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8.21; d, clave at 400 p.s.i. hydrogen pressure and 50[err]C
9.73%. for 4 hours. After filtering off the catal yst The
startrng material for trhis Exanple was 120 thefiltratewas _
evaporat ed in:vacuo and the nade as follows: (b) A solution of 5 acet -

60 residue was rshaken with a mixture of chloro- ani dopyri di ne (42 g.) and
3 - (2 - brono- formiﬁ;ig ﬁllh\l sodi um hydroxi de solutio The
et hyl’) i ndol e (61 g ) in absoll 2- anol (400 : resulting i nso| ubl e

mat er iial [2Was - ﬁxﬂdiﬁx)ﬁﬂlﬁﬁ;yﬁﬁiﬁxﬂ'n‘imﬁldewaﬁr'ﬁmefdl uxerd—ﬂmclﬁnmm‘,s?sm - 65\cet am do-
6 p v (783 g.) separated on coolmg, m.p. of the . .H, 7.33; N, 1k 80;,,171@,\ O, requires C,

’C‘hal?glze aft 2°‘5f$L “°“df’i‘?d‘of"9"l“)’let FMB] 51517 Fdr W% oni de prisns, m p

14951§6 erg lnd(, 373,@811_ 65 Kd@e3 19.) Separated on cooling,
" mp. eyl peidinkdm Rmﬁl{alg (N,s g1 wils?d:s—C[ err JH-e@r ] Nper c@oﬁytbér]zarﬂr&d:]l—,ll res C,

et hancsblmdemaﬂf’/erethe s(mmmléamtm from folelt 1'?,@?@"‘;{;?‘ ihiglole 4 ol 1217‘0 N, 11.13%.

19} W

as thé% a[;aiyst %ca 3 was a%d\‘yd % tyutzl%ng go—%ethoxy% Y Hgng oride éﬁ‘ R [2 - (3 J

' ndﬁl fion was conducted in an autoclav -mcthoxybenzoﬁ JideP¥He Il N UM bromi'de

(78: 3 Q. MGt 64 Mitial @drog{anressr(rélof- othpeunl/Biadehxariee Az patd

91% e"(ﬂ%emeltfo { 2200s.n1 a:r n- }711 0%, ywld,lm-P pf%:@ﬁg%( @Slﬁ ,] iThdol e

1€ C 27|

70 ue after va rgmh fﬁ%gﬁfﬁgs a%s{ 48;%3 C}a;}dlz' aﬁ % 11&6 TOT | ow ng the

pr Oﬁe {hCct of%ﬂ@ dium _hydroxidd) cat af y$ ca. .) was added.

Hy dr O-solutiiat The é¢hlorortaGaslee tviis] driot kDX y benzoyl CIEﬂAmnEde in 10 genation was

conducvapgdraterh vanacgéu Otchmle e2 {4- t'acée o - o %Pﬂlmﬁ@rr de, the title

- 1

701 er HEF AR R . &g‘iﬁpge%@;@oﬁg“% mple TN Ryt 001 ai ned as

paI el.hyl acetate. S exdcept trnnethoxg&penzoyl in
y| e d{,z .nq4p ..&5&1&54{ eprn}n{a)l)-( Fetlbaide Gyas Je&l mstead of m-mbibexycat al yst was

f i | t eragii ,g:ﬁi@!e aficP alissalved 7p d 25 bqqzochhQQde Recrﬁt_glhggon from a mix-
t
qerr 19"?# ‘%Ee@?ct‘f@ T;,Ji?“;"‘f ied, ‘f“‘fh?‘lgﬁ‘“% ﬁ% @L?ﬂ‘? 3% ®he filtrate
WasSqass aﬂ“ ﬁa§i§cd rwx v sddium Fou C, \Mﬂh chl or 6f orm
and 2N1)dr$)ﬁdd tongivehy dr[@xi (de amino - 1- HQVM | N,n9 38T, I 3c:)r; Hf(mrrdamilreayer vas dried

and plpcndyl)cthyl];ndwe aSEKAWMEGﬁS g8)h G 63.91e¥hidPalNe®2i%)- vacuo to give 3 - [2 -
(4 - &8t 1061 —310 C% %s;;‘g'sf‘ “ ’°§‘ - Trimet hoxmgip]_z do] - : amido - 1
'80p*(pe{ahd:)§f ¥ Sh o

w prisms solved in

90 ;
aem@euﬁ | o9z . xndorplpe&rrdyda&t hyl.] “I'ndol e
indole (24e85 i xsal:etodu 1442(Dmg) )Jvas mp. 1 7p friz¥y el it er The procedure of

Isagldellairgrfna@ciﬂrelnglewévmuz Cto a z 2luxipgocr y;lé‘!te aquséua}gf ‘éxﬂrrrgr%%inml kff?w"ac etate.

1} ~anmli 1 - - Car

except ]f 4uxmrv%;mnue uf'ﬂsg"f y‘i Q%M,ﬂmoxy cnzo lchloi fn e 9%4 T
Aces A Aedniaa - SR Lt yl]p or ‘b’gim}%smdé%ﬁ Q] migkdTEtNOXY -
et hyl ]1h1ﬂd;®dtrﬁd cogld) beVﬂﬁlc 14 iA 1294 yxeidge:rpz Qr}d——l&#ﬂﬂ)bﬂ‘dﬂe .

Recr ys‘waﬂogmsathe oresdueegnh V&7 Rangy mckel recryst¢llisgiiion dtpmordueousgskake. (Ee@dm ) and

| refl u%gg“’f " Z\te BHnoet haRBrridiby galf'?e‘h Easgés’f IEI?% \rﬁellgq 100 2 1/2

houges H@etﬁlﬁ@%h&f‘ 3 Mol € .. WBLS 3-CO B co 1§o| ﬁ‘f Hip d as the
hydr atiedolyt)etd@Tyx idinidh brokuiidef @peho—anthdolbas i-fehrdekylid ﬂci’d an cl(ﬂierdl-um yi-el d,

m p. 1@5"@@ ér# Fétn @do 7gprbodiimide (e ingodir ok eraborgicgiide 3 - [2 - (4
- am ro ;E’?m 4 K 2 % %‘"‘ %C[ aiydride & PRNRSPS TP B EH er r] O requires

pi ij‘I erzasb,a rate (36.4 geamerz %0, 65.91; H, 106. 30;: N,

0. 23% mdo}e, and then m ced ]Iﬁ)&wﬂ.lﬁlﬁ: 1 eB -ri@cr¥y stiak | iDdetienybuoecduridoh - 1-

acet orﬁP?nrdlnBé C? @K%rfﬁg" 1 Fninget ér (& A Pé‘?ﬂdyoenhyﬂmdole EXAI\/PLE 19

90 PiRsridyDRy Oy 5 Sol ution of Bur ik S?T’fe ‘:ﬁff} mz(‘;’:sl:s ;’gﬁ, - (& -
[Indol - 3 - cardkew@giig@o] - 1-  m-methok ﬁdi ne anftopitrile (20
m . 30 whas [2 - (4 - [3 - Métmaypteahywhidek hy 4 pmunddhe obtained as celglales pﬂht«apim se durr ng one

hour to,a efesdrl thyl] roce *C aerF@—iléz §ft¢
sol uti ﬁ’i‘te‘t oﬂo@& ’i°f‘g TS °l&1]l( E g i ndol e - 3 -

carbo Y s snrred w:th mn*ce ) oamsﬂeor’ " 17uxd N 96(9 I nue or 1% hours. The
st estd wé‘cdnotmmhob(ydwﬁm bk @t.3&de. The title '35 4 - anmino - 1 - [2

(3 g) g P'L) ségjybe“mhp as co ourless mcro-
um b Jrrgﬁ S, ;r‘«%yggwﬂ’thf%rr Mripheranil ikl 6 m p,
242 24? T e Al ere separatedh OgerheipRoodd 2SHNCE vaﬁ foWweRaney ni ckel

_recswsaqadohsr Batr o8 ré-mmt wizip ulorac e bat wing (oftoluaytl ch!orrde as thet :myl elﬁb [2 - (4

rm, somgji form layers c enfto givgghe Kjle d

e eyl ot LRSS G A LHggerN[gr% 0
re sn sta!hsul rom aceto-  7.7; 11.9. C, qu N30 u{r ’ :

N, 14 to give thct ompo! 142 ghBs aI§'7'ﬂ Na-rll Wﬁ‘ 0 -1 [2 - 3-
Thi-s conpound was al so prepared using | ndoI yl )et hyI ] pyridini um

brom de, mp. 190- indole - 3 - carboxylic acid and dicycl ohexyl

192C and 2 - amino - 1 - [2 - (3 - indolyl)- carbodiimde (i.e. |ndole'-
3 - carboxylic acid : ethyl] pyridinium brom de, mp. 228- 230[ err] C
anhydride in situ) as the acylating agent.. .. coul d. be prepared from3

o~ t o~ o,

€




g.) in water (10 m.). m Met hoxybenzoyl EXAMPLE 21
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give the title com %00 202[%)?] olg’n % *5% 2, H 7.5;
pound as the rmnohydr[gte I N, 44% yield, mp. 75 Examrerg D 11. 4.

Gerr]Herr kN pr . liamtf 4ir,H? 70714 Bforrd Getffpagy. C. 789

H 6.95; 30\, perid f-}c ndole -- methylindole 10.
Cerr]H er r I\'J[herpro Qureef) Biaret 1€, way BllSied H, in )9 ;38(? ,,113 "23:2" 1y'( ‘Zb:“ffhy"
. EXAMPLE 2 (l:xt] gus'ng o-chlorohenzoyl chloride as the fuxed with Qdme G o3 for [2 - (4
- [2 - Furycha ?ﬁ,l[ ‘ﬁgf}fﬂg‘g" ?éggﬁlz‘d l“d@fl:ls F2Acetdﬁh Heel@nndngl- - 1- 80
~pi peri dyBj esshylﬁ 6.230q/1¢0, C,,H,,CIN,O Fequi ires . zo7o g F}Pif h tu]dc,mdolgs
The procedufet®: HBdamle.0%). was fol - coo ,,,ﬁ €°M6 was
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guat ernary ammoni um salts of the tetrahydro- pi=peri’ d| ne
pyridi ne and piperidine conpounds cl ai ned A mxture of 4 - _
benzam dopi peridine (1.00 in Caima1l. g.) (obtained by N-benzylati ng
4- pi peri done, 3. Conpounds as clainmed in.Claim1, where- form ng

the OXI me, reducing to give the in Ais an alkylene radical containing up



40 am ne, benzoyl ating and then hrdrogenol ysing 4 carbon atons. of f

the protecti ng group) in ethyl acetate (75. 4. Conpounds as clained in
Claim 3 .) and potassium carbonate (1.38 g.) in wherein Ais an
- athyl"ste=s adi

er; (20 m.) was stirred and ice cool edclq 5. '
hil ori de
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qhen t he Iayers vvere sepalig{sesq and the et hyl acetate,| ayer ‘was
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corrpoufodn c’n“ys'pabm 5@s |0bt819¢t!l aen gob ourr Iwesls forinaln oneedi Cs (770 ng.) mp.
6{%@& ‘@‘0“ éﬁ@'m@“d'fwn’le‘hw—l 5.8; N, represents a ring system of the
ene El)cf“’f] ﬂ/g o tl‘o;{f&?‘?‘ﬂj’—ﬁéﬁ] N err] q.e,Q-}N"W@E]w res C, 70.4; H, 5.6
' mdol Aas . prisms (3 27 -b, 70%), :
[err] mp 193—V!|9|§!€ICV\E CLAIM1S:- 55 1 Corrpounds of the general fornula

his a c d 2
\é\lhez:g ’%‘liygg%q%l'%? @?mrgé {SGPI ﬂg:r»sents a rmg syst]c'm of t?e general for- har ei n’ Rlerr]
i's aophe y ridyl QIO erh\éhmxy Bﬁiﬁ}’l— [err] ' . phenyl
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obt ai ngd}a?’n‘er“@m "gt\g(,\fmdﬁl |18fé-;\+\18ﬂ%h (E@mdrul a 50 m. fractions and :
recrystaf sﬁd % af% T.RQ gl hudf%gm ok aACHLAM do - 1-
pi peri W) =t * I‘!‘?f\ aralk l' R? répre: {ehtSI Y daﬁ)vt%?loﬁi&l ourl ess.
prisms (3.27 g. Eﬁﬂﬁ@; 45 atkyl or aBj[ repres"nmhpdrog'b 5] e%sl‘] C.
(e) 20hds Bce(fﬁmﬁdmmdnpohncbq(cﬂdyl)m Igrey alkoxy, M@‘Qt hléﬁw ol I owi ng
s PEXEh Y firoge ;": of Exanpl e

the pr zxedure %':9 rin
t 3 h €pres nts 'uf 1 md msf owe1
15( b) :@,fmiﬁca Bor depi ﬁ?ﬂ:ﬁ' 'ﬂf ! @rylo:yzy lower ar: tlkyl lowcr aralkyl- _ )
0? gb) &@ﬁh&%ﬂ:}&ﬁ“ﬁw& mm cirbon- MRKN OX Yiaryl-Bwer A8, 1K/ lis- an anionj lﬁdO,J e as an oil
V\/m o.h at )(ssealglu secbomopamﬂ andinnd was x@cstzﬁ u'quthoS oM -Ne i 9o ved in

chlor oSt ert e by g:hs’mﬁl il e wﬁl Al

pr oced r‘ Cide thﬁu s | I[@c £ @.0I ourl ess

prlsrrBhJcaemo 3s~ (10B0F 4éht gwo hydfﬁg@xat&r&()w‘ibﬂ erdng,nae (Jound C
73. 2 89, 4 e BeISD Yo evegb( en¢ RNfserryl] eanm]%%}o@er alivl” andi 1 €5 C,  73. 62;

T g m?gx{c o ot @*ﬂf o gecfgm R e ot ower
ar al ky %4 @’?Tﬁlﬂlﬁ F@ éﬁt QNE&N contains 7 to 10
or aryl ,ca neﬁtbx}:s repr esents hydr ogen, ¢ haI ogen 20

3 - 3 ( - Benli:»amm& 1 - piperid¥l Yhe pogyvigxc g Ckiox dl“PfX‘d lHlxy or | ower
al k9 4 R[}@fl?a]mqoe._ dole - 3 - oxaly,)- quatcrnary tetr: 10~

lpe rp}r ?QPA%\FXH ds clalmed
pr esentsAl}H%( %Ho(gqui’,bL 11‘3 ifhe Jlgyve in ;f,;yh m Xt ure of the
t osyl af g (Btain enzylhyi @)p;f,mdoﬂ@pr €5 eldinBordtsyak c'a(mcminumhmg, w.fhet-er aryl).,
I OV\B[ formm rtmp i Ie,nd@lheu to &Bcqthy, idApierr abiyidepiadieal iceitaiine R’ox% aryl oxy,

| owé? “’1 ?{gﬂem*}’smg ('*1“‘5’@“ s and fine! d potassium

2 nds 39 clhidd® 1){ 9{19#% P
car bonﬂﬁ \t ,\g‘" ol ;’sglgﬁf‘é‘i" ﬁ ceweb | wh uhsr&gp%ﬂa 20dMyRBe raficdd e (1.38 g.), in
i sopr op&agof20(: anrmsdnd n&peaa&ent s5. aflonglolmydh @ elaipred rmmzmm c3r odi - kerol. 70

sti r;eﬂ"'and ¢'e$-louke¢hhe¢" 214)4heDJrls Citia hotberci) kyl ene radi cal cofit ai ni ng up
to 4 c%‘}’“ﬁoﬁﬁlm‘c 9 ) Com,nueg“'flg,\red and the filtrate allowed atoms, Zis
an oxog Bl LR bécws Qod the tO cool U8h the title conpourd

Crystal:thyl a&ea&tla w3 dki vfaxcmgls(b aohl (c) may al sortepre- . |ised out to give -
1.38 gstarftb%%mghmﬂptltlﬂ-’mnpour@en'ﬁtaftvm hydrogen atons when A is al kyl ene 30

8 er?] el f Qo0 SRY Syste@Ndt Rl Géckdt toh aryl, the
terms % §qu'u§s%g§% g:ig éﬁnié%o tsyec? at 175‘1800 (Found C
IowerNahkm%y“ rrean the radi cal cont ai ns 76.4; H 7.7, N, 11.6.
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'the gcnera{()fbrmula ar alrky nmeans t he radi cal

cont ai ns °fn8°uf65 car bon
at ons. _ _ EXAMPLE 4*@ereR has the meanings def(iincd i éﬂlllam'r e %non-toxi ¢
acid additio nezsf - Benzam“ﬁ@_e gpffgg aﬁ}qfﬁa :)ﬁe&; ol Y1) -

~quat ernary &t Fﬂ alt S Of the t Shénd lﬁ&dﬁdﬂrylphcnyl radical.

7. Compounds as claimed in Claim 1,
wherein A is 3 ~—COOH,-radical, _ 100



pi peri di ne pyri di ne and pi peridi ne conpounds cl ai ned

A mxtture of 4 - benzam dopi peridine (1.00 in Caima1l. g.) (obtained
by N-benzylating 4-piperidone, 3. Compoundsasclained in Caiml, where-
formng the oxine, reduci n give the in Ais an alkylene radical o

gont & ni ng up to wnﬂr”uﬂi‘mﬂmﬂmgoyl ating and then hydrogenol ygithg 4
carbon atons. group) in ethyl acetate (75 4.
Corrpound's ad clai. ned in claih .S)mand pot assi um carbonate (1.38
g.) in \/\herelncl-\ rS—an mh,.C.m Mﬂl’haﬁ water (20 ml.) was stirred
and i:ce cool CoBPoupdsnpognsd aig Chini Med i32. Gl.ajao @ qq Methy¥ JGido]

i ndal e- 3--oxal yf chloride (1.04 g.) in Cllalmmgly!maﬂ[ ol

90 X5z ethyl acetate ( was added - %lblﬂml}}ar&&nmda]-
Stirring was continued\ S'jincm)s g[;qlpl?cfﬁ[‘z)w’(’f aéh the | ay@ps
wer eiseparated and the R ethyl acet at'eli}am&hd%mx Bdoﬁ% ezt err]. on
st angli ng ovetpysgie a rin tle poupnd ¢ §té.|--[250(44[3$48d1\ﬁ_§1 hgurl ess
m cr bneed$ esn&i\:??O ngy. gﬁ]&h Aethgg@ P% é‘“ﬁ aF’gfl?ﬂ) @lpe?lﬁyllbyhjlﬂﬁxlgﬁl8g N,
représents a ring system of t he general prpndy o 4?]m e «ﬂrboxybcngamldo)- 65
Cerr]l]Herr]Nerr] q e @J,NHCE,,&qw res C, 70.47. [ oy, rometlly lbenz - 299 .
WHAT, VE CLAIM [ S: - Conpounds  of antifie gbnelp&idyf)éﬁ{y T el

where Rlerr] has the meani ngs defined in éfpla@ir y? (4 954 - Phcnylbcnzmudo}-
- I

6. Conpounds, as ¢l ai rred in daim 5, 39 ' is a7’

~ phenyl, hal PRERY M Hemrgigs defined in Claim 1 piperidyl)e fiibe r})heR'[yFaC‘:‘*""“Ei’ﬂnenyI or
et hyl phenyl o aChufpiilnds as claimed © 740 Cbmﬁbur@s Raaalial Tedphd). O ai m
1, - 10 wherein R is a phenyl, lil;ll;:;)he,i;l’ ?i;lgzhs idyDethyl] - 2 - yiodyladele. A | Sdrg

, 41 3-{2-(4-144M
COO—I[ err]-P 1 |meth31phcny1 radical. 100 dl ‘, lothexy B Agmido]- 75
11 ‘zigx ; am’éﬁ oUAd - iadisty ai e 5 | fr}““@ﬁ] e
YI]P‘ ﬁ?é’{f 1) {41 Chidy rbbenzamido]-
[2 - (4 - 1Jm neam d%] ndolvl) L | PIP”rld\WT@r]el B - mcthylindole.
-1 - pipels dslh) ]@I’Iktwuim n}dﬁiuﬁ v d ‘1’ 13 gt {2 - (4 - Benzamido - 1 - piper-
33. 3 - [2 e sbxsﬁaxboyxilmr&)oxanprdo]' yoetgl] - 1 - methylindole. 80
(3 - ndoly]) hyl]pynd nigm - [4 - Chlorobenzamido]- .
[err] & e dyl )Ctlhyﬂlﬂchﬂs ] -1 - methvl : 60
i 0 L [a'O] 45313~ (4 methylindole.
- 34.°3 [2 3 (u‘pdo}yl, l?yl]pyr ] nﬁﬁa ﬂg% [4 - Methylben zamido]-

1 - pi pe2a d¥I1§ -e¥ ha 2l i ipigthRacetamido) - 1 - [2- 1- Pchndbl‘et")l] - 1 - methylindole,

[ -
35. 3 - 5("Zﬁ°1¥e ﬂ}mrldmmtlhyh:&medl OXY1q 421p2nd£iczb;f - roe@gmlg:daj rissg

syrsrfJ em of tgthgy@o%g rakt v(ﬁ‘g:;f]mdbenbaﬁrﬁdo] 4. 3 e ki kg gggg‘eﬁylff]pl ndol e.
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1673 - [2- (3 - idyDethyl] - 1 - 8@uyiddle, [ 2 - DA [2 -

Car boxyesn Z@Hﬂ Xﬁ@ygd 6b- yl)gil;i?mgige_ 1256 1 4ilpgr1:1 yil')let-n(?]- [11 o bChIaCmbenmnu.o] _
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Met hoxybenzasi 8]z - (49 [4 - Chior he 15 of - rmhhyﬁ@henyl madl ca

1 - p| p@' i Hgll’)l’@tl t‘t (yl}miﬁle- TE Obf'lnz?mldcﬂ IYIJPIPendmc (n4 - B}’enzam do -
[2 - (3% 3 )4 - Mcthexyﬂﬂlzf.nﬁdo-] [gompog’,}g, e jg”mégl Rf?l@t#em afriad ads-

et hyI 1 pyri db?‘l | 1 prises reacting a com F{]E HS‘{F thyl] - 2

- [ S Melhoxyb amidp]- g poun e

- methyli rm:lolpq;endyl)ethyl]mdo]e Pfunidpl: Benzamido - 1 - i ndol ylI') -

43. 3- 49 2 26. (%- [2 -Benlam\/ﬁthoxybcnzamldol] pi per - ns-@ A5 et hyl ] pyridinium

broni de. ‘z.g’lpefldﬁ)cthyl]mdole : Yethyl] - 'fTéf’hyI i ndol e.

80 " amido] 371350 -£3.4,5 i Ih@s&’?@a-r bonyl ani no -7 - 44. 3 -

[2 - (4 - T2 3 Cfboran “h%, with 2 corfBuad bmﬂﬂlgbﬂeaaﬁroh%hil pyr i di ni um

]
brom de§0 amldO] - 1 - blpen@[)@m)umég)lg)ceaﬁ%yl ] - 1 - nethylindole.

-13 4 - Q) KenZa#i -dDiphenylhcer- - [ 2 NHCORS @BHCB wer{( 4 - [4 -
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e I S

Met hoxybehzameﬂél]lrcthy!]{swe (3 wheleORY 8! i{WIR} p&’r!gd} nlavum brom de.
1- piper-id yl)ethyl j - 1 - inethylindole. ety o (g .
Benzam do - 1, 2,5, 6- _ - 47. 3 [2 - (4 - B_enzam do - | - pi
te2rahydropyr|d - (- - - y)eChyljindole. _idyl-ethyl] - 1 -

benzyei ndol e. . . 16. 3 - [2 - (3 - Ben[amido - 1,MT5, 6-

48. 3p - [2 - (4 - [4 - Chl or obenzanll doo- ' -+ 25 tetral i-yarepyri-d. - |-

o o T L



1,2,5,6 - letrahYydropyrid - 1 - yl)cthyl]indole. 1- piperidyl)ethyl] -

1 - benzylindole 18. 3 - [2 - (4 - Cml or obenzam dol -
- 50. 3 [2 - (4 - Benzamido - 1 - piper- 1,2, 5,6~ —
tet t ahydr op hyl i ndol'e.  idyl) - | oxoet hyl indole. :
% (4. [252 Di phenyl acet - 51. AN [2 - (4 -
T4 - Chl orc‘m‘!mm!w(“!gm“b - amdo] - 1,2,5,6 - tetrahydropyrl d
- 1-yl) | - oxocthnrl] fidol a. _
et hyl 2i ndol €’ - 52. 3- 12 -. - (4 -
[4_ = ! rhoxybenzanBdor . . 1,218,570 503 - [2 - (4 - Benzylaffinopi perl d -

1- |mf:amﬁgs Retubdit] Qlaim 1l and YOIX&(hﬁlb’l-y ] sk nﬁobz@cesq as claimed myttaﬁi leyi | i ndol e.
53. 3,3 zen 1&0@ or wvalanengaiH iido - 1whcr ehydrogenauon catalyst&ﬂ:laun@n 3 .. [ 2

ccs r'hc n of ic n k _
(4- Beoloun%s as clam?&y 3 %%@ﬁm ) ‘;‘%Plz‘ p;%cess as caxmc9 JX Clam 60 u hyl l nd0| €.
l Q’hﬂéé :

1005 prises ac latm wherein a compound of the gcncral formula . 54._ 3 -
[3 - (tdmulaBe[ zaZ2i o - | - piper- _ 22 3 2 (3 -Beizalindolc
pi per - i dyi ) propyi ndol e. i dv] ,@’H’ﬂB‘f e. _
55. 4 - Benz rmld a 1 - (n WIR? 23. 3-:[2- (4
-[4 - I&W - oxalyl)plperldln'e : (no . -3
4 1 - p| perlsdyl )etﬂhyl ] | naol e. 56 A process for
the pr, epar ationi. of  a - (where R?, B R'QRY, d\“;??
Akt ho‘Yg Phé %‘Hﬁﬁgﬁ“"ﬁ % ﬁ'bd’t&ﬂd of %}h ! gra{@&f}gg it deD 11 re cﬁ"'@om S
11 - Crl yr{n)l ol e. prssratisacae Eﬁsn ned in Claim 63, 3 - [2
- (4 - [3 - Met hoyrimenzam do] - wherein the pmdu_qmqbarnhdj | thet fayther | ndoI e. *
4518 26. 3 N - [2 - (4 - E’Q‘Md Nﬁbﬁo%@b@n? Yegent. 2 1 -

A process tor preparing tetrahydre- 50 R

pi peridyl)cthyfl]i#dol e.

yr1d1 and piperidine compounds as claj ed _
27 3 rep reergs a 1‘1% smeér130f4tz gcncfo [l Bp rﬁ’ﬁﬁl Zwhich ¢ ﬁspm% cdd é
y omcanmtpmld cﬂif the general

- pi nﬁma dyl)e J 1 ndol e. Fischer indolk tsymthe
for mul a 28. 3- [2. - (4the gpriessd fosinula 3 - carbox- * 50 ami do].
- Wk - i peridyl)ethyll j ndol e NezsN° o5HryNca -
z5 —»gg 2 ,-N:% 23‘,,[2{_‘;\,"‘”2(4 o THZ"‘D%enyI acet- s
H ji A4 am do) - yu=g_pi perf dyl ) et hyl | i ndol e. |

A have NetRyl benz- . R anidol |

-p. rﬁ,‘,’@% i fﬁg moyac (vhe@1RT, 38, ®°, 1, R,4A md 4 Fave  Chbnamy
| | PR Qlﬂ@h :E @camed the meanings defincd imGine 1 Rid R , R3, R4,

Re', A 58. A pradd éschauInak/G\ Qlaivg 57, broken . lmt:lgldxcatcs that a doublc bend

1, 218, m the product obtained is then reduccd optionally is presqns in the 24 é’ﬂj“ﬁ’dé’f s+ iged in Oaim
1 apd ?f S RO a2 & dﬁ’c@ss "85 sChrpload chimieOlringof Gkiggen at om or
equ?%a ir the preparation £d €56 wof dieriydriegenpdund rbtgatiabasst 1 s pl ati num
57. A qompmedssclzﬁmd i HGkair g fravbit on @Fﬂscﬁoimdmg rﬂt%rﬂ:g’ 6%(%9 n and

- 40 pounds as claimed in daim alk 1ed0w yaR ’pll‘"ﬁccfesg as cI ai ned
in daim 60 5 &e® acylating a Gl cxhlhxed genghethimsherein a -
conpound of thé” ner al for rruI a 56 ao ren. aberem ‘A is an alkylene group [err]
[err] containing up to 4 carbon at rqghe¢ R%jfr r], R2,

0Ces
R[ err ]x’cprguﬁs arin Fggstqu ¢ gcne ?or— fhermﬁ i 5"\11? "%é P ]QOf an aci d
fEani ngs arm 1)eol swie&ucae ainfdd in anygﬁaarnal ormul a

R5 V\,her e w th an als&a 66, wbérah Abig pw bmpethylche group.
64. A proc m@&or®Cl ai pehcess O ai m A 'oroces., as clalmedhm an;;l ;)If (ilau-xls[ err]
wherein t he-prodult obtai ned is th&h ’f, ?m lsyfpﬁe,f;,’fgmugp cny

reduced with a hydride transfer agenti, A proccss as claimed in Claim 56,5 A pr chss
for pr(apanu:mg, Retaﬂcak‘j/(ﬁli\@ -the D@Anings whcrem R" 1s a phenyl, h‘\lophenyi, methyl-

pyr i dlgvémfdnd nl elr)éogilslﬂecwnm)@ﬂ?? L : i s;;phenyl,ggg &E a ring system

TV, 3 .

of SRR B S AT, v 2 SR S S E R L 5 i a

i sthelg)’ ﬂ ﬁcc fﬁt“ﬁ 01852, CAAND O4eEhcOT> any of Examples 1 to 26 or 31,
t he gemefe alcaigtuddaof - the gﬂmral formula 73. A process as claimed [ineqny Jof Clalms and R[ err],
Rlerr], R[err] Rlerr], Rerr] and%ﬁ%éhe‘“‘tﬁﬁ?"gssasﬁﬁg fined in Oaim
1, vvhereby %A— W78 Rlerr] ‘?'ﬁ ol < £ o Txak Asand Z have
pound in whic Rt S *i's obt ai ned. 74, Indolch vhérEpreared by dRd pﬂa@d; [ n Caim 1
and the . A process as cl aiclyizgdiim 2@ afi Glalig, 54 orc6kéh 71i ne i ndi cat es

that a |n the°b ol t ai reled hen reduced.
oPts _‘Jp %Eﬁé?ﬁ,,%s B&dﬁﬂa ia%: % pQﬁ{f&h@,ﬁ f(‘:‘ﬂ%‘;lfaéf;d 633’ the process”

genated in the presence of a hydrogenanon 76. A ph'xrmaccutxcal composiiion comi-
catalyst:. _ prising a compound as claimed in any of



59. A process as clainmed in Qaim 57, ring.)

60 20 or 58, wherein the acylating agent is a halide. 66. A process as
claimed in any of d ains 60. A process for the preparation of the 58

. to 65 wherein the conpound obtai ned con- -conpounds cl ai ned in Cla|n11
in which’ Hm I [ﬁ“ﬁug Hulatomln the 1-position and 2

=t hi's conpound kyl at ed, | ower
aral kyd atygd or aroylated 1,218,57065 [err] 3
67. A ﬂmﬁar?1rr1ﬁ1ﬁﬁﬁﬂkﬁﬁr1ﬁn#fﬁ—{}arﬁ%—-——*——————-——— - :
5, 7 . L. BETON, ini
th zocg?boﬂq@? I&hggcétal c C%fpmial%ﬁllaeﬁﬁﬂgroup Char{ered Patent Agent, cont glsm 2\9 up
harmaceutical ét};zposxtmn as 3_gahn Wyeth & Brother Lumted :

pr Q~€§SS aSclEin@d Hﬁ lain176, whbreh Qe compounti €PT € $RBieRombel LAAE SOUB, ’Fdﬂoé{ the general
fors  weer slone A wlmcha"mseabh blemegragpoup. MaQieibEad, Berkshire.
69. A procq jeat nc siggh Fsai ns 56 to 66, wherein Ais

an’ exoet hyféﬁé ,{j’gﬁi@ﬁ‘w Is“:w&im tlh h‘;‘l’f’pwnﬁ'o A process as clained in any of

phenyl,
ai ns. methoxyphenyl or methylphe F@ﬁp é@n wherein Rlerr] is a phenyl,
hal ophenyl , nethoxyphenyl or
met hy| pheny| g}pg for Her Majg%f’s Statlonery Ofﬁce by the Courier Press, Leamington Spa, 1971,
’ . IS

71. A process a8 8Py e c@ia,llj% mpton Buillipes WATRNZA Wef?™ and Rlerr]

be ob
have the neanings wherein Rerr] ypﬁgﬁy , halophenyl nmet hyl -

defined in Caim 1), which conprlses sel ec- phenyl or nethoxyphenyl

- group. tively reducing a correspondi ng conpound 72. A process as
.claimed in any of Cains 30 having a nore highly unsaturated ring system
" 54.to 68, substantially as described with 80 - 61. A process as.
claimed in Caim 58, reference to any of Exanples 1 to 26 or 31.
wherein a conmpound of the general formula 73. A process as clained in
any of C ains 56 to 71,
substantially as described mnth re- [err]

ference to any of Exanples 27 to 30 or 32 to 44.

85 - 74. 1 ndol es when prepared by the process:
claimed in any of Clainms 54 to 66, 69, 71 _

r 73. (where Rerr], Rerr], Rerr], Rerr], Rerr], X- and A have

- 75. Indol es when prepared by the process 35 the neanings defined in Caim
1) is hydro- clained in any of Clains 67, 68, 70 or 72. 90 . genated
in the presence of a hydrogenation 76. A pharmaceutical- conposition com
catal yst. prising a conpound as clainmed in
any of 13 _ ' 1, 218, 570
13 Clainms 1 to 55, 74 or 75, and a pharma- J. L.

BFTON, ceutically acceptable carrier. Chartered
Pat-ent Agent, 77. A pharmaceutical conposition ‘as John
Weth & Brother Linited, claimed in Claim76, wherein the conmpound
Hunter combe Lane South, Taplow, 5 is one in which Ais an ethylene group.
Mai denhead, Berkshire. 78. A pharnmaceutical conposition as: cl ai med
in Clain177, wherein the conpound - is one in which Rerr] is a phenyl,

- hal:ophenyl met hoxyphenyl or net hyl phenyl group. - Printed for
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