prlﬁe@srda:&x@t dliiveepdol 4. cl ai ns 47

- ani de, Bramiples’3, 6, 7 or Chartered Fatentt APy as herei nbefore
de $.auiiiig®6l Spd : NPrinted for Hertmest xihaodaee Bras-a1998. .of clains Exanple 4
or Prplished at The Dagon Bfficn. 5, W‘wm ﬁ“’t"fPé’ [I‘é‘tdf"j WC?Jimmﬂh‘ﬁ‘hﬁ?‘?Fd"éébﬁ‘tb@é‘Pd preparation
'i-n dosage 15 5 have the neanings given in claim?7. unit form
conprising a conmpound clainmed in 51. A process as claimed in claim
35 sub- claim1 and at | éast one inert pharmaceutical stantially as
her ei nbefore .described in ‘Qarrier\.WEXPErrpl e 1 or 2. 52. A
process as clainmed in claim 35 or THOWPSON & CO. 10 36

substantially as hereinbef ore“'m 2 Church Street, Liverpool,
1. Exanples 3, 6, 7 or ﬁ,”tlm”m'"l' Chartered
- Patent Agents. Leani ngton Spa:” Prfi nted*f os Maj esty s Stationery Ofice
by the Courier Press.-1968. Published at The Patent O fice, 25, Southanpton

~ Bui |l di ngs, London, WC. 2, fromwhich copies may be obtai ned.

- ERRATA SPECI FI CATI ON-No. 1,099, 749 Page 2, line 96, after "ethyl™
insert "ethers" Page 3, line 14, after "of " insert "an" Page 4, line 50,
for "prescription" read "pre- scriptions"” Page 4, lines 50 and 51, for

~ "illustrates" read "illustrate" Page 4, line 89, for "bronoethyl" read

_"bromonethyl" Page 4, line 111, for "bromoethyl" read "br onmonet hyl "
Page 5, line 23, after "ethanol" delete ") Page 5, line 113, for. "ester"

. read "ether" Page 7, line 11, after [err] delete [err] Page 7, line 16,

| after [err] delete [err]



