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(1 - Methyl - 4 - piperidylidene) - 4H - acid wih hydrochloric acid in
et hanol , and benzo[ 4, 5] cycl ohept a[ 1, 2- b].t hi ophene -9,10 - after allowng-

to stand overnlght the thro- 60 dlone ' _

. [ 1 o o, . - Y ya I T 1




4H - benzo [4, 5] cycl ohepta[ 1, 2-b] thiophen - 4 - (1 - ethyl - 4 -

pi peridylide) - 9,10 - 10(9H) - one hydrochl oride, having a M P. of AN
di hydro - 4H - benzo[ 4, 5] cycl ohepta[ 1, 2-b] [err] (deconp.), is obtai ne @
this thiophen - 9 - ol. 5 manner. Mcroanal ysis agrees: W|th the for-
11. The corrpound of daim1l, which is mgdigsgerr].HC .

9,10 .- dihydro—="2Z - (I~ matn = & = 00 pI perraytrrueney—— =#t=

b 4.5 ¢l & d ligene) - 10. The compound o ) ’m

vl Wﬁg e, st il e
[o; 1 10 - n

Caiml, vm| chza95-293°1Qdeco )B oBtained dridphed™ 910 o, (]

pi peri dyI [ dénex)lameMIMmromuss)agr&S vith, &]: f cl oledtha c xﬂgoanda])f Chino 3/ erhieh 1513

The ' conpound oPUIEIGFHRONORHEN is 9,10 - d|9H 0,3 ﬁ%‘?
(17 methyl - 4 gy ppres idWidene) - 4H - ég%ﬁ‘“ %Zg'%%) Yh]?&ma
t hi.ophene. 1. A £omgodnd difernadrpyound Chim 1{ which et hyl

- 4 - piperidylidene) - 4H - benzo[ 4, 5] cycl%ﬂepﬁlaﬁr!? ndmhené ~(19, 10 -
[err] di ope a1 _swherei n 4t5hcyéo§e' PIp ?by&d:;ﬁn; 4H - benzo 65
15. The conmpound of C g is 75 [é 951.)}1;% gpcmﬁhho%ﬂg,s
bromine or 4 - (1 - ben pi peri dyl9;1denﬁ)ydro 4o -- m;}dkmyiyuno 4-to 4

carbon atons and is in the nzo[ 4, 5] cycl ;Py% gﬁer‘iH - benzp() g or

7. p05|t|on of the benzogycl t at hi o- € '1 £i
16% 4 - (1 - p - chl orobenzy] 4 - plperldy(-l J:ﬁ:thyl- e.rlfena ﬁﬁlf-mf lto

4 .carbon atons; benzyl; idene) - 4H - behM[%SEydmtcﬂiéﬂﬂ&[Oﬁheﬁe-lﬂlO -80

f_I,_t_,goro chl 0,1 Qhes brom) subst®t ut ed benzyl 15 ophen ]TO l9

dpheny! et Ry 1% ROV is ptRdgln, GHbAEO i @ -(1 pﬁ‘r‘qu"ﬁﬁg j%&efﬁ’én” @
pr oducti on of acogpmlwbsﬁrbdntﬁt ﬁu&ﬁn& nbénbty[h,S]@Mem[uhearjthmmn powod of
fofmula | as c4.&f ﬂenpﬂpw el ﬁ‘FrheflmOﬂOheptathw- (9 - One

pipenidyl-
whirch conpr h_.,se@;“f &1% ié FOX nggr quﬁcloh é‘%‘z-b] 80
reduci ng a Congueehdn Jrqs tuted
met hyl ene, or dighedylmdthyl; or fluoro, chloro or bromo 17. A process for the production of a com-

[err] A and B$§m§1§ﬁbéimwhn@hyl Pide pitler rong pgihe i 1 avFlaimed iy slein dr
brono subst ¢ uor o or

substi t ut edidl dmdtheﬁ%fxy& ylwi%gﬁ tpdgging s C(?ﬁ?%‘?‘l?{l ’fﬁ‘g’ﬁ’ne

is nmethylene. @ each o onpound of Claim 1, wher ein Ais 30 gydroxynethyl ene
and B is nethy, §ﬁ§dB‘%\°3F “X’ré’f’rf'}mibﬁe”aﬁ?ayB i s hydr oxyi -,- hyl ene, Ais

uoro, ‘chl T bromio s futed p
carbonyl angs Egighen %,y a
)/ are as

& fuordlchiioCl? Bibmd and B 1§,
wherein 3. A mhmmmadxpm&yﬂe&ymn oderein Ais [ er A
defii ned aboveHg dt iBelSBB*rhmlhvﬁeﬂle ohed i i s hydroxynet gl ene, Ais oxo
group isint he .hydr oxyi m nonmetfijyl. ene and B is
nmet hyl ene, jnen@&@eqe@l et bl ﬁ% ‘wm Rigus to proddkcd_ J90 or Ais

net hyl ene and mediykoc anh 8 |hydroxyxmmb und of fornmula I, 4. A conpound of
Claim 1, wher ﬁgpwband%e} Bfthylene 98 edBh oF hy dr oxymet hyl éhe or. 40

hydr oxyi m “0 015;91‘31 Qih ASs - R gnd K, ed aboteC ol |
nethyl ene. % xﬁkﬂ@&wmm 19 hydedzinethylane, QJ ebﬂ% for xsﬂaié wdeﬁn i Jg:

aeponyl . 6. Avyédoxyinipomt Iene@mil Bm& metbbﬂaleel bﬁnmhhet&ﬂu@hm nacitnis,Bo ipsoduce 90 -

onyl . 7. AF ' 9 _ ai frsompoyng o forplarlai n [err] is
R el o |

hydrogen 8. AnEqpau Aainms 1 to 7, wherein [err] is alkyl
of -1 to 4 c4r b-mlro:aﬂxmnsnetlﬂanebendyﬂm OﬁherChsl oro’ substltut edobenzyl . 9. The
conmpound of C enei (‘l ere;‘g 9,10 - dihydrg ~=¢ s (1 - nethyl -
4 - piperidyl-g y}’ B Bef i ned n‘a | the i-dene) - 4H
- benzo[ 4, 5] cy Q@i@hﬂd Dihim NYWHerinyeaf OUP 1S 1N tH ' [
95 4 of A and B is carbonyl
7. A compound of any one of Claims 1
to 6, wherein R, is hydrogen.
8."A compound of any one of Claims 1 to Ia
7, wherein R, is alkyl of 1 to 4 carbon atoms,
50 benzyl, or chloro substituted benzyl.
9. The compound of Claim 1, which is wherein
9,10 - dihydro - 4 - (1 - methyl - 4 - piperidyl- R; and R, are as defined above, and the
idene) - 4H - benzo[4,5]cyclohepta[1,2-b] hydroxy group is in the 9 or 10 position of 95
thiophen - 9 - ol the benzocycloheptathiophene mucleus,




t hi ophen - 9 - ol. t he benzocycl ohept at hi ophene

nucl eus, 5 1, 415, 591

5 (1 - p- chlorobenzyl - 4 - piperidylidene) - 10. The conpound of
—Cam1I, which ts 55 4H - benzo[4,5

-ethyl - 4 - piperidylidene) - 9,10 -

M P. of
obt ai ned
the fon-

di hydro - 4H - benzo[ 4, 5] cy
inthis thiophen - 9 - ol.

| cycl ohept a[ 1, 2-b] t hi ophen - {1 -
10(9H) - one hydrochl ori de,. Hayging a
clohetal[ 1, 2-b] [err] (deconp.) W

5 manner. M croanal ysis agrees with

i1. The conpound of Ozn4NJQIMM|ch is nula [err] HO. 3

79,10 T
pi peri dyl
~£4;2-B¥t h
conpound
et hyl &
[4, 5]cyc|

compound ofg/ghiwk brati gh-is 9, 10- dif

nethy1--

n0r0-4- 1-rretr1]-4

(lden °h1°f° c
Z0[4; loh Tf

S %’Zy gt %%

G&é??é?gﬁgog]%ﬁ?gﬁﬁene [ er

4 1. ARdofapdundiyf fosheme), - 4H -

| frae

) 'd..,' @gq?eis 55

¥ ‘ Che). =
thC%I-p[ Mz%ﬁ 5] cyclohepta[1,2-b] 12. ‘The
dHo9 oD ydroxylnlno -4 - (1 -

he ound of Claim 1, which is
rb?ﬁz'gds‘%p'g - @ - ?g‘t“l'h“ - 043 The

- s ta
%"f"}’{&;d‘m Rl 7
bemmo Llwmdbkthlophene

=70 14. The conpound of .G aim 1, whi ch %!§ -Alihydrp ing - 4
pi peridylidene) - 4H ¢ __zg 4,5 ]cyclﬁ%ﬁ%[ﬁeﬁbﬁ‘% h4<§1 benz@ f6 [err]

di one. 10
-Claim 1,
benzyl -
.the benz
--benzocycl
16. 4 - (
~4--car bqn
quoroloc

productlo
fornul
whi ch

mherelngi;
which.is T78A

4 - piperidylio
o[ 4, 5] cycl_ohep
oheptath|5 (P
1 - p - chlorob

*s hydro
'ne) - 4H -
1,2-b]thio
) - one. ph
nzyl - 4 -

M Qtom€ BMdOk & e
6 af7 aosommof shebbdnzxmowtadnqs

Yo %Eg‘?z‘igff il oy

13. The compound of Cliim 1,TWigchcnpound of
gerlp -thhsdrq ndQ -bhydrekyiminor- 44 - (1 -

al kgﬁ’;ﬂl P%’Q"‘Wh ‘?)bdﬁ - s gnd isin
cyclohep; :
P& e cjﬁ hﬂpslmx&nmof t he
erRe. UGy v 4 - plpcndyhdem) 4H -

pbpﬁ?ﬁdywddmgﬂlﬁﬂéﬁmﬂmms9dpkyl of 1to

at ons; benzyl % dene) - 4H ol wﬁ YR g% 80
Hjﬂ %ﬁgt@hﬁx’xﬁgﬁ r&nﬂﬁee(i)rbernz N lﬁ’ Qﬁﬁﬂﬁtndyh on _
di phenyl ”ﬂkcfi? of 1

lbérﬂlﬂ[ﬂ 5]cycldh?pta[,4,2fbl]lhms f-or10t he
héﬁ?ln@% dfﬂg Ht%e 1?% pound of
1deneg - 4H bcnzo[4 Skcyﬁa epta[ -b] a%)

T'educi ng dipEedyTRety( ob fudré)! dilstcod bromo 85 17 Al mcaefdn%lhm@uandotheonet her is

met hyl ene;

subgtitutesly diphenfimethyl, and either one

pound of formula I as claimed in claim 1

SES

REHCL ) . ¢
Lerrl A e ﬁi%%ﬁ*“ﬂlﬁgﬂ%@ 19 g bt B gL 2 O O

subst i t ut edeach pthenyl net hyl , then one of A and B isecarbonyl and the other
i s met hyl grfeend mﬁ@’ @U 6% 1, wherein A ik 30 hydroxynet hyl ene
“and B i QEE? ind B is hyy ‘i § qonet hyl ene, Ais
carbon nﬂm(ﬁsoeach of A and 5, cartonyl . .
‘wher.ein 3. AAand)nﬁ)oumatbwl @hdaithy dtherwlserein A i s ¥r] and [err] are as
“defi ned ak @ &ncand th 5 wg%mylene and B is hyd oxynet hyl ene, Ais o0xo
group i i lﬁf Lﬁ ’Ju Aflst he hydr oxyi%i ggnet hyl ene and B is
thylenenmmgaﬁq&y yifhinopdilige,nUCl eus, to prgguce 90 or Ais

et hyl eneAalndarBHYISﬁnéé*ribMVkﬂe: or ea@il ‘éorl%Rund of formil'a la, 4. A conpound of

.daimi1l,

f I a
hydroxmmﬁm&fé’;&ﬂ? i S eén%,’&

met hyl enehydioxyxﬁnmbmaq)ymn cndfB | methpled, Mpcecloheﬁathlgphwt twylbusime pagtideeB 9Ds
oeA Fa mw Jebawin 1. wiePBprnd el Iof A and B is
0

gﬁﬁf%&gtwﬁf Claims 1 to 6 mhereln [err] i's

car bonyl .
¢ar bonyl .
hydr ogem.

50

hydroxymunomethylene and the other is
methylene.

5. A compound of Clalm 1, wherein A is
methylene and B is carbonyl.

6. A compound of Claim 1 wherein each -

of A and B is carbonyl. -

7. A compound of any one of Clanns
to. 6, wherein R, is hydrogen.

8. A compound of any one of Claims 1 to
7, wherein R, is alkyl of 1 to 4 carbon atoms,
benzyl or chloro substituted benzyl

9. The compound of Claun , which is
9,10 - dihydro - 4 - (1 - methyl - 4 - piperidyl-
1dene) - 4H - benzo[4, 5]cyclohepta[1 2-b]
thiophen - 9 - ol.

d BT TN IL0%Y Bl LGRE o8 10 -

€loxé roup is in the' 9 ‘or 10 position of [HRI I ]

wherein

R; and R, are as defined above, and the
hydroxy group is in the 9 or 10 position of 95
the benzocycloheptathiophene nucleus,

A




8. A compound of any one of Clains 1 to 7, wherein [err] is alkyl of 1to 4
carbon atons, 50 benzyl, or chloro substituted benzyl. 9. The conpound of
Claim 1, which is wherein 9,10 - dihydro - 4 - (1 - nmethyl - 4 -

pi peridyl--"Terr] and [_'er r] are as defined above, and the-rdene) -- 4H -
benzol[ 4, 5] cyChohepta[ 1, 2-b] hydroxy group is in the 9 or 10 position of
95 t hi ophe 9 - ol. . t he benzocycl ohept at hi ophene™-.
nucl eus, 3 1, 415591 - ' o

6 b) reactlmg a corrpound of for rrul a Il1m15;551 IS in t he 9 or 10 positi oy of
t he benzo- ' ' oot : ) Topty '
nucl eus, w th ab)gmwmmp@mdmi fornpuibe IT with is in the 9 or 10 position of the benzoof -
formula |V, lydrosiamine, to produce a compound °f20°Yf1t§FP3ﬂ“§$|’é?°é’i“ﬁe‘f’é?Fﬁh]a CPEPOHFr ,gg-én
fluorine, chl orrne o’r br o- mne, [err]. |s‘h rogen,” phenyl., or fluoro,
chloro, 25 or brono- substlt ’éd phenyl, and Hal is hlo ng, or ‘bromne,. to

produce a conpound of 1 op ‘, d, 5° wherel n [erl"‘fll it ] are as -
defi ned above, and thé&r ino group is in the 9 or 10 posi- tion: of
t he benzocycl ohept at hi.opf e e/nucl eus, - wherein . [err] c) oxi di ¥

a corrpound of for rruI a t 0 pr oduce a cﬁnunohndd»gmf ﬂﬁcminmﬂhbnﬁecor bro-
wherei'n - J

_ \Ej err
defined above, ‘and the ox0"y oup isin theorg“g!{ aLﬂgP ab“%ﬁb‘m B
benzocycl ohept at hi ophene nu@d eus. 18. A progess chlfis |mgni;’1@ tslpaddgaela sub- :
wher ei n - compeaund plofotnyulaald, her ei nbef or e '
descri bed \A?th"’he’F s td al% aLgrtl{e] are as defined above, or
ence to any om@dr [ﬁ,ﬁwgrgg@ﬂ% d§1 6gakting a corrpoufd of formula 1117 _
19. A conpoundiombf: ﬂ:elbmécmdhepmm»ﬂamrn eus;duced by t ss of claim 17 or
18. 20. A c%rrpcr% %aer‘@*hlrﬁ? 1to 16 ifn acid add|t| on
salt form bceflmmﬁ? [ical conposi tio h conprises a-
conpound of any one of C alms 1 to 16 .and 19, in free base or phar rraceutl c-.
15 . p ally gcgeptabl e. aci l:ld '
addition salt form in ¢ Ron W|th a pharmaceutitgal carriger or- 45 .
diluent. B. A YORKE &UD tered Patent Agents, 9‘8,;@%ﬁtre - _'
Fel t ham wherein - =~ ddl esex,
TWL3 4EP. [err] is as defink above ~and the 0X0 group -~ Agents- for the -
Applicants.. Printed for He.'lvajestys St af ery O‘flce by the COUI’I@I’
Press Leam ngton Spa 19%5. \Bubl i shed by The o, Sl ﬁ;ré GE dehineaSiiel gt

Bui | di ngs, London, WC2A 1A¥:¢z from whi ch ccﬁr e gm?h ﬂg.ia;tiabrnﬂcliiposmon of
€ benzocycloheptal phacne nucleus.

-18. A process according to claim 17 sub- -.

" wherein :':' " T stantially as hereinbefore described with refer- 35
R, and R, are as defined above, or ence to .any one of the' Examples. '

d) reacting a compound of formula III, 19. A compound of formula I whenever '
. produced by the process of claim 17 or 18.

T 20. A compound of any:one of Claims 1 to
o K 10 and 19, in acid addition salt form. ° = 40

- 2. A pharmaceutlcal composition” which -
comprises a compound of ‘any .one of Claims -
1 to 16 and 19, in free base or pharmaceutic-
ally acceptable acid addition ‘salt form, in :
association with a pharmaceuncal carrier or 45

15
. diluent.

_B. A YORKE & Co.,
_ Cbartered Patent Agent_s,

98 -The Centre, -
T : S Feltham,
wherein “, . : Middlesex, TW13 4EBP. ..
R, is as dcﬁned above, and- ‘the oxo group Agents for the Apphcants
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