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: Pl R: represents alkyl,-cycloalkyl, cycloalkylalkyl, alkenyl, phenyi or phenylloweralkyl whereby the o
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‘according to. nmethods described in the Ilterat4re e.g. in US. Patent

'3.326. 924 and*.Bel gi an Pat ent 647204~ rCepr ding to anal ogous met hods. As -
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assy‘l‘ret ric cent er S _ 3 _ :

s of formula il may be prepared according to methods described in the

% Other starting compo e 3.326.924 and Belgian Patent 647.043 or according to: analogous

literatyre, e.g. in U.S. Patent
metht;s is abvious from the chemical structure, compounds of thls invention have assymetrlc centers :
-{e.g. position 11 in formula .

in the preparatiofi; a mixture of the: op‘tlcal isomers (d arid I) i$ obtained which can be sepe?eted
* by methods well known in the art. a ot
Y The following examples illustrate the process vanatlons descnbed above
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thevvoltlcal i.somers (d and I); is. obt ai ned which can be sedqat ed - by /.—\
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dr opvvl se Wi t H‘o@tsolumvmg’ 189 g @cinmele) ethmfweforraats 9 AP0 mjnf vc!muswegzeo 'S@W
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$t hen conceﬁ EERTE ’ﬁﬂ'ég % ue is triturated with petrol eum
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recrystal | pgfhef rom i sopropyl ether 0 after decolorization with rgmgi
{decol or } 5ZI dsingghe prpcedgre of Example 1A, react 16.2 g of the 8-chloro derivative of Compound A and
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'ptall 2- bl
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' %1(2%_ ég?gg zE: Z{} E IlZeﬁ(‘l9 I-Naca% e 0)? Zeltf:é)/f gé‘%};ﬁa‘_ol 89P %%;yé‘r bleg}ol ? gllcyycldpreptgﬁ f eﬁ C.

-di hydro-5 beusmg(ﬂ& &a@ymbaheah@[elmzeshl @sbiubng 169igQ.06 idigh bOTE (P € ditdethyl-
Exanpl €251 Agmineetby!) 18, Schipraof 803 npdiwded FBIA credzclb Bloyriabbptaidizny blpiridineds 3001 of
‘formate tb"?")w'e%mem?% with 1Q.9 %cﬂfnfﬂtﬂfﬂ'mq‘f?ﬂ‘PWga‘amﬁ@I erReap MR Pepare1be fitle
80C. D. 11° Met hyl - N- car boet hoxy) et hyl - 8- chl or 0-6,

11- di hydr og 5H-lpenarkdy-RlcapesobpRiRlicens-611 -difiydiol (BHRSenkis BRy ddHRp il 105 BB HHdmeOf
Exanpl S01A r e®rdpace theltise icompadndlty. the Prdc@didS ofrEkaepleni A Liding 144 g oftdinethilyinino 25
am noet hyl 7fh¥"d8"°— @1 Tor sliyd®, 4 {5H] ibengelp Glcycienaptal b nZdp3idio epd| Breprohjethyl -
bi pyri di netN'9OSETRAE AT BPMIRMPEFHAREA%Eke with 10.9 g of et hyl chl or of or mat e

at room t epneiEsbéethdty-pl fidenk bﬁ-b@hzto £5]5/215R 2~ hl hene-l 0(9H)-one

Y S v A A Lkl o o gL Care 1o
ept af 1, 2- bbemgol#t Glcpelor®ptal1.,2 - b]ﬁroe e- 1Di@H! i-tdne im(mptmlruﬂ bbvyzebémwtpra)smhme:fof '
Exanpl e 1AT3 1R etichigrofsrmate ie SRY mi hprrenetongrprase the tilegompoundgi hydro - [ 5H]

- benzo[.5, 6ecycl ohepta[ 1,2 - bipyridi ”Exa%% 40.9g of et hyl - chl or of or mat e
At roongpt eﬁﬁﬁ’ﬂ-@ﬁl‘#l’)ﬁvah&ylﬁ;ﬂiﬁlﬂﬁfdeﬁ‘}ﬁ 11-dihydro-5H-benzo(5,6]cyclohepta(? 2—b]p ridine
_Be(N-Car bomohmmhdmmerl dyl i dene) 4H- benzo[ 4, 5] cycl ohepta[ 1, 2-b FII ophene-

H).- one To a solutiar qf @94119d0.p mvé@dtﬁ@mﬁncm@aé Eémlﬂfanhmce@orstegaqbfonde |s

et hyI pl pe%}j‘ )zﬁ U%@ll henv Ip!pr:ft:ggﬁang[ e\gu 99%5 ; car E : Heat H)
One g 3 %btga X}th'?eq.'r éﬂlﬁ&kt&)btﬁé a . tgae é’m;l f" ré
300 mi hﬁﬁzmeﬁl&;epié%afsﬁll‘ﬁm isbsrosyd Bhet d0sield1a rﬂ@l Qo p dhaﬁﬂgameltlng -
( N Car bopbrimtex y 22—130%G. iSifyilarivl aneppreBhe 7-1 8-, B low t0-ohi&rbldedvartives of Grdctifle cohpphndf
.72 bl pj yr¥¥nendisipreceditpound UIB) To a solution of 29.1 g (0.1 nole) of '
’,orrpouggj [1TAin 150, n1 of anhydrous cagh ?) trachloride is added 17 g of

yd,

phenyl chl oy ﬂfmmﬁe{wo@m B HAL41V - B Rb(5 69 BRDa £I bR T de.
feat under I Ohidsolxe .6rg sbBiutm rmidtéias 50vmi Bogbpanbl dig aad 7L Q@i Compdund WA From. Example
‘Pepar ate ahd*qnawhtsnwnmrfgaﬁwhwrs alyme matfmbMtaeﬁMrE%“ aadd"wenmvwl Sudrnightt .
Extrac t\%a ol i o4 JE i "' piEgfe the pro 0f : Yot ang extraqi S g e oags with fonhm
fenove th f’};@ wf' PESiAgue 5T ee rilesfvgli‘ Ihf’fg%l 'Sﬁtﬁtg 85&/'[”%? €

omt

; ' el d t he t It Lﬁmﬁ%%@éﬁuﬂayﬁd’lgp@clﬁeﬂﬁ liddBropanol with n-butangl, cyclopentanol, allyl-alcohol, -

- cyclopropyimethanol, . benzylalcohol, p-chiorobenzylaicohol, phenethylalcohoi dlmethyiamlnoethyl--

alcohol or N-methyl-4-hydroxy-piperidine prepare the corresponding esters. Similarly, using the 7-, 8-,

9- and 10-chlero. derivatives of Compound II1B and the sodium salts of the aforementioned aicohols, |
prepare the eorFesandmg 7-, 8-, 9- and 10—chloro compounds. . o !
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point eof 127-1300C. Sinmilarly, prepare the 7-, 8-, 9- or 10chloro
derivatives of the title eonpound using this procedure. so.

B@“rpl e 3 .11- (N-Car bofsopropoxy 4- pi peridylidene-6, 11 /"
- di‘hydr o- 5H benzo[ 5, 6Jcycl ohepgaMngjhpyrl dine , , Dissolve 0. 5 g
metal in 50 m isopropanol and add 7.9 g of Conmpound |1B from Exang

Heat ‘with stirring for 5 hours of<mpl D23nyAdiRe al | O

Overm'@hc"’b"“'b”mxy"’ﬁ?ﬁr ! y dent 1{%- fokss i Egﬁws%’o%tﬁ e:%%t&‘ﬁ]mbhma-r ac

t| rre DE o%lﬁéimﬁr\@ rne (thﬁhnethoﬂ?.)erllamgtpiv\,i Med. 5 d
é%« g)'sln 450 rhildt Akyet

The o)

Mthandmg.ea#ﬂygtgaf pi-butyl F‘F’B?ﬁ‘ﬁ‘} | et h'e |

bﬁﬂeramremverrdnhld'ﬁe 1111;3@'@ is ngrqq ntpm ‘:[r ith @ r a'éﬂ Tt he’
i Sopwhipwater and thisqivent s sarpaved- Boerysiy) Iézﬁ eqio?n ?Bq; g‘, b misiiRg b

+ cycl @pﬁ"d'pyHPthanol . benzyl al-cohol , p- chI or obenzyl al cohol
phenet hyl al cohol , - d| rret hyl am noﬂd‘iwle 5al cohol

N- mhbw&:»&emhﬂwmﬁwﬂrma-mrrvﬂie«rrmsa heneo. gc mfc ‘fgy@gﬁ% 5 oﬁh it ar y

usi rig -t hre ﬂ}'g oﬁsompﬁﬁhd iQin 29Q¢n! pfjdty ﬂ%ﬁﬂ tgam. and t
e i |
he Soli eri

A is 23?—2232;?44 h@ﬂ'; %‘Tag ~~~F39§, /d :
“Using this procedﬁre and adjusting yrebevasi eﬂ@‘ I JQ!Z r/di n_

_1 1 bf h&aﬁssn&gharekurtouvlomyenﬂe arpeuse‘gwtlm@ n\c' ;-p pvl:trl‘ ec:‘x) \ ulfonl;l' |:-l:‘luoro— 1
N I -E:i'}leopmsznyl nqi oo ?su fR}.%‘IﬁE b zylmoﬁylzzi-tenﬂltﬂﬂfehﬁiyl i dene)
%) ggle iy Lisgjf ﬁﬁ heteib Y. i so,lbarpwbmhedesl(rﬁwnmund '

enasciho .
3& ittt ER\Gro deivaticesof Vi | | anl et em 15
5 75 ..mg b ek ateldtamhgymttﬂmlrmmm? sw!ﬂe f“" et (ﬁz g of 4
di - buke/ king ayseomceind usingd tb@lnfoca@“'?so% rres gu,mhmrwe is 1
_pourerudapran!t'!al1 whttee s?k'd'éﬂ'?a‘i?f'}gﬂu’!ﬂs’t er an s washed with water and th

S cid Vé’"ﬂ"‘ Ldeibfdind J%nree a6 dialdgue far tedlr By pdH or 404biero- The
S Sy Bt

mel ti artrhé dtabove, other desirad halo compounds of the formula | may be

Exar N—thhanesuffon | / 4- pi peri dyl i denef 6

“fly ? Sypidab repsEniyes of mw&{sfmz' Brep%ﬁfrfmdn%’b“" "af""g 8° §°"°r'a'§%"r'r’;5"3d'nd I1C
i 0200 m "of dry~tol uene add 13 g of anhydrous potassium carbonate.'5 Afte
~several mnutes of stirring g heAPRei t are, add dropw se a sol ution of
- 6 g of methane- | sulfonyl ¢ 4 " ~of toluene. .Contirid"4tiffring
for 16 to 20 hours and then ystallize 15 the solid materia
fram et hanol. The nelti4 -G f' 3-224eC. Using this procedure and
adjustlng the -eight of the requfsit¢ sulfonyl chloride so that 0 04 nol es
of said al kanesul fonyl chloride & S sed, the ethanesul fonyl,

n- propyl sul fonyl , n-butyl sul fonyl, |cyclopropylsulfonyl heptylsulfonyl
dodecylsulfonyl phenyt-sul fonyl, pymethylphenyl - sulfonyl - p-fluoro-

phenyl sul- onyI p- chlorophenylsulfonyl benzylsulfonyl '

p- chlggqg@aaykmykmenubw p- tertbutylphenyl sul fonyl" and cyclopentylsulfonyl
conpounds of, :formula | ‘wherein Y is SO2R are obtained. Similarly, prepare !
trmgtrrcyclrc ring substituted chloro derivatives. Substituting the
appropriate startlng material having .a double bond between the 5 and 6
positions of .the ring system and using the procedures set forth in .
Exanpl es .1 to 5 above (which show the preparation of the 6,11 -di hydro
‘copgpounds), the corresponding 6,11 -dehydro conpounds are 25 prepared.

Al so, by substituting an appropriate bromo or other halo anal ogue-for the
7-, 8-, 9- or 1 Ochloro- substituted starting material mentioned above,
ot her desired hal o conpounds of the formula I' may be prepared. Typi cal

represent atives of conpounds’ fromthe preferred group havi ng t he general
: forrrul a 11 30

¥
3
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X~~~~.35_ N -.

6
7

8

10

14

.12

43

14

18

17

1 197-199C 7 7

H __CPQCH(CH3)y 8-C
1019 ' "a 0-F
i 15 COO(CH,),.N(CH,),
223 2240C 21

: COOCHg
H COO(CH )3 CHy
H COdC(CH3)3

H  COOCH —@

8~C| COOC2H5 |

]

H - coo<cn2)2—©
H COOCH —q

. 2

H coo_C

B are listed in the table below . 45 50 55 60 65 6
042 544 Conpound No: : - X _ Y - o
& H CooCc2 H 106-1 070C - 2 H
cooccal 3 1470C 30 042 544 G Qo
4127-1300C 4 . ,COmpoum]-I COOCH( CH3) 2 . 147-148C *-
MH COO(CHz)z NiNat3) 2 X 84-87G, 6 Hp.p, COOCH3
116 1180C 7 H CE-GH-CH3 4’4- 890C. 8 '
: ' H CObt4HZ 45C 9 106Eho7o0c COOC NCH3

COOCH2. . . . ( 106-1 08C : 11

H COOCH28C1330C 712. H 147°¢

88-910C 13. . H. COOCH3) C3

) 101-1040C

127-130°C  126- 1270C

: -+ 162-1340C 1 17
0 0%2: 544 Conpound
S(147=148°C ¢ OH3

20 84-87°C 1|
H S0 CHZ) 2CH3
116-118°C

86—89°C

144—145°C -

 158-180°C

106—-108°C

128~130°C

. 88-91°C

'1_31-1340'0 _ |
.1'0'1‘-104.°c
156-12%90
162-184°C

197-199°C

N



173-1740C 23

022 . H  SORCH2CH3
SO2( CH2) 3CH3 ... . 185-1880C 25
SA,CH2 e 185/ 25 H

157-158CC 35 The corrpounds of the present invention (including those:
- excl.uded fromthe definition o0 042n544& |
as non-sedating anti hi stani nes.
agents in t heComRo¥¥ent of such condi ty ons as per enni®Pand seasonal

usef ul -

P28

by provisos (i) . and (ii)) 4
Such conpounds act as anti-all

24
2 .

al lergic rhinit["® and chronie—t

~ phar maceuti cal

phar maceuti cal carrier suitable

The fornul ati onsiemay be BrCkol i¥92

—e—urtTTarta, .and can be admi ni ster et
f or mul ati ons. conprising the conpound in admixture with a.
er Oor par ejpgseigocadm ni strati on
as Ror exanple tablets and capsule

for

or inliquid formas for exanple 'yraps, -elixirs,
injectables. In the fornmulation

“starches, nagnesigum stear & e, tao§
gums, p061al kyl ene4 gl ycol s¥+and -pet¥eeum jel ly. Pref erred formul ati ons
are nore -fully illustrated in Exanple 6.:; Althoogh the required dosage: 7
‘W | besdeterm n?(ﬂ by suclﬁnfactm%cugs the patient'’ s%ﬁ@”sc wei ght -and R
ion to be treated, 34

h+ kely to e 4 s0,(@8,)5€Hpf the effec‘ta?v conmpound 1 to 3-
per .day. The preferred dosage ranges for other 50 %EI mal s can
ghned by- ugi ng so%m-lieHgl ‘testing met h@ag!74

the severity of
dosage range is

I nes

readily be deter

shOw t he pljarnaceutical -ef fect

- data were el aborgged with jh-
(1 - carboethoxy - 4 - piperidyl

- tnzo(5, 6] cycl ohepta[1,2 - bipyridine). ED50 for- %_e%eggtl ng histanin'e _
i ndficed | et hal i t Yogi N gui nea pi gso&sc kg. The A toxicity is ]

very. low (e.g.

e allergic reac

>320 ngkg in mice;

of pharmaceuti cal dosage forns there -
gegeral Iy -isutilized:excipfents; fo anpl e, water, ogtin, liactose,

Veget abl e

enul si ons, ‘and

AUS enzyI ‘al cohol I

;treferred hunan

e fol | owing tat aj

of the conpounds of this Lgventlon (The

| dene) - 5 - /t 6

>6

CSOpOHpECB3 - chl oro -6‘,5?_‘1 di hydro - 11 - _'

in dogs etc.). Oral ED50 for

preventing - - histam ne-induced paw edena in mce is 1.3 ng/kg. - The'
coirpound showed' very little or

P« no CNS ct|V|ty|n mce %%t: dogs or
m)n’(eeys edg. No-,5 physosH gmnﬁoleﬁllty in mce é ?7-d3%es up to 320

no overt behavi oral or neurol

‘rats after doses of 10-300 ny/ kg, in dogs after
-or .in nonkeys at doses of 30-90 ny/k g. _The following-example—' are
|Ilvstrat|vew| fTe ar or enent |

A syr up cagpr ,§, d@ pgraegmehn@‘m.ammmmgemsee
| fﬁb&n (u#)%drbaamnes( r-sedating 9 m PR

e.g. 1
di hydr Qg ent5H theheaamm{rﬁ

5.

Cc or - autonomc effects in m-ce

doses of 15-60 ny/ kg 60.

. The following examples are ||l'ustrat|ve -of

- A syrup comprising a compormd
carboethoxy 4 piperidylidene) -

c¢°0ﬁ'§

oned pharmaceuti cal

Example 6

of the present invention {Active Compound), e.g- 11 - (N - -
8 - chloro - 6,11 - dlhydro -5

8

fh'e aforementioned pharmaceutlc_al composmens_

corrpos 'if\lgén onﬁaigm)
aﬂer cThn@ Ql’id)chfo -
nrpycomhqqed m 11 -

d tiog
(N _so lmtchﬁma!\dl ¢30n adml is ere QL,Q teral &, ﬁﬂrenterdu hgtmp@tra
benzof 3dow ww if "“‘ R dnﬁle,tablels ana(chbsuleeenfisd ,:’;*’LI,‘E:Z -
piperi d9 i ysdbles “In e forrméﬂm PhagEIaequ ﬁs‘ rate, taley ool
.b| pyri. é—auyl nhz d\bxcmgealskfomm EZN;;% ;e‘l,ac Eegféﬂ lé| i falrbulat Q!I\Bhy dr 9_._.' _
- Ol - Béti!ﬂé ﬁlsﬁﬁﬂ‘}ma@ él?n'!‘s B - car bophenohxy _—
4 - P ez Iﬂwfq{uﬂh trat:‘?é:ﬂn @ xﬁﬁt@rmlan'subﬁfﬂﬂG[S5$ B‘P gq"(t)ﬁm : 9
ol pyr| d the sev rit éﬁ 23%& tvefabied whenyeien we:eerlli% dgos ra es ét Q R
Gonpou 50 m of the effectlve compo:ng ug::\ - sta:ggr%?%lei’s(gx‘g metpr ﬁ i3 oF
. goocsgl amlﬂ@r?‘ o gvagggg:ad:rfg;vmézgmzr iaceutical effect of the comm 1d1s ?f (t1h|s_ i:?rt?;gﬁ o(;l;"le- Esal ene .
ye were ‘elaborated with. the ‘compound 8 - chiord -6, 11] - %.l::g)jro }
| idylidene) - 5:- H = benzolS, 6]cyc|ohepta{1 2 -b pyridi s is 0.19 mg/kg. The acute -
piper Oy | ‘EDg, for preventmg fiistamine induced-lethality in' guinea D'Q) Oral ED., for preventing -
o tox‘cmﬂfs very low. {e.g. >320 mg/kg in mice; g7keo mg/kg in dogs etc 5o :
- mice is 1.3 g S
- hman‘}:‘e_;n(::\]cgﬂn%a?hgevzrgav::y fittle or no CNS activity in mice, rats, dOQS 0'; r:ro:l;?;;oeggic ':;
T ostte m?neplethallty in mice at doses up to 320 mg/kg; no gvert a‘;:;:_ac"’;': of 15—60 mg/kg
gugnongc effects in mice or rats after: doses of 10—300 mg/kg, in dogs
4 - ‘0 or in monkeys at doses of 30—90 mg/kg.

H - benzo(5, 6]cyclohepta{1 2 -




. ——

Met hyl par aben | "~ 1.00 ng 20 | | s
Propyl par aben ) X 0.200 ng F.D. B C Yel | ow No. D% '
0.225 ng Al cohol USP’ o ) +0.0021 ml 25 Im tatl - .

. '\Blfack Currant'FI avor: - 0. 001 mopﬁﬂ PA% \ater USP -

- ethanbsulfonyl - 4- iperidylidene) -~ 6,11 - dihydro - 8HQ
m The Syrﬁf,ﬁruiggﬁ%’ya p&qhb %ﬁmys' h b%eﬁhwe 4e-nTpﬁJeﬁdeHrwdl nosAD - |
standard t g GuUSHS .- EenaoihBleyciohéptabild etb]mndpe,l 8 tNa copoethaxyof 4t helperldvl-
present i nidems)i-ofh1] me)5.6lay [ﬁéd 'Eorﬂ’”ég % oy 1
the fol Ioud g«% el ngtﬂ AR b e R YR R
(ng/ t abl et U'apre f Active Conmpound* : . _ 1. 00
10. 00 Lactose, Hydrous USP (I npal pabl e Powder) 212 permi +180.00 . .45
M Povi done NF 10.0 Oorn—St—gr'ch-(Food G ade)
‘#15.0 10 6.0 Pur"fq"V%@WB‘? USP (Evapor at es) @10 0.1C2 iid
$0.1 50 Addi t i oglg,l,osg:orrponents Corn Starch gggod Hgade)
41 1.5: : . 6.0 55 - Magnesi um St ear at e USP
- 40.500 1.2 Gel asqupityil - 140  mg-

- §2.5 Thersaraterial s of Co re cqrpbi ned and ay dried by standard-
it echni ques. :The resul ti d° Eﬁ”ﬁﬁl 6}l ed material is c% nefith the :
.{addi ti onal conponents | |mgﬁ¢p@§m‘e and processed 60 1dg fsy mtablets. *)
g. 11 - (N - carboethoxy - 4 - pi peridylidene) - 8 - chlore - 6, 11 - '

'_| hydroze 5H - benzol 5, Giregsiesthept a[ 1, 2 - bi pyri di neom ogl- . 0 042 544
/' c¢ L M SIl 1d f the Contracting Sta d DEFRGIT
§i LUN SE 1. Conpoundsé%;??ﬁ(gﬁodveﬁ%rsal formula | 5 S

Wherei n A represents theaigsheigspof at ons- reqw red for o:mnmlreltl ng a fused
aronat ig 5- -or 6-menbered heterocyclic ring or a fused benzene ring, B
tepresents the group: of '&Y'@?‘HW%%PW‘F'&W’COWI eting @%uded. pyri di ne,
benzene or X-substitute ing wherein X is halogen, with .the
~provi so that, when A de?fﬁs%ﬁpﬁ%gen cont ai.ni nl g_ZDELJn.e.t_er ocyclic ring,
hen B gefines a fused bgnzene or X-substituted benzem@ rimig; Z represents
& single bond or a substituted or unsubstituted nmethyl ene or ethylene
group, the subYie¥EE PERIRY DY AOBKRYS therRPRYS Rgregierts fecarfing to; sipdaiatihniaues.
Yi nyl ene;. R2represents hydrogen or an el 70roup having 1 to 3 carbon
tons 8§3d R3 1 £ [pdbist @6 BrisihigH @@RBunddéf the present invention (Active Compound) is prepared by a

spray-dry process from the following ingredients:
| :  Tablet! = Tablethh
_ j o Comp.Oﬂe"t 1 : ' . (mg/tablet) {mg/tablet)
3 B Active Compound* T 100 10.00
L/ —_— Lactose, Hydrous USP (Impaipable Powder) 212 | '180.00
45 . - . Povidone NF | o : il e 10.0 - =
' : ‘ Corn Sta_fch-(F®deade) - ' n 150 5 ] . 6.0
B Purified Water USP (Evaporates) '_ 0.102 mi o 0.1
_50 | ' Additional Componen.t's- ' '_ _ ' i o _ ’
* Corn Starch (Food Grade) _ ; i_' : .. 115 _ 3 6.0
55. o | Magnesium Stearate USP _ . 0.500 : .' --.1.._2-'_'. '
o . Gelatine - I - | — | 25
. The materials of Component 1 are con;gbmed end .spray: dned by standard techmques The 3
6o :gs;:oltrlr;!‘gtzg::zsdned material is combmed with, the addmorral components listed above and processed

g

» .ot % egs 11« (N - carboethoxy -' - plpendyhdene) - 8 - chloro - 6,11 - dlhydro - 6H -
: ' benzo[5 6]cyc|ohepta[1 2 - b]pyndme = :




25 + R2, and R3 formtogether a second bond; Rs represents hydr ool
‘R, represent san SI kyl group having 1.to 6 carbon atons, or R, and R, §
ther a second bridge -i(CH2)92-between the carbo [
a?%‘rito whi ch they are attached; 30 prepr esen['“lﬂ”ﬂlﬂﬂl‘ﬁl‘“ﬂﬁm
represent's either of the grous % ‘and -Sc 2Rr Whetei'n R7 fepfe
-al kyl, cycloal kylt cycl oal alw Nb&Eya , phenyl | oweral k
2-. cmmsfortthe Gppeadting S ‘%‘ﬁﬁk%é Ehkﬂﬁ i’:R%d:epresen a “chcl oal kyl,
cycl.oal y¢ Aps¥ids Rltke gatleral: p&mmyll or phenyl | ower al kyl e wher.eby the al Ky.
-cycl oal cycl oal kyl al kyl -and al kenyl groups represented by R7 may
opt i onal I y be subst I tuted
at oup,
wherei.n-' & and % each re

up -N 45 sttun bein an tx or cydr.
B : t he pirprsetsddyl '
‘'ogen-or an alkyl group having -1
6 carbon atons , tp.groups F@ ent ebe gubstltuted at the trogen atoni
| @we-ral kyy group having 1. ./dhrbon// , and whereby the phenyl
-groups and:the phenyl nnleﬂy;{%*Qﬁ&p nylloueralkyl groups Ror epréseni
_hydorogen naynd s * Represrensedty R an Y R8 mmy bsustituted by hal og
l.ower "al kyl haVinj 1 to 4 carbon atonms. subject to the follow ng furt;ﬁ

Pﬂg\éggﬁmrezgegq_n% %ﬂe hgf:[#agg’l For Areq?r d for r'ég&% i&th%EB afFdatptic r5e @r '68“&@?2 ja
se .
aeit hﬁpr%i hfes or@k@ﬁ&dﬁ@@umpleﬁhgqfuf,egmml ng gg%gﬁgfganrgﬁ g,
(|

ngl rB dXG'Qﬁiloguh Mthrthepuze ?B'P
'-Q'?P E%e chehn&thmﬂ deﬂ'esf"d"‘*ﬁdtm’ Qﬁb ﬁg gﬁfm Ene'ror @thyiBnd groam the

subl dtltmteattsmzéﬁe'emﬂ °' . bond-i R4 is hydrogen'
and FbSF@‘Mege'“ h°"° oupQﬁmaQn bea e‘arbwcatomlsléw or phenyl (G -C, ;
al k I) %’ﬂpéﬁ:@. B represent respectively a fused benzene r~ing j B
ar}g a fu rraefmoogefher a(seqoub@pmdaed erizne ingthenRl nd 4 formm t.ogeter

a secondaﬁ)fepdga\ts Hyd@idem apdt ween the6 caq,ggrp&gmgt&m and nitrogen atomto

whi ch 't hayreateeefﬁ% 3 ﬁE ‘;agcm&g }}&e.r_@; L Betwbert ihe carbérydtomrad HlelEFRPeN gr oups

e
have u r Ropnd tﬁwxjﬁ pthe Ioweral kyl groups (inby
' the- y é Lsgmgnd ylangroups) have 1 to_4 _carbon atons, the bycloal kyl

gr'é’ ups RaygrestntsceitRercatrthe aroups —COQR: 3¢ sy -ator~. nd teycakyal I;yl 5
groupshénéive 4 to 12 carpo at one 1. ik ayNshenvrGefatkying 2-03-cdri-m 1,
wher ei n '35’ F@Eﬁs@ﬁéﬁlk %°§@H ﬁ’yene'kwac;'%y \2/a| r?? eﬂg groum ' 23 a{ﬁ(y:g
acgor Ripeigy k |2|ky|wtve|bak\nau92 atiadyl,Fphe0d gep r‘% 813 bond.
5 iy, wdoa‘z%%%c?galql‘(vgﬁv? and alkenyl groups represented by R; may °p"°|mqf :
’ ."'""""’fh‘é’"g'mp"'""""""""""""""""'""""'~~~~~~~~~~~~~~~~f‘~~~~"_’N 0 042 ~ ~~
1111111212121121 112]111 121111 x- -0 Qg42 544 " *t LMS*H 4.
Conpounds . accordi.ng t.a.any one of .cl a/ms 1.to 3, wherein R and R4-toget he;
- fom a bri dge of the formula - (CH2)}2N. .5. Conpounds according to any one ¢
._c1a|rrslt_o4 wherein the ring defin byAlsathlophene or pyr|d|ne :
“rrng.- 5 .6. Conpounds' according to®any one of clains i to 5,

|-

Wher el s e o g% daec];\ Iren ?edsen%yﬁ'obe% &t aﬁn Hﬁﬁ%roup having T 10 6 carbor: atomshtalzznplole:fi .

45 whersinRy rea:emeoeoy K anay be substituted at the nitrogen atom by:d lowet-alky gll'oup o Ig e

: grogp: ;etgms and- whel:’eby the phenyl groups and the phenyl moiety ‘of the" phe1nyt oxv; ot ‘;/n gtoms
':':eapr:sented by R, and/or Ry may be substituted bv halogen or fower alkyl havmg (o]

N ':.?". h rovisos: .
' s“b’e‘(’:‘,.‘{'h;?e\,.,fﬁgﬁw&"?sf:ngf;u'; of atoms - reqmred to form a fused T 2-bl thuophene ""9 Z is

Lt

o =CH—; d .either
+ " —CHy=CH,— or —CH=CH—/p is 2 an R. and R. aré both hydrogen or form i §
required to form a fused benzene ring, R, 3 0 R
.”‘ :ljt:,g;: ut?o:;atlg:n |ss hedrogen and R, is.C,—C, alkyl or R, and Ry form ‘the second bridge NS
2) - (B is :n X)substltuted benzene ring, R, and R, form a double bond; R, is hydrogen and ers Me"-.f.-.u N

c,—C, alkyl or pheny! (C,—C, alkyl); and o
::)enw;':’e: axng;c? eB repre4sentyrespect|vely a fused benzene ring and:a fused benzene or. X _

| b n
" substituted benzene ring then R, and R, form- -together a second bri‘dge 4—CH,-), between the carbo

. tom to which they are attached: Lo A
| g :;%mwz:?emtrﬁ‘g$nt:e alkyl and alkenyl groups have up to"12-céarbon atoms, ‘the Ioweralkyl groups (| i

the phenylloweralky| groups) have 1 to 4 carbon atoms, the Cycloalkyl groups have 3 to 7 carbon

12 carbon atoms.

fhs, and the cycloalkylalkyl groups have 4 to

at‘~"ﬁ 2 Compounds according to claim 1, wherein Z represents an ethylenefor wr;ylseer:; r?clj-otl:gnd .
i 3 Compounds accordlng to clalm 1 or 2, wherein Rz and R, together form e
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g benzene or X—substltut ed benzene ring with X being aim1l. ~
-Conpounds- accordl ng.to-any one of clains 1 to 6mm " ||HFH|“' TOAY

Ffo.rmrla 11 to 15 N | 20 wherein they ¢ reresen Sm ars opti onal(

{doubl e bond an and Y are as defined |ni gﬁal m 1. 8. Conpounds accor d| \
L1t o any one,Q s f‘i‘i""?""g\M’l@WéﬁIﬂn of thime 1ite 3 avtsireirghk ant Q) thgbBib MBI s Bridge of
fand 6- p05|t|or53c°

t@%ﬁ%hg 1o an ne of claims 1 to'8, -
Fwher ei nn%( memrrﬂmenhg hydrogen séé‘b °f?f'6ﬁ??f%9d°i@d%pmmsene
faccor di to oonemds acroadingsto hny ene9of cfafthsl 1 G®
11 (N-car bo Et’ﬁ gjbg tithted \penagom dg Wit IX iosing- &5, bl ﬂﬁcﬁﬁ* ?Bq’eh"ed by Bis 8 fused
§81- di hydr o- 5H ben?o T ESFEIUMeBagY 1one o dp'msrurme having the general formula Il
o1- (N et hanesuffonyl 4-pi peridyli dene) 6, :
41 1- di hydr®- 5H-benzo[ 5, 6} cycl ohept a[ 1-2-} di ne; 11
31- (N-car boet hoxy- 4- pi.peri dyl i dene) ] dr 9- SH-benzo[ 5, 6] cycl ohept af
#fl ,2-blpyridine; 30 1 ‘T%;(Ncarbowgt &.pieridylidene)-6,1 1
i,f-dl hydr o- 5H benzol 5, 6] cycl ohept af 1 jyri ; or 11
-(N-car Bophenoxy- 4- pi peri dyl.dene) - 6, -'di hydr o- 5H benzo[ 5, 6scycl ohept a|
41 2-bi pyridine. 11. Pharnmaceutical. cofposifti ons conprising as an active
i ngredl ent a conpound chosen from conpoyris of formula | as defined in
Aclaim 1l and those conpounds excluded frpmclaim1 by provisos (i) and (ifi)
Jthereino in adm xture with a phar maceutYcal | y acceptabl e carrier or
{exci pi ent . widkein the dortdel lindFeBebchis §CborBh frl Opsompounds, of formula | as
¥ u Einegl ia lclaim
;;fol; Imrheg :|nq grl aﬂgﬁﬁm‘gm& ﬁﬁ’io&ﬂd};ﬁd’bfﬂj} ﬁm}}ﬁ ere rsasmgle ond between thle
a6hey g mpBundZ acqqrdu‘mto aAgoneRtt caimat ® GaSvhdﬁfnl mﬁgrekéﬁtscﬂy@}oﬂ%} aar'l]l%"ne
" represents a kg orrru F

g Oun
v, vxhener-rnr-c\éruosmas,-ﬂe%gﬁg W agi’édne °9’?‘§q, ? E% apabl e
ro-5

4

it

qof bei ng e1l1r(Nrrnetbmdsmmt4m;renwlfdkhe¥s 11—d| bpy’éf"’seo
Robt ai ne,q e"b?"vf‘owmrldalldene@ tirdimgife5i-eehzoIB}
%‘E 'P'P § 'l'ﬁ'égg-édweMo[slﬁlcvclﬁhq:taimnmpynd.ae er

r mg

gfornula | ,lq ibs r
Jfornmula | as cédgcﬁ ofL gm’.}l fis a'nF’f}ﬁ BePlavelohapeal b2 rblpvrids

gprovi sos cor)1p¢amds 6ﬂfbr}nulatl|aeﬂﬁin Rlclait ¢ afg osen frgm
s ') a“d~‘“)~ﬂ@l’e®421 &dhvixture with a pharmaceuhcdlly aE tane lidi@i nmg Y BioViESte
C_o_n_t ract in (forprepering capppeyedssof famutatias rdémarraéra.ﬁm arE&éFIQ

1t he generaﬁgm g g'elgegerﬁ! frmulelll YN 15 wherein A represents the géﬁjguf)at%f
datons requi red for conpleting a fused aronatlc 5- or 6-nenbered

ghet eroccycl ic ring or a fused bep ~ B represents the group of atons
requr red for conpleting a fuse enzene or X- .

i
N B2 - -
e -C-(cHZ) -

/R1

Ny

SN

.+ -.wherein A, B, Z, Bi R, R Ry and ‘:area ined in clai ; '
50, & compound of formula3IV : R sdefrned " elarm tandy

represents a replaceable group*wutn T
- . Y. | | | (IV) |
. wherein Y i |s as deﬁned in clanm T and T represents a group capable of being ehmmated together. wrth Y' G

55: and that, if desired, a.so obtained compound of for
° fqrmula P transesterrfrcatron led oo g?oup 1 mula | is transferred into another compound of

_ 13. The compounds -of formula | as ‘defined in ¢l
provrsos {i) and (u) thereln for.use as antrhlstamrnes claim 1 and those excluded from clarm 1 bv

- . . i
b L il it ot g Al B i e
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4J) substituted benzene ring wherein X is hal ogen, ‘WW
when A defines a nitrogen- 20 contai ni ng heterocyc en B de
a f0%ed benzene or X-substituted benzene ring; Z r Eﬂmmm
or a substituted or unsubstitu ge% Iene or ethykene

substituent being-an oxo or Xy group, or Z represents vrnylene _
reprd;as{ﬁ,gtfg, thelERaRBLcY sﬁ@. aAkyI group having 1.to 3 carbon atons and
represents hydrogen, or ~ R2 and R3 formtogether a second bond,
r epr esert Broress fergin P&Wﬁ"’m“ plgampoundsof the aenetd fgmBAd having 1 to 6 car b
atpns, or R and R4 formtogether a second bridge -(CH2)2- between the
carbon atomand the nitro e, Whi ch they are attached; 30

represents 1 or 2; and YAep eserft s erther of the groups - COOR7 and - SO2
wherein R7- represent s alk ' cycl oal kyl'al kyl , al kemyl pheny

phgnyl | oweral kyl .or 2-, 3- R |per|d and R represents aIkyI :
or phenyl | ower al kyl , mhereb

cycl oal kyl cycloalkylalkyl alll¢

the 35 al kyI cycl oal kyl, c@m‘lc(?é? and al kenyl groups represente'.

by R may optlonally be substltut ed by e group Rs --N Re wherein R andj}
ggresent hydrogen or an al kyl group Having 1 to 6 carbon atons, t heg

ol per "oyl repaserqé mtpaorpenraaﬁptadu;ayfo&om&meea fbaSIrbrhaticas] qle-hiRndid 1 0gend

at onMhgrodycliOnBy ok Iklskd Géede iyl Ng 1 to 4 carbon atons, and whereby the §

phenyl girmnpserasrdhd lgeup hef retbmsroaquirgd i rtohml ihe futsﬂli/vewdlnla berger@uprs X-

i % ’E dY'U ein [ is '}Dggg%‘ s‘"st%bb‘t PPM'F‘E 'PP&(L ﬂ‘eﬁ)ra 'r'mveﬁ- aI kyl :
H‘B“‘fzt Gy Ogtt Jalngt 2 aed e rntt%ﬁ o (i )
h t odaan Heﬁlgéhngrf roA! §t5p, bF ﬂ%dr th 0 hedd
ring, ZR,SemesentSHy erbiih—orOdn alkyHgfddp ,haying 3 ta 3adsuibaa|sttbms aﬂd B |s a group of §
~atons ré’quenfmmtsd'vﬂreemarfused benzene ring, R2 and R3 are both hydrogen @

féfma °9ﬁﬂe’ a&sq¢00 BRYh and R is Cl-C4 alkyl or R4 and RL for ' X

the sec%de @Eﬂ ?5@ Wa Yho 6 I'b% aa'&m%g gpbstituted benzene ring, -
and R3 f raff%? e, %bo ecgla?&lbgﬂld‘ge?-"é‘ & etkébn the éarboMBitonPlnd the nitlohém R7
. cannabmbm \Qﬁel()healakeyéttaohedphenyl (Ca- aI kyI ) ‘and - (i)

Sween A F"%’Bgﬁg"és ﬂdres ect t o §§ erfrljtlzene ring and a fused
benzene - her a secof
brid GHM ctg%;i"?é on a q'rr?'gg “P’o e%ntm S\/\g % ﬁey are;
at t ached, regieberdd aaNks), Bycrdalklecyctobeyrakyrydrkeandprehtﬂesa»hergnmawuawerwp theo 12 |
cos beihvlauvolndkvl.tchdoat"ohﬂqvtﬁnhylkegrl o9pps repmaseded bylife mMah eptidnbitntersgbstipitedypyoups)
havet® are#P4 car bon atons, the cycloal kyl groups have 3 to 7 carbon atons, !
and- t he cycl oal kyl al kyl. groups. have 4,40 12 carbon atons, characterised i_
that a compound of t he gener al forrruya 11 S5 12 *~~~~~~~~~~ In " Ye ]

| ét:é | | 5§ N e L r 0042 544 A JB §

wherein Rs and Rs each represent hydrogen or an alkyl group having 1 to 6 carbon atoms, the prpendy|
“ groups represénted by R, may be substituted at the nitrogen atom by a lower alkyl group havmg 1to4
carbon atoms, and whereby the phenyl groups and-the phenyl moiety of the phenylloweralkyl groups
£ rgpresented by R, and/or R, may be substituted by halogen or lower alkyl having 1 to 4 carbon atoms .
subject to the following’ “further provisos:
S (i)-that when A is a group of atoms required to form a fused [1 2-b) thlophene rmg, Z is .
50 - —CH,—CH;— or —CH=CH~—, p'is 2 and either
“ 1)  Bis a.group of atoms required to form a fused benzene ring, R, and R, are both hydrogen or form :

T tra double bond R,.is hydrogen and R, is. C,—C, alkyl or R, and R1 form the second bndge :

' - 2) B is an X substltuted benzene ring, R, and R, form a double bond, R, is hydrogen and R |s Me
86 then R, cannot be C,—C, alkyl or phenyl (C,—C, alkyl); and AT | S
R {il when A and B represent respectively a fused benzene ring and a fused benzene or X 1

substntuted benzene ring then R, and R, form together a second bridge +CH,}, between the:carbon
atom and nrtrogen atom to which they are attached;
. ~and wherein, in Y, the alkyl and alkeny! groups have up to 12 carbon atoms, the Ioweralkyl groups lin
" 60 the phenylloweralkyl groups) have 1 to 4 carbon atoms, the cycloalkyl groups have 3 to 7 carbon
' atoms, and the cycloalkylalkyl groups have 4 to 12 carbon atoms, characterised in that a compound of
* ‘the general formula. Ill

-
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* * 10 wherein A, B, Z, R, R22, 2, R and are as defined in clarml and: .Y
represents a repl aceahl e -gf oup, Wwith 8acorrpound o%” j“lmmn 4
' 15. whereih Y is as defined in claim1l and up \

L55ab| e of being elimnated t oget hﬂoﬂb“’ and that if desired, a
obt ai ned conpound of fornmula | is transferred into another corrpound of

' group Y. 2. Process according to
ouywd of formula I11 wherein Y is

. formula | by transesterificalQl

. claim1, characterized in tHat.

- methyl is reacted with a co e formula T'COOR7 with T being . -

.~ hal oggn, preferably chlorine, K be| ng,Bs defined in. claiml. .

- Process according to claim 1, d 1n that a conpound of fornula

11l wherein Y is 25 hydr ogen 8s rea%?e i th a conpound of the formila. T -

_COOR, with T representing the group. OR7 a R7 bei ng. as defined in claiml,

~ 30. 4. Process according to claim ch arac eri zed , able ogRpuNnd -
wiof ol frunherpinjA, %Feﬁn“yﬂt?@m%ﬁ?ﬁ?ﬂy&?’ﬂ@e‘ﬁwg 'F%’ﬁ?ﬁ"?c? r@\ﬁ L& e v/ ngp’)ound of
foriwul'a P\YORABE%R eI""'r""?p'r’esents hal ogen, preferably chlorine, and Y
represents the group SO02R. with R8 bei ngy as defined in claiml. 5(iviPr ocess
according to any one of clains to 4. characterized in that as a startlng

Ja\
%A

N hgre agd an eqreﬂe appplejof being eliminated together with
s C‘pm:)mmd‘\”‘I gam!lj‘%h%'ta lfade%s'fr‘%ﬁi) :o grredgcié mpound l:grziqm |gaansferred into anothes cmyr& ?{ X
" ]form eg ses Lr tion of the\group Y.
is as de gto 2@, Charbted HE inaD16 dorhdburd bt RRRula I whdréth Wil 10
4..6. Pr msnsaeawsrddwmgatcamﬁbnﬂnumfﬂye fomuiact eri zed: in that a compound of -
.-t‘e’rnn #all': w.rin X a;.8 represents héﬁrogen or 8-chlorine is reacted
with a conmpound of the fornul a TCOOCZ ereby Y and T are as defined in-

any one Qfind BitPhalodefl dleferdly chi dd R e PEEdRinddLh diEINY @
e o S el e e B o ahane er o
"t he c¥npouheendé rdactedwith alcospodmsf ofntbel formulacl. i m 1 -nd t hose conpounds

_excl uded fromclaim-1 by provisos. 1)_and (11) therein-, in adm xture
- Wi t h, 4 pharmaceutical ly accept abl e caFPPBr or exci pi ent -

- with T re resentm ?ne group OR-, ﬁdﬁﬁ bl% as dgf rgé in claim 1. ' :
1a1X1&11| 11 4. ZPr ﬂ:g X6 Lihird 10 dhbratéefized in that a compound of formula M GlherelMY' S
Pat ent ansgpreséns$ drydirGendiscreitded mith s& compand dBEoiGiIaDEY WRer€B T Tedresehts) Halog8E 1.

Ver bi nduR ghloging, Wewsm |orque ng as_defioed_in_claim {. .-
SRy @?3%%“% e ISt T 0ok SRR YIRS AFRIE SOIoMLP e

ar ongggi schen ’°°8 6- g |e r'i gen heterocycl i schen Rings oder eines -
aneI 1 erten Benzol -:Ri ngs erforderl i che Gruppe ‘'von Atomen bezei chnet

)

ﬁ whereln X is as def‘ned in claim 1 and Y is as deflned m any ene of clalms 1 to. 4. T S
: 8. Process according to claim 5, characterized: in. that a:compound of fdrmula i wherem X' e

{50 ' represents hydrogen or 8-chlorine is reacted with a compound of the formula

L TCOOC,Hs
. whereby Y’ and T are as defmed in any one of claims 1 to 4 o ' :
A 55 + 7. A process for making a pharmaceutical composition which compnses mrxmg a compound .
it .. . . chosen from the compounds of formula |- as defined in.. claim 1.and those compounds excluded from -
i S claim 1 by provnsos {1} and (1l) therem in admrxture with.a’ gharmaceutlcally acceptable carrier or
excaprent
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B di e Zur Vervoll stindi gung ei 'nes anellierten Pyridin-, Benzol- oder

X-suhg{;___i tui erten Benzol - R'ngs,. 200 worn X Hal ogen T E
Gruppe von Atomen bezeichnet, nit der l\/aBgabe dae mmum‘nmﬂimuﬂﬂrten
Benzol - oder X—substltw erten Bonogn- ¥ darstel k, wenn A &l nen
stickstof fhal ti gen het clis e Ei nfach-Bi ndung
oder Patentanspriiche fiy; die ¢ Eﬁguggﬁ*tﬁ%gﬁt@ Eﬂ"h’p‘%@'ﬁ &oder‘ Ethylen- Gu
bezei chnet\,ermmulnge,{jggr md&%nﬁdel ne Oxo- oder Hydroxy-G uppe ist, oder
Vi nyl'en be- zei chnet, R2 Wasserstoff oder eine Al kyl-G uppe mt 1 bi:
3 *ohl enstoff Atorren bezei chnet -und ‘R3 Wasserstoff bezei chnet odor R2 ‘und
R3 gerrm nsam ei ne zwei te Bige den, R4 Wasserstoff bezei chnet und 30
R eine A kyl- G uppe mt I1abi enst of f - At omen bezei chnet oder Rl un
R4 genei nsam si ne zweite LIS H22- zwi schen dem Kohl enst of il At om und"
défn Stickstoff-Atom an die g€} gweils gebunden sind, bilden, p fO 1 odo
2 steht, Y eine der G-uppen --<CJpr# und/§02R bezei chnet, worin 35 .3
R, for Al kyl, Cycloalkyl, Wc’l‘gﬁﬁ‘l&?‘ﬂzﬂ Al kenyl , Phenyl .
Phenyl ni ederal kyl oder 2.- 3- oder 4- rldyl steht und R8 fO A kyI :
Cyel oal kyl, Cycl oal kyl al kyI Al kenyl., Phenyl oder Phenyl ni ederal kyl st eht
wobei md:leal,l durch R - dar estel lten Al kyI -, Cycloal kyl -, Cycloal kyl al kyl - odo
Al ken gfeegﬁés@w%m eings| analii @fqmegpréﬂ Sseqen 61alisgivigen kateredyclischency uppe |
r emes ndilierten

enzol—ngs erforderliche Gruppe von Atomen bezelchne E\; o (ﬂ R‘ijn%s RS un s

/ r n eineg anellierten n-, Bepzol- oder X- en
Kre%hkﬁrfafobvm'g% dég @3% ik "5?{‘ i B :;g:d xsﬁltl)sgg n%aBBemen an-

61K0 hecaéifehm‘aﬁzomoasfe@s@sﬁheﬂen mkmlnmd tiw wb failai\geﬁrcaitdfthemgen hetero- -
ewctigcmg Riops tyhan dem Stickstof f- At ormAdurch eine niedere: Al kyl - G uppe:

. t 1 _bi & 8inKE %‘vh rinensubsy apnsubsgitujertg JWeih thyenti o
?ugchaﬁlz ST, PTG e A 5 AR AT YR it qﬁ@,,,yqen b ©

i dPheny T RolwaskérstoR ioBreditee Ryl ERippBHAEh id13 XSRbAS Ao ReH BRRRAAMTR Hal ogen
-oder N| e (g Vildsikgritotfiibbzeichbatoddr Kohl ei nst of f - At onen - substituie*, sein konnen

m't den \ﬁeuupérﬂememgwbe'ne z‘das 3'(‘¢u)19\hé¢ﬁ'|‘ A sine zur Bi-l dung ei nes

angili - g “2‘ g_félr%e“ﬁ‘i‘ g prgb ‘(ordev& 'E‘ uppe ist, Z -CH2- CH-
ppe m g tomen bezeichnet .0

oder - - ( eme‘?nsam wi Ig che éﬁﬁ%hléﬂ&oﬁ&ﬂ%ﬂ dgllnne

anel | smheﬂ-Al?@ﬁzaa.l diélsia Jeweile ge éd sind) Qﬁfﬁ’u@pe von Atonen I st, bei d

"WAsser st @f fir $jader dateht,Si ne eI bi ndung- bi | den, Ri Wi ser st off ist und R

C,;CA- Al Ryging Qf gfcgg%a SE.8y\ e '@‘"B’r CH2 -2 bil den oder 2) §

5% ngt %ﬁ? i A dogintf NI PR TRl
- bi | den, Ry, r&@&lﬁyl'@cloh‘lﬂﬂalﬁl AtfeenliS PnenyO8ief RRéhyRiGasth kil tsteht, - C4 Al ky| -
oder Wbmyie diufch Re)dargesteliten ABigi-CyicioBIRyi-, CidbalkyialkyMedun AlReny Gr p¢regu§ede'ae:e| rien i
anel | falls substitBiertzzein-Kanney dunch die Grupamel | | erten Benzol - odor X- substituiert e}
Bgnzol - Ri ng bezeéi chnen, dann R -und.’R4 _zusammen ei ne zwei te Brucke_(- CHi - )}

zwdschen dern Kohl enst of f - At om und de/ Stickstoff- Atom an die'sie jeweils

- gebunden sind, bilden, 65 und woring’n Y die Alkyl- und Al kenyl Gruppen b|

 zu- 12" Kdhl enstof titome, die .Ni.ederal Ryl - G'uppen‘14 . 042

II‘15I |1l ei 111C L 11 t1ItS 11 111t Rr~~'~' ~~~0 042 544' : cLI\/B* :

in der Rg und R jeweils fur Wasserstoff oder eme Alkyl-Gruppe mit.1 bis 6°Rohlenstoff-Atomen stehen,
wobei die durch R, dargestellte: Ptbendyl-Gruppe an dem Stickstoff-Atoni'durch eine niedere Alkyl- -
.- Gruppe mit 1 bis 4 Kohienstoff:Atofen"stibstituiert sein Kann' und wobi die dufch R, und/oder Ry
50 dargesteliten Phenyl-Gruppen und: dlé Phefiyl- Strukturemheiteh der Phehwmederaﬂ(yl-Gruppen durch
' Halogen oder Niederalkyl mit 1 bis 4 KohIEnstoff-Atomen substltulet’t sem kdnnen, .
© mit d(e)n weiteren MaBgaben, daB, o
: i} wenn A eine zur Bildung. eines anelllerten 1.2-b ~T‘hlo hen-Rm 5 erford riiche Gr '
_ ——CH,—-CH,—- oder. -——CH=CH—9—— ist, p 2" ist und [entwe} der p g ® . G 1ppe lSt z .
55 1) B eine zur Bildung eines anellierten Benzol-Rings erforderhehe Gruppe von Atomen ist, R, und'R,
beide Wasserstoff sind oder eine Doppelbindung bilden, R; Wasserstoff istund R, C,-—-C,,-Alkyl lst
- oder R, und R, die zweite: Briicke: (~~CH,—), bilden oder - -
2) Beine Xn-nsubstltunerter Benzol-ng ist, R, and R, eine Doppelbmdung btlden R, Wasserstoff ist
“und R; Me ist, :
'66': dann R, mcht Ci—C-Alkyl oder Phenyl (C ——C.—alkyl) sein kann, und _ -
' (u) wenn A und B jeweils einen anellierten Benzol ng und emen anelherten Benzol- oder X-'
substituierten Benzol-Ring bezeichnen, _
dann R, und R, zusammen eine zweite Briicke (—CH ), zwiscfien dem Kohlenstoff-Atom und
dem Stlckstoff-Atom an die sie jéweils gebunden sind, bilden, :
65 undworininyY dle Alkyl- und AlkenyI—Gruppen bis zu 12 Kohlenstoﬁ-Atome, die Nlederalkyl-Gruppen-
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(| n den Pheny| n| eder.al kyl - G uppen) 1 bis 4 Kohl enstoff Atone, die -
~Cycl osi kyl - Gruppen 3, bis 7 Kohl en- stoff-Atome B JIHMI-GU _
) bi s 12 Kohl enst of f - At one auf wei sen. 2. Verbin _
dadur ch gekennzei chnet, daB eine Qﬂﬁ%#— 4der Vinyl ‘en- Gruppe bezei chn _
'S c’fh ¥ BRI GRAEhn D BR U KoRlorsr A B Tomd; 6 SFaR. GEHRARHR £RGHRR. dal

R2 und Reloft-ATMETEHY EycidaikaiIkyI-GRABerna biR01 D KbiigtistofidAtorne alwaderigen nach
i.r gendei nenmed¥erbidtegr oech eArispioths 13 dad!mdugddamgelkmnz@lscémaeﬁthvie'amw V!!WB"'R4

zus_arT;TerﬁfePWeb%'@Rte der. For nel ,(_, %ﬁj‘ i | den. 5. Verbindungen nach.
i rgendei ’B'%' e& ek ARsPEcl 1 gder 2 FE‘,’H gﬂiSR'?ﬁ'ﬁ?EF é’ﬁ%&und@afusﬂ’gi”"”lﬂ"e
durch A ’l}ﬂﬁ%ﬁl Mh %Qﬁe &hggh%prugﬁe{ blg)%r bé&h&h I&gnieﬁc‘met Qia& R,und -

Ver bi ndLm,gﬂQarﬁiﬂé‘rhelhé SRIGRE i) FOIEE —BRIPLUsiiBer. . DI S 6, dadurch
gekennze| chﬁellsarbdathgpdeacrdmeodbu&nbeaemn;hm&em Rlsntg datlurctagelehnzeichrer, B80! -

ggg‘ra“t ungpdy Lhae ng RB%FW TWB‘:,S be %PP% aéﬁér?f -Rln A“S%;ﬁé iﬂjﬁbf - ebene-‘-’-‘%’

der al'l gEQRy n hat
N Y in der Vd’bﬁd%&ﬁ hbéhhitehdvidemNid® mﬂecnsahbm AR dBOggebiherdEsige! U
bezei’€hnet und X und Y die in Anspruch 1 an- gegebenen Bedeut ungen haben.
8. - Ver bi ndungen nach i rgendei nem der Anspruche 1 bis 7, dadurch
. gekennzei chnet, daB sich zw schergef % der 6- Stellung ei ne
Ei nfach- Bi ndung befindet. 9. Ve :
# . bis 8 dadurch gekennzeichnet, TR #8"Wasserstoff, 8-Chlor oder
\*8 Bfom st eht. 10. Ver bi ndungen nach ‘igendei nem der Anspruche 1 bis 9,
nam i ch 11 - (N-Car boet hoxy- 4- pi peri ffyl I ylen) -8-chl oro-6, 1
~-dihydr o- SH benzo[ 5, 6] cycl chepta[ 1 -R:bibyridin, 1 1 ' '
(N—thhansulfonyl4 pi peridyliden)-6.N11 -di hydro-5H benzo[ 5, 6]cyc|ohepta
| 1 ,2-Dbjpyridin, (N—Carboethoxy4$p|perldyl|den) 6,11
: -dlhydro 5H—benzo[5 6]cyc|ohepta[ 1 ,2-blpyridin, "40 11
1 - (N-Car bprggf hoxy- 4- pi peri dyl i den)-6, 11 - di hydro- 5P+benzo[5 6Icyc|ohepta [1.
, 2- bi fayrdi¢lpéstritieite Udie einblwaamap lmaﬂwnd@n@ bgeichrily luhd] Erund &, die i Anspruch 1 an-

|rgende| nem der AnsamCche 1

" di hy dr cge@ébepem Bedebtubgeny b Ghe taI 1, 2- yridin._ 11. Pharnmazeuti sche '

i Zusarmenset uM "@?ﬂ ﬁ d Aﬁv ngl‘st ?efn dedursh aebsngzeithatie dathsieh ays

1 Ver bi ndLﬁ‘f‘@s@ r%eﬂ 5 g éﬁa@ur&h QQanQJc ?rbals X fiir
Verblggdung@g,,sto mg ohnst spruch 1 genannten Iva gaben 1), .und (1 |)

ausgeschl osse. meibm‘dimgemﬁ& rfigeraelfainamntdee Anmnﬁcpé]arma.e\bmhdls tisch
unbedenk] i-@atboethoryyé pemﬂeﬂ)—Stchb@k@ﬂ ‘t-p@ydro-jég-bew{& PMC%E ﬂ 2]4{&?\/5'9'@1 | ung

1 Y dy 1+ e t

| vonverty ﬁggﬂ%goﬂ@" R

i daB %“en lip (Nn "6l 11 iy Fb- BB Hridlfoad: 8. Z,
: R2(N-Cdrdo, iR ridy NS LKy ﬁ@ﬂﬂﬁb Rp@dhe em Jwrgﬁn haben und
z \Y e| ne 60 1erF§|emzdaamech@rZuwendmee;tmng¢memthalt¢nd alewmmff/embvmiu gdesgewalrltrel :

\[/ ‘ays Verbindungen der Formel | wne in Anspruch 1 d-sojehen We p@ng Fﬁélﬁ im
angegebe@g"'@é& @flﬂf b‘r‘;m ¥ﬁ%§ [ 'Ehﬁ%?'s‘:hdf"ée'g‘f"&ﬁ greeEs

Hieh! z@rr Q’ste tﬁb voH 'Wﬁﬁﬁbﬂéenvael‘ f'orHﬁdl ﬁEi:B /-Gﬁmq?h&aaﬂ;ﬁ:ﬁ'g o
ei ne.so l@hlhhaicﬁlﬁlﬁﬁiawmirbt\mfbmdung'dE‘r*FormeHH"'f" ~~~~~~~~~~ 1111111 111111 11111_

llll 11 llllllF
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P \Y
in der A B, Z R, Rz Ry R, und p die in Anspruch 1 Jangegebenen Bedeutungen haben und Y’ eine °
60 ersetzbare Gruppe bezeichnet, :mit einer Verbmdung der Formel v .

in der Y die in- Anspruch 1 angegebene Bedeutiing hat und T eine Gruppe bezeichnet, die sich zu- -
65 sammen mit Y' efiminieren 188t, umgesetzt wird und da gewiinschtenfalls eine so erhaltene Verbin-
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0 042 544 dung der Forrrél | durch Urresterung ne andere
Ver bi- ndung der Formel |-unge- wandelt w rd. 1 ﬁmin‘ﬂ ﬁﬁLVerbl ng
r\"FormeI | nach Anspruch 1 und sol cher Ver bi 1 rtgem = ;
Anspr uch 1 genannten MaGgaben (©)O4RB44i) ausgeschl ossen sind, als
Ant i Qi @FiFofmel ﬁ’%t.aﬂtmﬁbimnb%ﬁ‘ewpf, e 48R e}A%rJnB@rg%an & F]ormé(qrg'@gre
" Her stwwahdesngirscon Ver bi ndungen der | genel nen For nel %
R2 t/ R4 V3¥¢rmwendung ek Yerbiadungerciier Foxmel IelathAnsdmcbdlunstswar Yerhigd@igee siie
_anel PRSP Cign ASprUEN & omrannten Nakgrbeg.(H | und diiayegesoiaseanciing: is Srtibistaminegs  oder
si#e forderliche G uppe von Atonen bezei chnet
B di g“?ﬁéhyﬁéﬁgqﬁst%g%ﬁ%&%ﬁngg anel lierten Pyridin-, Benzol - oder
X— subst i 1. (Meefatirem zuBeHezspdliuhy n@SVerUin!Unﬁeﬁ(dHeﬁllﬁgﬁélndnSEo;mﬁrlf orderliche G uppe
von Atomen bezei chnet, m#*-der Mafggabe,. daB B einen an- 25 ellierten
Bonzol - oder X-substituierten B l.Ring darstellt, wenn A fur einen
-sti ckstof fhal.'ti gen hetero-fey§li.s hengRi ng steht, Z sine Einf ach- Bi ndung
.oder sine substituierte of Auierte Met hylen- oder - E( hyl en- G upp$
bezei chnet, worin der Substi pt_-dine Oxo- odor Hydroxy- Grupp}e ist, oder §
Visgyl en be- zeichnet, 30 ’ AI\asse/a’ﬁoff oder eine Alkyl - Gruppe mt 18
bi s 3 Kohl enst of f - Atorren ‘bez# eﬁﬂ&ﬂ'l AY, R3 Wasserstof f bezeichnet oder R2 §
und R3 genei nsam eine zweite 8 ndung bi I'de@n, R4 Wasserstoff bezei chnet undi
RL ei ne Al kyl - G uppe nmt 1 bis 6 Kohlenstoff-Atomen bezei chnet oder 35 ]
4o U A genei nsam zwei te Brucke -(CH2)2- zw schen-dem Kohl enst of f - Atom 7}
und dem ShiaGliev etidibthndi in@8larfblliEre m h ASkeroRlcid p furg
1 od®ingd oBércdites aXel E ﬂﬁﬂiol%] QQQ fimgﬁén%mgg gggf% gtblh IISC?I%” n R7g
fur Al kyB die@y/eoamlidt d;gu&’elhsednkw&rﬁahI{’yhdm—ﬁééfﬁdﬂyéder )?hﬁfkyﬂu;erﬁhe&)ébl:m%?r al kyl !

._ oggr Werin XHalqgge jst. prfordgriichefaruppyvon Atarhgn hearichiet, mit der MaRgaBE, da@iB ehiekah-
- oycl é% eﬁe’% RyAstiuigrten BotjzplRing darstailt yyenn Adideinen atickstatfhaltisem hatsm- st ent | i
- wobei” di£ eftel BikkRRG SEbeLihd Sibsbllsith “odeYRhOR yl- odg
§|5ke@y¢%pé3tr%a;qmnetg OéﬁbﬂgESubsf:ﬁbﬂltSe?ﬁ;‘bﬁd-lﬁi ﬁ?&roﬁﬁﬁ%%ﬁégsetn Igi‘? \?}fxét@!igﬂ G UIO/L-
~ zeichne e~ R AR~ H
E;f ?asserstoff oder eine AIkyl-GerpeRglt gobis ﬁ @bnﬂgﬁmm bepeighaiy wndf ur ' ,
V\asserst 1 bis 6 Kohl enst of f-Atonen stehen,
wobei \Arifgss’,tgmﬁ ﬁﬁémﬁtﬁﬂﬁﬂfgéﬂ o, -Gruppe an dem Stickstof f-Atom

durch sumea-rm admmupﬁle it 4 ﬁﬂmpUemmAﬁnhh Derbidiadtl st bf f - At onen'’
s#bst | %Lﬂ«é’ﬂ@ RgesmeinsamaweitaBrileks ei-(CHl)e—dwischenRlemuitrdhepsteff-ARm arak dposstizkd t en
Phenﬁ" 15' ﬁsl z}w*&ﬂs@emﬁ?ﬂnﬁwﬁ?ﬁ urei nhei ten der

" Phenyl. nl\e ,ﬁg@ & UpeedrdUis L stpr Had QAL Qelgf, Niederal kyI ittt 1

bi s, 4' Kyl fanaikgf yoNa[leEUytﬁdéh@falk{dUA “érthsmbﬁw Wmnedeml&l SRR 2184 tRLEA.

(Ve i meedvl stdaled wenn A edi e zur Bildung vines anellierten ) k.
L \é Ercfaglkufalkyli AlkenyiGPhenybodes Pherfinie@eralRylt$téht, oder - CH=CHl

i St alﬁ 2:! Alkyl-, Cycloalkyl-, Cycloalkylalkyl— oder Alkenyl Gruppen gegebenen-

’ u sﬁ le urch die Gruppe _ ) _ :

“© - R

in der Rg Und Re jewells fiir Wasserstoff odér eine Alkyl-Gruppe mit-1 bis 6 Kohlenstoff-Atomen stehen, ,
wobei- die ‘durch" R, dargestelite Piperidyl-Gruppe an dem Stickstoff-Atorn durch eine niedere Alkyl- - "F - -

Gruppe mit: 1 bis a Kohlenstoff-Atomen’ substituiert sein kann und wobei die durch R, und/oder R;” i~ = L IR

- . dargestellten Phenyl-Gruppef und die Phenyl-Struktureinheiten der Phenylmederalkyl Gruppen durch ” =~
55 Halogen oder Niederalkyl miit 1 bis:4 Kohlenstoff—Atomen substituiert sein kdnnen, o =18
. mit den weiteren. MaRgaben, daB,

* (i} wenin A eirie zur Bildung ¢ines anellierten [1,2-b]-Thiophen-Rings erforderliche -Gruppe lst Z

—CH-—CH,— oder —CH=CH—.ist, p 2 ist und entweder SRV 1 §
. -1} = B eine zur Bildung eines anelhenen Benzol-Rings. erforderliche Gruppe von Atamen ist, R, und R Y |
- 60 - . .beide’ Wasserstoff sind oder eine ‘Doppelbindung bilden, R, Wasserstoff ist und'R, € —C4-Alkyl' R ©

ist oder R, und R, die zweite Briicke (—CH; ) bilden oder T
2) : e:cl X-substituierter Benzol—ng ist, Flz und R; eine Doppelbmdung b|lden R, Wasserstoff ist und
. Me ist,

;5'- dann R, nich C,—C,-Alkyl oder Phenyl (C,—C,-alkyl) sein kann, und
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j  Atdnsenist, R2 und R3.60 . - -beide V\asserst

pel bi ndung bi I den, R4 WMsserstoff ist und R CI “M“IMJMHHHTIM R4 \U\l /.
die zweite Brlucke (-CH2-)2 bil derO O#Z 524 Bsin X-stbsfitbietter .._‘j"

Ay T e
i R Me | -
' sti =Ri zei

nn, und- e R, Em Sﬂm ort ging dwehd bibie-d-1ar, L bbisghofd 46m Kbftenstott-Atbm una

. )~~~0 waem s%cwwr-&omewndeSsuejemn g’&h&ﬂndeh%l’rﬁﬁlilldgﬂnzo -Ring und el nen .
ofel | i er{ enndepringh Y discdkyl-Xind Alkenvl-Gruppen mﬂusamgblanamfémoen dBeiNiedsraliRi-Gryppen (in

hEzei chnenden Bhenu'aﬁﬁe "V' P ' yppen $ bisz (Kekleen
em Kohl endl 's e% té?"‘éﬁ’lac.!," %RBi |'s gebunden
9un enyl _ '

nd, bilden, u vvor| n ] n | G.uppen bis zu 12
FHohl enst'®f f - ‘Atome, die Niederal k I-Gr p- n’ (| n den -
#Phenyi ni ederal kyl - Gruppen) 1 bi hensyof f- At ome, die : R
cl oal kyli- Gruppen 3 bis 7 Kohl ome und Cycl oal kyl al kyI G uppen
2 bis 12 Kohl enstof f- Atone auf we dadur ch kennzei chnet , daB eilbe * -
§lver bi ndang der Formel 111 Rn- - -5%2 - /Qﬁ
I 2~20 inder A 8 Z R, R R3R3R@—(ﬁﬂ§) i e oben angegebenen
Bedeutungen haben und Y'. eine ersetzbare - ~~ ppe bezeichnet, mt ei ner
FVver bi ndI ung der.Fornmel LV' e ~TY.
41V, iR agtek, 8YZO0R ERORER, @WSQ@%&?a@%MEMdQ@LndAHﬂaﬁEn%HQ' Sﬂwaeazbare
\eiel chnet ,Grappe tﬁ!ﬂd‘hnﬂummﬂ Visthindihg @drifiotmeiéven | aBt, ungesetzt wird und
fdaB gewunschtenfalls eine so erhaltene Verbindung der' Fornel | durc&x
mesterung der Gruppe Y in eine andere Verbi ndung der Formal | unge hdel t
Td. 225 Ve HAY o8 GHoddREdNe Belbulung RCAG &Tbirk R 6ip8 e laie SHBuSinifen mit Y
er bi ndung eniekenriana) urﬁgelsetztl wirdod o tggamrfswtenfsts eindisb edblfde Veidindumycker Boroher |
ornel a: durchig'(\}steﬁmg deq: gruppe Y1m q;:;e a‘ggekn; Vetb?fm gm‘gﬁgegnngdlé#éﬁl d%r T
al ogen, v é(gé psprycgt YreRgexgpreeiciye pingoYeraindyng dej&B in der.
Bedeut upg ﬁéﬁdﬂeﬁ’ v3 it mit e'"er JVerkiadyrg SPLFPmEch Anspruch 1, dadurch
_ekennzel chnet, daB ei ne - Ver bi ndung der TEgoﬁp 111, in-der Y Wasserstoff
dst, mit einer Verbindung der Fornel TCOOR7. 40 ungesetzt wird, in der T
gur' di e Gr se@Wv'@t eh@eruhﬂa'mendmzqgﬁwsum§hlew:hﬁt ynarﬁg@geebewﬁpee!démmwbene

2 . a

that . - spru rch

d/er bi nd’ung e é?&ﬂ# gina .ﬁ\g.':f%.f\/ﬁg @\%H‘(ennzg ?ga S?me lndunﬂg?r F%fereglll |auﬁr
- #ler Formel 1V ungesetzt w rd er T Hal ogen, vorzugsweise Chlor,
‘ezel chnet” und Y fur d| e Gruppe SO2R8 sﬂ@ﬂOB, in der R die in Anspr uch 1

ngegebene Bedeut un hren. .- nac ende e
: nspr Qf‘ﬁ'e F%etz w" %’%;? nnz&ﬁeﬁ eggr nh éf]
¥ &r bi ndung YdWa Formel IV umgesetzt wﬁ‘d ﬂ%$ﬂ-l ibgeM ugéﬁel er. .
K o e in Acspr, lbehlchnaruﬁdég&bﬂh@raﬁﬁesm‘,&m@hh&t dannpld;ym Ail:smchrn arfg@béiﬁl B&Eéntld'@r

nspruche hap s 4 angegebene Bedeut.ung hat. _
, 5. Verfahrennach -irgendeinem der Anspruche 1" bis 4, dadurch gekennzemhnet da als N
a2 Ausgangs-—Verbmdung eine Verbindung der Formel [ o .

,mw»w...mu.: i

WIS LR el
¢

-
§ .
3 .
' g o w oo
E4 8 i gingesetzt W|rd in der X die in Anspruch 1 an;gegebene Bedeutung hat und Y’ dle in 1rgendemem der
. % Anspriiche 1 ‘bis 4 angegebene Bedeutung hat.
% ‘8. Verfahren nach Anspruch 5, dadurch gekennzelchnet daB eine Verbindung der Formel II', in der
%‘ -65 X fir Wasserstoff oder 8-Chlor steht, ‘mit einer; Verbmdung der Formel :
r_i:. . - :
5 17

eine zur Bildung sines anellierten Benzol -Ri ngs i ngs erforderliche G uppes, -




<" - 60 " la formule étant soumise aux conditions'complémentaires suivantes:

e. Verfahren nach Anspruch 5 dadurch gel kgnnzei chnet, "daR eine Verbind

der .-Formel 1I1', in _der 65 X fOr Wasserstoff oder
ei ndr." er bi ndung der Fornel 17 0 042 544 ]ﬁl“ﬂ"l"!lﬂm'll"m[
111111 TCOOC2HS urrgesetzt Wrdpos2dgsY und T d i e i1 rgendennesn
~Anspruche 1 bis 4 angeaebanen Bedeut ungen haben 5 7. Verfahre
Her st el | ung ei ner phar mazeut i schBP3%Hamenset zung. dadurch gekennzeic
dae b urhi € S, rmel -
acrsentLl BUDG il Cag iGNl de7 ot § e bR Rl LT
‘genannt erv. Maieeh exr |(|dr§tell.lﬁ§jel(ldr Iphﬁhlizeut!;&&ﬁ lZuaswrensegunyl daddich geken&alt:hnet _
pharda® zinetVeshifdung [stie] ewsigbwiiitcist ausi dge Verhingiungdn idec Rorimet b'l'acbé&‘FBrE Twrdd. 10

'R Salgh v?ra-ngu iy die fir. ApeRly die -dortsgengpn f-hi) gusr L
1. @sTRbloee sind, &eff\er" r"éﬁe%éc‘l‘h%‘?“g'@m TPy ot precwiih p?; Episdoediek U
'gﬁ’nq{eQLr? |Jat|o§s gOur les -Etats contra Lw>52)BE (l:}l-l %E r-‘#‘&é I+ iﬂHﬁll\lLesf‘ r epr esente | e

groups at ome urs pour Tormer un anneau condense aromati que -
“het 6r OC)’Cd:drﬁueésAcaEacmws& SREEDGFR bt HePrésdMiRpar RERTMNE goriBRieenNs6; B. repr 6sen§
| e groups .d' atones requis pour former un. anneau condens6 pyri di ne,” benzeng -
‘oj4 benzene X-substitue dans | eques X est un hal ogene, avec |la condition a4
B repr6sente un anneau 3Q- benzene ou benzene X-substitue quand i
represente un anneau het ue gontenant de |'azote;

j ,Z.représente unrs .liai U un groups nbt hyl ene ou(%thylene ;
ggb$t|tu6 ou non- substitue, bstltua t etant .un groups oxo ou hydroxyj
ou bien Z repr6sente un vinyTi sente | hydrogene ou un gr.oupe
~al kyl e ayant 1 A 3 atones dé%c%*ﬁﬁdb R3 repr6sente | hydrogene, o
R2 et R3 forment ensenble une seconds | ﬁlSOﬂ;'R4 represente |'hydrogine;
'f d@ﬁ? ﬂg e un grooupe alkyle ayant 1 A 6 atones de carbons, ou Rl'et R4;

or

n (0] r trl' Qag gt
s A Vorr Bl oSSR, ol P ol | lanfle Bt SRR,

h%e&de represente 1 ou 2

r epr eseBtreprésentede groppo i twnes @EQUIR, pootiforrdPiR. antean $ohdsasgwnst benzépe esent s ué '
gr o zéap R;a stlteéyear@ale L%, estcuythwékzlaaw? | conditig ep ¢rém f gnneau, :
Z4n§1ou er'é’ﬁ" -suRftipié auand £ représante i angeau e f°°21‘§'q“e co teP{B"t f8prsse nt- 3

Un gr Ouﬁ%;ﬁgéﬂtle%ne AN dffé/ bfun &X&He%tkﬂérﬁlﬁﬂtlﬁlén@&jb@i WMé Su ndHduB¥dtSs, OU -
pheﬂyhﬁﬂ;éﬁ;daﬁt étaxitaun griipe 6xarvu Hyare lou lbish Z)Feprgaente ah kinkiese; cycl oal kyl es,
cI oal Ry reml'élsgdteﬁhseitogalhd(&nyh @Eoupeplkﬂe; evetnes P aAratdeslecadione;et r e .
.7.- R -N %e

ent uel4 “t% groups
55 dan 2%'% Ydsgé pﬁgﬁ‘ggﬁt igis h acun Ibhydrogene ou un groups
al kyl e RY adpbes ﬁylﬁi%y&ﬁﬁbpﬁeatorﬁé‘ssdegéa%bﬂésoup' peridyl es representes
par R7 ﬂew&nfonﬁhrrtaansmé lub 1s86on8 Lponl —<(CAYIE— inaa Thempale darbohe et I'atome ;
wwlgﬂk@elwhlqonbm&yam 1 A 4 atonres de:carbone; -et |es.groupes
p

_ y| eB réirégente 1aP'E & olRs glkyl es inferieurs: ;
repr } T i ﬁ‘% Rodle. i @%ﬁ;ﬁmpaw AgRRAE 0V -
UN GhéieR oDk 3T dueAll pigdtiafi ed Stonts de carbons, ;
.45 6a Rardpoisenié an graupt alkwetrayslealmla( cmaﬂdytalkwasélkmﬂum&anaphé:zslauxwe vant esf -

. inférieur, dans:leguel les groupes alkyles, cycl@alkyles cycloalkylalkyles et alkényles representes par R7 -
' peuvent éfre éventuellement substitués par le groupe : '

. 50 o L .-;_._._. : P, o

- &5 dans quuel R,s et R représéntent ‘Ehiicun - lhydrogéne ou un groupe alkyle ayant 1 é 6 atomes de
: carbone, les groupes pipéridyles représentés par R, peuvent &tre substitués sur I'atome d"azote par un-
groupe'alkyle iiférieur:ayant 1 3 4 atomes'de carboné, et les groupes phényles et la partie phényle des
groupes phényialkyles inférieurs représentés par R, et/ou R, peuvent étre substntués par un halogéne ou .
un alkylezinférieur ayant 1 a 4 -atorries de carbone;: ' . '

(i) quand A est un groupe d"atomes tequis pour former un anneal condensé [1.2- b]thlophéne Zz
est —CH,—CH, ou —CH=CH—, p est 2, et soit: : '
-1} 'B.est un groupe.d’atomes:requis pdur former un anneau benzéne condensé, R, et R, sont tous

deux "hydrogéne ou forment une dotibfe liaison, R, est I hydrogéne et R, est un alkyle Cc —~C4 ou
. 85 R, et R, forment le second pont (~~CH,—),; ou : , _
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m T

, §C4 ou phq
e pectlverrmxaaume@wmawnm Ressts) -
nheau benztmd:oxe Swerbuneuajkvlab mﬁeueE},s (eéns rediﬂEE ére,rsa@ @éridﬂrss nPPRl4 -

: ﬁl kenyl es pQﬁ,
Enferieurs (dans. Com:oga'scsuqoaﬁ IfeGendicalidayt @52, dafaetstissdleh ke RESA LA forrhedd eﬂsemble

and A est un groups dcatomes requis pour forner—ur—anneau condense

-t hi ophPne -Z' est -CH2-CH2.ou -CH=CH, p est 2 est'.;_-'._, .
e.d atones requis pdTo former un anneau benzenﬂ!@ﬂm:ﬂﬂu Bz“l
“tous deuxi' hydrogene ou fornent 890%2%“@ I o
drogene et Rl est un alkyle C1-C4 Ou R4 et Rl fornent le -
estlherJgér@etR

nd pont Z)" CB@st)ud;ankddu b8nadhe X-sutfdtifdd. R, 9¢R} forment une double liaison, R

t un anneaue é\ﬂzeﬂms Rr Btubsttlétra@n m:wetalkm d,of0eutphémyde ti(kul%lca—k:.)al son,

est - hydjQ fepﬁé""t spegl vemm! heanney penzéne condensé etiui e ezéne
l-f" ) un ann zéne, -substu;ué al

arbone ‘e rba I’ atom 351‘91%!? 1is son*?%f e@'? éﬂrsﬁg@ﬁt@m

j ﬁu 42 mes de
(- CH Ea; s @roupes %helk\éﬁs I’dsaﬁrbme3 @ Batimes auexthe; et les geaupbs

6s; Et do Ptﬂ %t v?n%scatlon c r ?t rzsﬁ.?eler? 1? r&, g;uéségte lkgst?uggtéthylene

ones de c&!"BGP@"dQ@ roupes cycl oal kyl es possedent 3 a 7z f af omes

2. CO”posﬁ%oﬂbbé/é@Q n@n

ghrbone o lgs fr QR mgése ?'Ba| ’ﬁyﬂal' ﬁ"éfﬁ"e@";ﬂ“&@ 1aé%rpe@ctéeséeanbam RytebR, -

ué@re énd%%{m%gtl%r %aers %l%ﬁc eeq gque Fanneau

Represent e afird lpat ARsO) H rféB@tf@dbheﬁm fine. .
fevendi cat i on_ 16.0endpsés avieant 6irhpnbte Iaﬂﬂelléeleﬂtek/@\di%ﬂtlcﬁk 183, &é?édialass SNRYBF e

. Qg onde /| zb aidgHm pan q un anneau benzéne condeunsé c@chqujgeg-sgbgtmnx étant cqm]né gef'm dans la
faquel | e de§e"|e5 %ﬂm 2 |39|Q§m - ri ses . en. gt%

Er nent- ense;ﬁa&sgmgglpgqgltfo,ﬁl,g,e P Eeaaa ﬁﬁ—f%sieve"g'cat ?‘rf) §a'§?}P'\F§ﬁF" FPC?‘HE(fPf“e

ara

qguel | e des revendi cationrs 1 A 4, caracteris6s en ce que |'anneau defi ni
r \A est_un anneau thi ophene ou pyrldlne 6. Conposes suivant nlnporte
en ce qua |'anneau ' 20, N
berRzene X-substitue, X etant
gpos6s sui vant nffhborte -
|6r|s6s en ce qu'ils sont

pquel | e *es revendications .1 A 5, Lf8g
ef i ni par B est ‘un anneau benzene tonc
bonmma. d6fini dans la 20 - vendi cat TP
nquel | e des revendications 1 A 6, carac
=pr63enﬁ%s par .la‘fornmula genérale 11 ~~25 X : (1

D Ny 35 ;dans laquelle la |igne pointjl|de represente une double Ilalson
bcultative et X et Y sont comma d6fi ni sNdans | a revendication 1. -.

- Conpos6s sui-vant nVVnporte I aquel | e dés revendications 1 A 7,

Aract €rds~s en ce qu' il existe une sinpfe liaison entre [as p05|t|ons 5 et

-

~ {0\ car bobt’ heptgsedtep'hvxﬁégédyllé dr

D- bl pyri di rié: (N-kirbeléﬂ‘éﬂmmaﬂﬁﬁiﬁhmb(e)-’bﬁﬂl-dmfdl-dj Jo
- dl hydr 0- 5H— bk £8 go '8 Phdrepteafidues zadai:tpqséesdemee quélles contiennent-comme ingrédient

; 'i‘ Y- exclus de la revendication 1 par les condi

B e T sk

40 ; :da0s la ‘mse wwamepm&moﬁa @ubBALES Bouiteive exam'l 5/
caf acter |"§§s§ @")G repr esente | ' hydrogene, le chiore- 8" tcf"g%jdeﬁ"'s
9.

one-8. 10
ract6r4ms6s en

‘teéle Aergavarticatiges 1 ek eaTehté.rtsés emes duifextbre

entre les "Fﬁ%'@g et 6.
ik

ejlﬁ de di o
e et8le S reéen Tations 1" é ‘8, caracténsés en ‘ce que X

i hydr o-5H be I’&Q} ellﬂvﬂnemrBDOE‘ti Ia,qﬂelhlcﬁy fevéHidR@tions 1 4 9, caractérisés en ce qu'ils sont
- (N6t h a %ﬁ pyl pqhﬁ-qhg:)'o-g 11€g|hydro-5H benzo[5,6]cycioheptal1’ 2-b]pyridine;

di hydra— S Qﬂl%% ﬂfﬁg if,:_'. %&E E5 Glcg_cloheptah 2-b]pvrldme
- (N-ca~ boaﬁhﬂkyrbémﬁhw4- Yér F’r‘)— 7 ¥ ggﬁzi [ﬁwpyﬂ Tt ou

pta[1 2-bpyridine.

ctif un .composé choisi parmi les composés de formule | suivant la revendication 1, -et'les composés

tions (i):et- (i), 'en mélan e -avec un :
pharmaceuthuement acceptable. ¢ agent o exc:psent

12. Procédé de fabrication de composés de formule.l:suivant la revend cati
qu’un composé de formule génerale 1 _ toation1, caractérisé on ce
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1 1 -(Nscarbopht.-noxy-4-pipdridylidene)-6,1 1; .
- di- hydr o- 5H benzol[ 5, 6] cycl oheptal ,2-bJpyridi ne“llIIIH“I“tI;“MIlH‘IlIILnS
" phar maceut i ques cdract 6ri s6es en ce quelles conti®enrtent cbm® ihgredi &
actiT un conpose choisi parni c08%8#dses de fornula | suivant la = )
revendi cation 1,,eat] 0 ' \dicatiey €t yCraprésantelunpan \
condF’?'Psd?Fé'erxﬁ g g f%; 2€E"~§'§t -“%'mig?efg%q&%g&‘?ﬁféw exgil pi eir’]t A

- lacable. est Soumis B rebetich 'alet p . ; : .
~ phar ﬁ%?(‘:'gﬁfel_cfu nent "acceptable. 12. Proced6 de fabrication de cqgposes de:
fo;rrul e.l :suivant la revendicationTY, caracterise en ce qu'un conpose de
fofnmul a denearal gl lorime dsfini dans 1a revendication 1 et T représente un groupe pouvant étre
‘“‘,“‘“‘“‘“J‘“ﬁ‘,r;‘?fn%sgﬁ,%?ﬁ?‘?&“ﬁﬁ*@‘éﬁ?&éﬁf)ﬁ:\{leﬂésirerié lcbinpos@ (e formule | ainsi obtenu peut étrg
IR Ffr >n uhlabioe ddingosé [de formule | par une transestérification du groupe Y&' dion 1.0a e
g -~~~~'~~4a.c~ompk_asés#dgmgl219!.fm?fﬂinsﬂiﬂi@'éigla;; et uxee:zltu;:ig&:im:ﬁ:;ca fon 193645 544
daies Ipneenditioas [ etgliil. garagigriségon ca.guilsgORt HUISSE BT Comme definis dans ia -
revendi cal i ABne poddrEfat doRReaaRniar un; groups renpl acable, (gst soum s. A
reaction avec un conposs de fornmule 1V TY _ e
(1V) -5 danrocéd$uds febricatiensde cavpnosépcdeformyle oénédle | o revwndication 1 et T
regsr esent e un groups pouvant etre * limne en nene tenps que Y, et, Si

ok

autre conposs de fornule |

sest6rification du gro'ugﬁ Y. 13.
X

)
q

- le ddsire, |e conposed de forml % | ainsi obtenu peut etre transfornb en uj?]
Conposes de formule | defi ans il a fevendication 1 et ceux €exclus de |a:

: S\L//en.di,-cat‘i on 1 par 0o les Corfd o} (i) et (ii), caracterises en ce 3
*ils sont utilises come antRzhilsBani ni qu&g. Revendications pour |'Etat %
contraCtant: AT 1. Procede .de @ Ly de cornposes de formul e general eg
| i5w . 0 | 3 X—~AR DN . | o
(13 R3-C (CH2) pNv 25 S 1

§
]
.
%

.4.- dana | aquelle. A represente Is gr'oups d' .a'tomes. roquis pdur_ former un |
anneagens GRueiRNse aromatique . heterocyclique a 5 ou 6 ne S HdedNNEAUZ
benzene. onsteées- I, rogpe. d stomesgaaula, g Semar ur e SFnplss ardientiel N0
F o e Ryl e U pou RINAEH fh dh¥isau condeBE biFink: saimbiouue dans
| equel X HBP A 8 SRLEsuel RVIE un Ral6GURG) dveOTh EprditiBICque rapsésante unreneafticau
Condoaﬁﬁehe RéfHARe SUbeAfing Xrsabstitmdnand A eprégerdeun mnp@méegw'é'@“ﬁw%ﬁ‘ﬁ'&a?ﬁ _ !
het er pszget i que contenant de - Z represente ung,li.ai sl JiHoR-s@idtitlid) lgr oups-:
et hy| eneZ eprésmntsy yng fiaisan Huee £t 40 Wﬂﬁgﬁatgzﬂﬁ'ﬁﬁfé%@fn ﬁﬁ&y%.;ic substi tuant btant :
unggr aﬂﬁg;u émwﬁm-&éﬁe-o@% ;Z"(yﬁpa'ya&eﬂaes si0mus te/ kdobane: f1 2 represent ek
If.hyd'rogtqﬁ; rBdéntéNthy@rogamecou ahkyl e ayantl 1 a 3 atonmes do carbone; R3 £
T epr esentr;, ét' Ay etmageersemile uhiRBecondeRBizEdr nent ensenbl e une seconds |iaison; § |
* *R4 T chrresrésents (hyfpeRnst CNE. ant 1 A 6 atomes de carbone, ou__ . 40 S
rg_f?r_esent‘* rﬂt é@%ﬁ?%ﬂ&?m,ﬁiﬁh orft E(e’ifzgﬂeantﬂapl'di&ﬁbﬂélﬁarba\e- etR'._atcete R4
- farment,,& §% L,gi,ygo,ﬁqg@gg(f pont -(CH2)2- entre |'atome do carbons et -

ratome 1p"rédr'és€i'&30t® -z;uxq‘uel e——CiOSRSODt Sf(JI l)?('ega;ns lesquels - :
' o e {'un des-groupes R, ou —SO,Rg _ , L o
s l\;.,.r?'z:)é;:::\etel l::rlm grougpe_ l:'Ikyle, cyclo'aliné?;"" cycloalkylalkyle, alkényle_, phény_le, phénylgalkyle
~ " inférieur ou 2-,.3- ou 4 pipéridyle et I : : :

R, représente un groupe: alkyle, cycloal_kqu,{_-"gv
inférieur, dans lequel les groupes alkyles, cycloal,lgylgs y
peuvent étre éventuellement substitués par le grouper

1_kylal.kyle, alkényle, phénylé“’gﬂ' phépylalkyle.
loalkylalkyles et alkényles représentés par R,

50

55 ' - _Re '

dans R, et hye @ t 13 6 atomes de
dans lequel R; et R, représentent chacun Ih_ydrog_éne_ -Ou un group .alkyle ay§nt G ator
carbone‘? les g?oupes!i pipéridyles représentés pér R, peuvent étre sub ] mfés sur 'atome d azote _;;al;j un
groupe alkyle inférieur ayant 1 4 4 atomés de carbone;ét les groupes phenyle§ etla partie phén\é e des
60  groupes phénylalkyles inférieurs représentés par R; et/ou R4 petivent étre substltgés par un halog pe ou
un alkyle inférieur ayant 1- 3:4 atomes de cart:zne: i ) anie;s
. la formule étant soumise aux coriditions complementaires suiv s: o i
(i) quand A est un groupe d'atomes requis pour former un anneau condensé:[1,2-b] thl_ophene, 2
est —CH,—CH, ou —CH=CH—, p est 2, et soit: S _ T _
6 1) B eszt un gzl"oupe d’'atomes requis pour former un anneau benzéne condensé, R, et R, sont tous
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' par le gr OUp&t Me alors R., ne peut &tre un groupe alkyle C,—C, ou phényle (alkyle G
‘R5 St R repriéibquindm et Baepréséniantl resgemtieameat wneny ea;u nzrtde kophdengd/ entin beraére

- substit. ue:sckwlwla leh ahtod @ Momenderbardne. cactdrisé e ceqeion falt-réagir ynt'composéide -

- H=CH, p set 2, et soit: 654 1)
- former “un anneau benzene cond-as-

‘anneau benzene X-substitue, alors-R at 134 forment ensenbl e un se08 d pont o

Sy

-_autrec

p repr_eseht e 1l ou 2;.. V.reprdsente |'un des grou 2R8 dan.
| esquel s 4C R represente un groups al kyle, ﬁﬂm Um“
oalkyralkyle alkenyle phenyl e, phenyl pal kyl e'™® u 2 3
piperidyle et - ub c R@mgwte un groupe al kyI e, . \
cycl oar kegeu cpr 6orr kyI aI kyne al ken hdn tdU p | al .
V&“P@s&) %\Vg

i nferi eur 1 hygrogene queder ¢ QPWQFg Sté'bl"(%‘ﬁ? ﬁy‘l‘%&ﬂ?nl i's.
et al kemﬂ)egs §5‘ 5&? sigﬁ?% %nneﬁtr.ﬁe GYpRtERbA, RDER Eh A@MQ&%'JHGS

ana - l-oquel -

at ones d% g ei\?n gnge EJE@'@? thF'i“él 1"&@? ﬁ; jditg SS"FU" HR$oeond PBRt e
sub i tud Lrothedud?
s | ss es e ome:

LOME' S —%ﬁa §;f§ So DHENES Jadn %ﬂg@eetp el mrse}%ﬁyieeddt heste 60
groupe& [&hﬁﬁéj Rl do oas Ibs’l tinpamysloslemsmﬁdas Par7 Ribmes dlecafRanpeuleegtoupes € |
carboifg; formule gén "a'el"é formul e etant sounise aux conditions conplénmeitfgires:
sui vant®s: . .oea (i) quand A set un groups d' at omes -requi s
pour - f gt mer un anneau condone L hi ophne. Z set -CH2 CH2 ou

n groups d'atones reqU|s Pour
sont tous 20 - -
~~~~~~~~~~~~~~~~~~~-_~~1I 111111 1 ﬂ‘llll %&bl 11 111111 0 042 544 deux

hydr ggbne ou forment .une doubl g | %éé I hydrogsne et R est .un

I yle C,-C4 ou R4 et R forment 8e E?paN ont (-CH2-)2;, QU 2) B est un -
anneau benzene X-substitue. R2 et R3 fornenjt\une doubl e liaison, R4 est
| ""hydrogi ne et Rl -est Me; alors R7 ne peut etre un groupe alkyle C1-C4 ou
phenyl e  (dankighesli€A; E4Z) R,, B,, R,, R, et fsont donthecdétinié\daris |Breven@iciic@nt, €W représente un
respec"fsl \REPHPA trerppiacghia cauec lyp repmpeséderfdemdeelVet un. benzene condens6 ou un

(-CH2-7 )2 entre |"atone de carbone et I"atone d'azote auxquels Us"Sont -
fix6s, etdanslaasellecs ede:fommet définiSdane IaYr@endﬂﬁﬁdnm et TagprégedeN@Sgradpgé\doagane Btre
al keny'T"eséh sencioéme jtampgiAud leetaslmésdmedarcmn@é dedeormy m@soqum@s étre

| nf 6ri eurtgan?fg%céd u?\gnﬁ%jj ca§cfw H.IFR r&ﬁﬁfﬁf j;%lajgf%f sé'd]é féA‘ ﬂ'le'lli"o
at omes  deyahafdiudiis.v: lesomethil s de
carbone et lea groupes cycl oaI kyI aI ftles ont 4 A 12 atorres de car bons

caract-ﬁrl 56 en ce qu' on- falt reagi r ufrCO@Rnpos6 de * 'fornula general e

m |

s : S _ €
+CH _ N d§hs quelle T est un hal ne, d’e préférence le chlore, et R, est comme défini dans la revendica%on 1.

~,z.’ Procédé su f pven ication 1, caractérisé en ce qu’on fait réagir un composé de formule
T R““‘;I*“‘g‘éné‘r“‘f“ﬂraansﬂaz ellé X’ est hy ogéne avec un composé de formule -

--.Cj~~;'i’-'~'.~'~~. dans IaqueIIe A B, Z TRBQORR2, R3, R4 et p sont comme
avec un CO a%el c& @Let ieéiémgﬁ,o(ﬁ% I¥ étanq%%ren%eenéé?mucpansz ?a r%ven Batlone{rpl acabl e,

1 caractérlse en ce quon:fait réagir un composé de for(n'u\é)lll
dans. |43ithﬁh R l}énes'treseeamen Grobdte, A8H16n tingosd @ REERS IVAdansiaglelld T FepREsOHREHH € -
un gr ouv@ehapuénealde ptﬂférencawe cldbrenetriG représenterie gremqsssmﬁge RY'étanttomme défini Hans la
--«---'V rrrule 1 ainsi, obtenu are transf of ne ,en: q

1 ragtéri quon utilise
M bl e G B
Procedg” sw van a revendl ca caracterise en ce qu' on fait -r6agir un
conpose de formula I11 dans Iaquel I e Y est nbt hyI e, avec un conpose de '
formule 35 T COOR, :

i* 88 N

. 60

” | - dans laquelle X est comme défini dans.la revendication 1 et Y’ est comme déflnl comme -dans
'i-f:".'i'és- n‘importe laquelle des revendications 1 & 4. o

21




dahs |l aquelle T est un hal ogene, de preference I —_eFeﬁ‘EF‘ﬁ7‘ea31 conne
defini dans ia revendication 1. *' ' 3. Pr ocagﬂwmm,” :
rewgndi cation 1, caracterise en ce qu' on fait re HMIL formul £
generale |11l dans laquelle Y egtohawgaogene, - avec un cohpdse *de f or mulfé
40 T COOR7 dans laquelle T represente | e groupe ORP, R7 etant comme d6finj
dans | a r@vRsmeAdé suivase lalrevandicaion Seersacsérisg amee quionfaiy agif uneqrenesé de formule t eri
en ce 'fjees layelle X regrgsante [hydrogeRssicle ghioress. pyecun FPPosEAe fqayle | aquelle v
reprdsent el ' hydrogene, avec un C OTEUEH de formule IV dans | aquel le. T -
repgdsente un'~. sha | ogene, de pref~rence |l e chlore.-et .Y represente |l e

" gr oupay’ ST, &aht Eameteadéfumsdamen mwbrmiaqdc.lheles revendicationsi tat4-on. 1

Procede sEii égemf:' F' 'é‘”"lf%é\ ‘E f"@?%ms ‘;‘B?Tge "°°4‘“‘E'd‘i‘ 1"? se en-
ce qu BN TRaE A e | e "0
93 g acceptabe .
YERED) .60 Y dans I aquel |l e X est comme defini dans.l'a revendicati on -1 _et :

Y' est com’re defini conrn6:dans 65 ninporte |aquelle des revendications 1 -
A 4. 21 0 042 544 . ~Liaaaititrrrrlrlliii 6. Proced6 sujvant -
| a jevendicati-on 5 caracteris6é en ce .qu on fait r6agir un conposs de . .
formule 1' dans l.aquelle X represente | " 'hydroggne ou |l e chlore-8, avec un "%
conpos6 de fornmule TCOOC2H. 5 Y' et T 6tant comme dMinis dans ni nmporte
‘laquel | e des revendications 1 a 4. 7. Proced6 de fabrication d' une ;
' Qr%%OSI tion pharmaceutique, caracteris6 en ce qu' on n6l ange un conpose LR
h parm |es conpos6s de formule 1 conme dMinis dans |a revendication -5 .
1 et ceux exclus de |la revendication 1 par les conditions (i) et (ii), avec# -
un-ai ent ou oxcipi ent pharnmaceuti quenent :to acceptable. '5. 25 30 35 45 - '
R 1 501 55 .60 65 22 \ * o '
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