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a cyanonet hyl, nitrophenyl, for exar?qol e 4-nitrophenyl, or polyhal ophenyl
for exanpl e pent acHl orophenyl est®d?*4Por exanpl e by Beatment with a

COT ls@iBsaRH RGst A" ¥ Rabid bR the pres o0 M8y Rie-haRbétn Qheation
age l‘\ﬂarrlnéluﬁ‘ab hasdaunbhkudfggygﬁaﬂ@ayénd car bodiéri¥b %éen&ﬂﬂ‘;&rq behrorig m@ﬁgg@mt I ve
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Mol) N-(2-Aminoethyl)-4-(p-fluorbenzoyl)-piperi- hydroc:

din-hydrochlorid, 2,6 g (0,01 Mol) 2-Brom-4-fluor- 0  vom Smp 209° unter Zersetzung; ausgehend von

benzoyichlorid und 4,5 g (0,035 Mol) Ethyl-diiso- 3,23 g (0,01 Mol) N-(2-Aminoethyl)-4-(p-fluorben-
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N-[2-[4-(p-Fluorbenzoyl)-piperidinyl}-ethyl}- - Methoxy-5-methyimercapto-benzoyichlorid und
© 2,6-dimethoxy-benzamid-hydrochiorid 4,59 (0,035 Mol) Ethyl-diisopropylamin in 30 ml
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20
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pr oc8ewmsdurd-or exanpl e, pharnid®®g i cal EVPE&Q‘Q?%“FBF"'D\*HF“M tigk-r at i on

can Tk obt ai ned by conbi ni ng 2@ Gctive ﬁ g§ﬁ5 Bl %L‘ chIs%A{oﬁ'rs
optlmﬁ g. ‘;haé.aaa ng a resu M Xt UpdangHies Atk |enq€1§i 5i8 thcthit PIEGEshA
af t egnd drtion of suitable "gd) ungt s, dapiiedgessi ng the mxture or-

gr anukeat @entigchfdes Iwitkstbitsc Wer loactosls agee cor esX filfhe fol | owi ng Exanpl es
i | | utodiTay Kattéflelstarkecwitd i\ einer ethgpli- descr‘FﬂﬁMY'a'%'ﬁﬁefa"ﬂi‘WE@Fm’Ur es.are given

i n deseebésung der Stearinsiure befeuchtet und Niederalkylendioxymethylen Hydroxymethyien
durch ein Sieb granuliert. Nach dem Trocknen Niederalkanoyloxymethylen oder. Methylen,
mischt man die restliche Kartoffelstirke, den Talk, 60 steht,
das Magnesiumstearat und das kolloidale Silici- und Ar; einen jewells unsubsmunerten oder ein-
umdioxid zu und presst die Mischung zu Tabletten oder mehrfach durch
von je 0,1 g Gewicht, die gewlischtenfalls mit Teil- Niederalky!, Niederalkenyl, Niederalkadienyl,
kerben zur feineren Anpassung der Dosnerung Halogenniederalkyl, Hydroxy, Niederalkanoyloxy,
versehen sein konnen. . . 85 Halogen, Niederalkoxy, Niederalkenyloxy,
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Cent.i gr ade. - 55 - Exanple 1 41.4 g (0.2 nmol) of
4 ([err] fl uor obenzgpyl ) - pi peri di ng12aas di ssolved in a0 nl of dioxan, and
3 g (0.1 nol) of N-(2-bronoethyl)-5-cyano-2-nmethoxy- benzam de are added

and wmevﬂ'ﬁ#@lkﬂy Niederalkanoyly Mitfo.at r oom t eyl ikt dig Be"F%‘rN Blome séd? ut
Rk 'd‘ﬁ"aﬁ’@gﬁ' -carpaeayl added to F’%’g’@rg Ay Rl %&% 7v\,hol e
gﬁgﬁ A(&f AR Yy| ene chl or i |e,ﬂ’ g,{ S0/ Un Apzrd ution
alldfd Inrna N, NIDirlledeRiKgILantnt] coneentdeatsesktuturertas PRINGI ogek lunsLbstintiettes A
I [ gMulfyrewl wmsdeyakyaédlfams/lpr oduct remai nsThizeyiidamdtetihirslihresSakeispended i n 200
m o 'N@imﬁﬂn@lkvlzmt!aml Niederalkthiop hours. Thé Vepiindangsp gaméss Angerughehderifot-er ed

g - V' hed wi £ SO i @feriikcsy 6Qehet NANO! .
i%;%lx sg%r i: R} Ni | y

Oyl )o . Ary einerseits fiir einen unsubstituierten oder
IOI p%ﬁ Nylnes hehan de i en-obdrandnaakn zOsataneh durth HaAdgenriie-

resi thom Mdheaiamsm Mbncdnaatrﬁrepmuder of rdetaikylh (Happgemt NiddgTalfory, rGyand] Cagtenv er t
it istelio upéhihrei: chI ori de, the free baseamoyl MNiederplindam 'F‘?rsﬁh"g*'lv N.Dinie-
chi Tk der Magsgebey sass die PaipienpaiPotfen chy ordselkybefemon, ‘!-?gg fg &rd unti |
a Oo‘f’?@de'acﬁeﬂ dF%a%'f"F B is obtained. Efhe Pher ,Jaeﬁ e Bi (i Bink em_ode, mehr
crystallisati On begi{ps. In this manner, fﬁd’l\%ﬁdlﬁh &b&l’ﬁﬂl%lkoxy und/oder Ha-
5- cyano- N[ 2- r]-fluorobengpyl)- logen subgtituierten Pyridylenrest steht,
pi peridinyl]- et - met hoxybenzam de hy@lk thrpmedend.3Groppen derpglit 0| nt
193-[err]. The startifg material is ffanyl ragvl, dydroxymejiiden agar "B’ %0.5
rml ) d added Uk BilbrsmenMaicgSn, Sitshitlibridh Fbnyi-00M
BQJcmgéJ?{eLr:LM &%P f‘fgéé }V &ﬂ%@tﬁf )‘fbf Cr Udgst'a aﬁwm&hﬂgg‘ahexybenzm c aytrzl d
cthnyl loge® Niddaeilkoxye Nitrd GBOCAnBIGnd O Fr ench Veetirelntgehi@emassSatSprvéh/ 2 dg/Aor-and 45
( Omipgestens ?'nﬂfdeQBﬁ@mtob th N'e- hy&r olonel iiwgein Hig CevpgierHng G-Amntii ﬁ‘}Flsé'H@'

chI o‘?"’i’ '\?"V §L§‘I"t‘i' tlon j turefemant dgf Formeldbt or a further 2
hourg11 d rg dgan thyI ene chloride - Re56 - solution is
t heng&éliliifeh mgt, gsq:hw th 2N hydrochlormrg dcid and once with

wat ey, Tdreh;edzmwrdymﬁmmniemlmbat esand concentr at evapor at i 02 For
pur i il mateunsm, zwehedqrdwsubsmgemer(@s-brormet hyl)-5- cyan met hoxybenz mde S

re r | G'EB'FI °Pﬁ‘?r P2Ae chl ori de/ et her . ‘ O-[err]. Exanple
: e{)'ia cﬁ,e (5 %‘h'ﬁ t", at described in Exa . thereis
eﬁh‘ﬁdete Qalen 7CoRNeR&iha i~ (BT 1] - f 1 uor obenzoyP) - pi peri -

d| nyHn; uref iy ¥ b-Ai’omaatahme;eb.enzam de net hanegan, phasmasissr det RestelF.8n{i By ddn,Restsi ng,
as st a.r\{qrb]giunmn@em$sAnsnmcm1 ge(®&r2 nol) Ibnﬁnd dleser Niederalkoxy oder Halogen bedeutet

4- ([@?lrl]wqqn | |ne and rew_la_s ! dt:’alklyel Halt;gen
or\'e rcR egfrgg é% t %;? Tt%é o e Xan

N- ( 2- 9{ <

Amyngma@én Nibderalkoxy, bur e asstdO meawamyn gdhhieletal kﬁ gyar&y
m)l ) arfidyl, BmDia) mmeaé’relk)&ﬂﬁiﬁd Ndr-maeﬁe whi | igalagen, rNiédegaliaky, rGyan, Cerbpmoyht Niee, to
a sodlkaminp, oSulfdthod, gN, @lrﬁeml l-syff 4 chI odegrlioxypatbionpt, m'b}eﬁzﬁﬁ"@!"aﬂi‘\tp'i"ﬁ 500

m oi‘""gﬁg%%}"'&éﬁ' mﬁ aderwag swﬂuer é q’? ”%’é %y;I?f?‘ era kla:s::ﬂ:ré He e'jaPr ed

Z2%dnfe aci d I§cf«t Rrkbnidst y&ua{mm mdmme
f | | t tretinerates Akglen it 2 mesahlsﬂquamdr-y was hedAtmrbhswaIHﬁr Catbangll tidraxymehyléhG. 5 ¢
(0. 1steis|X fupEargonyk Umowmewlm Qﬂer Menet hox yesienMehylenstghtund Ar:fggh Halogen sestanol

s sHiviep stehbaingArdurgh § pinsupsttiieried Thig! 4a5-
Ihour O%;d%?f@?ﬁ Hp'oke ?B%O’ RpoTat 'F%n ??1‘ a'#vTﬁ W%re Eg&%m;@r&nqraep Lied
out -aROvdrbifdungehl gbridsd AnspAk® R dBPFdrN Met hylm%new& dﬂarGrd@p.au»d FER 8 Gl ShrdRY
shakinelg, wrin RineaeilsLAINiBderikdxp bdir Blalo-The net fuydi@mat @bl Bermeieibsgdmass @nsprachds | ed

overgwdmdemtmsm a!r@ban'der!ehewerconéem staliteid dey ainesgeits dariReat Rarden Regltfer - j et

tzllc rch Niederalkyl C
gfe)ra éy droxy Ha an. %6%1‘ 57 met ﬁ'tag( l? bedg?t?et uaé{‘gr\yﬂassem# I% geer? m|
m p alkoxy, EZ‘Y C %pﬁlea&a §<§ a yl, Atomnummer bis und mit 35 oder Niederalkylami-
Amino, Niederalkylamino, Diniederalkylamino, -no mit bis und mit 4 C-Atomen darsteilt, bzw. R,
Sulfamoyl, N,N-Diniederalkyl-sulfamoyl, Niederali- 60 Wasserstoff ist und R den Rest R und dieser Nie-
kylthio, Niederalkansulfinyl und/oder Niederal- ‘ éﬁikoxyf mit bls und mit 4 C-Atomen bedeutet,
‘kansulfonyl substituiertes Phenylen steht, \pdér in dem andererselts der Rest R; den Rest R

oder worin andererseits R Niederalkoxy bedeu- n‘cldleser Halogen mit Atomnummer bis und mit
tet, und Ar; filr unsubstituiertes oder durch Nie- 35 ﬁq’t‘ t und Ra ‘Wasserstoff oder Halogen mit
deraikoxy substituiertes Pyridylen steht, und je- @ﬁncm@er bls und mit 35 darstellt und einer
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14.7:g (0.05 nol) of 5-brono-4-chloro-2-nethoxy- benzoic acid ethyl ester,
5.4 g (0.06 nol) of copper(l) cyanide and 8 m of dinethylformam de are
heated at [err] for4three hours whi®t44t8 rring under a ﬁﬁtrogen at nospher e.
Af ter SN esteEglmdt 8l actron mxture is stirred vveII vvrth 25

met hy j Qo e | f-:::z hydl‘%éi]}‘ﬁfrf drggrP lerung Ar, ﬁf or- '
portr,amtoarnem b Bifd u re @éf% élNIb’ gambed! A’FB a

separ alt |4F@Albmanne-lalogl'dnautmbrh nﬁﬁ& | or i destéhglindemOH) deSRESRA hﬁﬁdréﬁ@ﬂﬁré ralf t h
wat er ung it ﬁﬁéﬁﬂmﬂwmmtamsednd)ymewapor at i omy mit-bEhindmot $C-Ayeeo badeutet, Ry, R,

%ﬂ?.‘g‘é degaiiorycaibe- obt aj a Ray*'aﬁ,esqttdfu@r%lpe knd Bf Exano ist,
recr N 'S#Fﬁ@t @?’gmﬁl"‘“lﬂhl orid ﬁﬁ%&ﬁj@e" Eé arope ’gl:;fb‘:%‘“d ftar
hydr%‘!ﬁs&mnﬁ&c@m Ikafi$ il or o- 5- I)cp,@eq,l d et hyl

est ernyami t8d und md 4f mxtoiln‘én h&uf 9ind Ber500s0m Of m&ii %ﬂh )-2- @roiylbe amiit er and
110 randere St.me%mam el idlewagdljert | on. The oedrieansalz dagort hen drawn off in a
W‘j"i glky pr ?fu angember- gefinricy ano- 2- r?eﬁ%',@ brenepeyNE2-i4dn-tiuorbenzoyl)-

wat
pr ecup,]d A tﬁ”ﬁ 't@ et uti on by tif emﬁ%z ketutl-2tethery-brngamid
Ny dr GdhfaTanG milGh bs |f'? i Sysf i | tr ey fins J[&(a-fra&de&%“
recr st diré saigd from d| oxan |'oro- 5- cyancprp%nmﬁ,tr] VH2aketdkEbenedntld Of
mel t| Vp(h'nwnqegbe{naesrﬁnsprgcmbUmHoed In a ma e-naeatxldag:mus to that

desc gf%semz em-t per énqhgacg bt ai ned: N-{ [4»(p-Fluorbenzoyl)-p|perrdmyl]-
@

zus r els hl y Oglf-g_qn{iffﬂ .
mat, eriuﬁlnS un I%TQ%W aCI Zq ?5' OL?'(SZ& kﬁ? M’Q%Gfb Bgﬁm d and

4- Chl lt '5
sul(slr@reges Qhéﬁjlemble&euﬁi obiéH é?ia¥rjer~Ch| 0"' de i n aigh) eﬁl} uof-2r@thbyehzamid - 58
- wsa“srﬂ!nmn d!mllb mwswens R Niederalescr i bed i nodex ainSatz dayont her-e i s obt ai ned:

°f;)‘f 1"53&‘ ten2- net hoxy bbi-riw-Huorbenzemdirineridingbi nt
127_ ar b% dgﬁﬁ't ;dH ugstr u.g?“ a|2§ 23 g. Hryliz-ﬂﬁ}h?xy&tnﬂuorme hyl-
4- Ch|mé@t§emmaﬂn— enzorc acid chl or em%tj,z@agm(o 1 nol) of

2- bror‘rg nm ne h and 27.1 g (02 BByL8) sudmayi-kya [dig-mepr opy! -
am neyg; %%f?gg gel':r Aﬁ”ﬁrga ﬁ}r JHnal ogous to bemm) -pipsidnyibettlyl]-rentacaepl e 1,
herq,,,raﬁ,mg}g d’y,rpg ,pr50 NO[ 2-[ 4- stﬂl‘zldaltﬂtﬂabenzo |)

pi perstetit, mydepn-eniehse R.2deimb£tw argam de of ne P' g flup 6’_§] e’l?é g, as
startNl arlmnemnallssmd ¢B45>- orfr ertie]:euml) of [err H !etho’% 40#' er|ln ul"l'g and

37.1t b@gqﬂ e:ﬁ "A?\P [)-5-br om)mﬂne Isaer,a?on met hoxybenzam de
| n 2 ' ertbl s"ﬁ g ed'ﬁ ‘mateeri al i S-[H@pflagbezed)-merifioy-ons: 13.3
to mgrgg pu-,ﬁ- met hoxy- bemlb?@eﬁzery&q-metnﬂswﬁmm- -

chI orrﬁreislﬁhcﬁmma.'ﬁiaﬁstdniur(dIQcVang;st Q@dd)9 nol ) of t er m - cdr;I oride are boiled for
2 houn sem'ﬁheerereabtﬁaoﬁa nm«BuWessresto:fhen conceng Bahe _zhy_(re,\{gggﬁﬁ% BBeridE‘ a

r ot a W5 chporo- 2- mprpanypﬁaamxg.baﬁhﬁl.dch oride
rena 4 ¢ Z‘iﬁfj{e ?'m’gﬁf‘g ji t e powder odek minalymavoer anal ogous to t hat
descr|é odtdl, Yo BRbEn yi]-odeﬂ éth pb ai ned:  N-2- [4-(p-Fluorbenzoyl)-prpendrnyl]-
I\I—(21é)rswnioeﬁdwr|z)-Flﬁorbliéhmaéteuh wHifre 2- met hoxybe H' *"B’fv-'r?efam'%g poi nt -
ONp@aleg. using, as starting materialsg 5.7 95- y _[ggﬂf' ot henyl),hydmx .

5- br o vém bl gémads tARSprIdReNGR irsr-aci d chl or i dsthylenilp uganaﬁyr hy T hethuxy-
2- brmre@dmﬂmmmhyﬂrmhﬂomdbes&md 5 2 g (0 Obemzetn)d of et hyI di | sopropyl
am ndurplem@0 der Fofmehdh logrhass cAnsbrively

P uor enzo _ITHI’]I’] r
o B e’mmgrg@:j%ﬂf”ﬁ’ g e

f 1 uoiggn grrﬁtuh@a. YA M p2-Bloat-4 fuorNiRi4deasurtasdyli on,

USi NQis @@ rdit a5 BaregItNENd A, uld R, révﬂeué g (0 2 nol ):npefrdmyl]-ethyll -benzamid

4- ([ Masderstti sindobrairaikSihy)enistpefii Clirbee and 27. 6 em Bajzsie or i:;
ho;

N- (21 A2l PyFluprrheny) bedeytet, yadkilNg x y F&nz ami d §Hl' The

star tsF &j.béh'geh'raés? ,Qr,rggp i, - 4-f 1 uoro- zam e of nelting
poi Nip ,2 W di selyal ogously t mFE&a«rpL[e(p:lﬂuu&erﬁtgyl)-prpendr-

turelement der Formel Ib gemass Anspruch 5 " nyll-ethyl}-benzamid

. steht, in-dem R,, Ry und R, Wasserstoff sind, R, - 60 oder ein Salz davon,

Wasserstoff oder Halogen mit Atomnummer bis '5-Brom-N-{2-[4-(p-fluorbenzoyl)-piperidi-

und mit 35 bedeutet, und R, den Rest R und dieser nyl}-ethyl}-2-methoxy-benzamid

Halogen mit Atomnummer bis und mit 35 darstellt, - oder ein Salz davon, .

alk Ethylen bedeutet, X fiir Carbonyl steht und Ar; - 3-Cyano-N- [2-[4-(p-ﬂuorbenzoyl) piperidi-

4-Fluorphenyl darstellt, und ihre Salize. 65 nyl}-ethyl]-4-methoxy-benzamid
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as starting materials, 18.9 g (0.1 nol) of 4-fluoro-2- methoxybenzoic acid
chl ort dée (manuf actured accordl ng to US Patent 3,177,252), 20.5 g (0.1 nol)
of 2-bronoethyl- ami e hydrobromn de gngd,27.1 g (0.21 nolg, of ethyl-

di i sopropyl am ne. Exanple 5: In a manner anal ogous to that described in
Exanpl e lgdet birs&1zidavoabt ai ned: steht, in dem R, ausgewihit ist aus der Gruppe

5- br onue.Ns.§-Richide-N-R-{#-{pfapbemyioy | ) - pi per i dibestbflend aus Niederalkyl, Trifluormethyl, Halo-

et hyl ] - 4- me@rwyﬂﬁwﬂ'ﬁ'ﬂ)@WWﬂz'&?ﬁ‘ﬂe of el t9ehm f ra'hoxnyzr &gﬁpyanqsmwgestm

ze

starting r e?'EF A45.5 g (0.22. ol ) ? 'g rTf emegan {ﬁﬁqny-etgg?ng. ne
angﬁ5 > zt[gl-(;fFl Esnzm eélan\m: onoet hyl’) - E1"m|no oder Niederalkylamino dar-
f1uoro-2- rreih NP2 phbmedEthéleyihdtcapd M of di QléaﬂalkTJ?na XSdié lahdegébeni@ Bédealingeh
“manuf act ur eehzasidf ol | ows: I n a manner anal G-gbnmsurtdd\rt lnesubgiidaries [Poehyl, IThiemdnpl e
2, there gd_izégnﬁaﬁzﬁewnw% A 3%4 fl uor 0@2 od @1?2?54“&*"‘&%’?96 Pmnvlrrgta:t::ewg
point 176 W dﬁlng mat €r | |
4-fl uoro- Zbggé m Nz ol '%:g"gc' , .07 m ( a 91‘A ra'kﬂ'iéq: 90
n of. gl aedeabmfsaatdwbnacu d and 140 M of WaieBé. uniem nat mimex ‘b2 rfaeam‘esfeQ
that descs-CimmoNHR{4Hr-tlogbanzB)-piperidk € i S Obt ablpiedizu. verstet§-sind, die bis und mit 7 C-
5- br ono- 4- f'Y'h@iMLZZm#BQXM'@WB@Hzm c aci dschlAamedaufyeisen, h@e'f ein Phastazgtisch vpowder

ot PG . 2 (& " SRR el gty o

chl ori de ampéhzakianm of chl orof orm n a NaarRdaddh ueg%dﬁr@ Behadr g 6}|§kt ed
I n,-Exanpl edet gintSakzrdavans obt ai ned: 20 schen oder therapeutischen Behandlung des

N—{ 24 br on’bﬁﬂfGy}'e\tﬂ Elzgqltéggg°%e£%‘?ﬂﬂe'2 met hoiﬁgafhﬁm eder 69"%!!1"2?:3 b 19 |A rr‘ls;[pru
err] u Jgys ) erials, 5 y
Oer 4 qfe Sa ;éﬁgsﬂ l ﬁiﬂﬁp' c aci d Chli%\h ' SQE;OS dmg Iozéxr AnYl?ndur];g als

2 brormet h@l]rb-ﬂﬁth Wh-méthasuitig-and 5. 259 (an04>nama);elm§chet ‘Poabatate S @Rth@Ry -

am ne in 3®emdamaf nethyl ene chloride. Examimedefbindung der Formel | gemass einem der
N-[2-[4-( iqfle!‘-sfalzlj’GYQﬂbenzo %ﬂgﬂ}pem di nyl ]Anspfuche 17 b's 18

et hyl ] - 2- Y3 £yma SR benz fr/‘ﬂ iyl benzani ¢ xgg Q’Fr' | QF?‘l

Wit h deco §"?' d 'ng, as starti n(gm,rrxatrs fird o

4-([err]- -pt[@.(zztaahbw Mpminiigi ne and 32.8. Gerfa Qreii zm)merstafunbdv&rzn -(Piperidi-

br onpet hyI )e:rﬂq-mtzhnwy -trifluoronet hyl bemglaatkyltearboxaien pemésk Adspouchn.undhe
st.arti ng - pder ein Salz '{"2 br. ormet hyl ) - 2- met hd¥§r- Salze; dadurch gelnanpreiphreiedesumatle of
‘nel ting pHi l“’(_gg“aﬁl Yl aperdiMact ured anal BB YPPAIEeLRPMEMR using, as
starting 'B W mol ) of 2- et hoxy-5- gt&d i uor onet hyl- glfanzm C
acid chl ongig_((,mamgmpmﬁ.ga.daﬁlq;ord| ng to French Patent 1,472, 025), gi
(0.1 nol) ceihyﬂwnmuaMahr;d am ne hydr obr o aeriadtd CarBexy ageq (éal’gtubnsﬁﬂlg)es @fnktio-

et hyl dii seﬁﬁf fith Apaewandaligs d‘g’@‘?j’éy pegepiglamit einer

n
descri bed Rs! rbe{x ;‘j p?rhd"obt a:ﬁqegVerbmdung der Formel Iib
2- met hoxy y' % ]'?\?-"f %4 ([err]-fluorobenzoyl)-
pi peridin (pReBaELEEpisEkidRel ting point 1 RQAry S stﬁgtl ng
meg_er i al S, r&ﬁrp&pg]-z-methoﬁbenza@al 22 nol ) of . q%ﬂlaﬁ(r_@ * )
4([err -Toﬂ er|d|ne and®#33.7 g (0.1 nmol) of
N ( 2- bronﬁ'é Al b 2 '“Vérglhpham)yl b zam d

di met hyl f g "A_‘a arting mterial %, e'li?' s‘fﬁ?ﬁf’r‘%ﬁmﬁ&m

'5-sul phﬁrmyrbh&nﬁmtﬁlanﬂéndmid ﬁen ag—qwl nt [err leconposition.i's

manuf guhylektischea déroberapsiutischen Bohandiing 1 aaS| ng, as starxgl ng mat al, 26.5 ¢
(0. 1 rrss)menpchiichepoderotigrisehes OMENBR/| benzoi ;-Agi | ori deg& +Ars ed
accor AANYPERPEMh Patent 1,472,025), 20.5 g of 2 xpr onoet h i ne

hydr obr oni de and 21.2 21 rml) of triethylam ne. Exanple 8: 24.1 ¢
(0.1 nol) Fb'ﬁ“‘ﬁ%“t%‘f’ﬂg 0- }rﬁef\ﬁoxy 4-gget hyl anif8phenyl ) - 2- ox@%l ine, 22.8
g (0.11 nol) of 4-([err]-fluorobenzoyl)-piperidine and 120 m of di oxan are
boi | edvanindieAriaalkiiX yndge:die jewsitsih @memf or  18-wedu Xstir Wassensoff slebti ¢i rdarrl?«estszr)@vm
sol ut |°l§nAT'%>"{§b?1ééﬁt1l’at‘9?@°We'E b‘r"at on nméX«Mgse?rS%Pet\?&ew[t%:w

oi | sg:p rmep#worm dlefkru pie uY?eéﬁ—A g I n 6‘300 r kt| sfé %"Q"@L@g{:‘@e@ Hyd)n(';:;e darstellt

" den Rest der Formel oder Verbindungen der Formeln (lila) und (ilib),
o - _ worin Xz und X3 gemeinsam fiir alk’ stehen, wobei
(R1)  (la) alk’ 2- bis 3-gliedriges Alkylen mit 2 bis und mit 7
C-Atomen darstellt, und X; Wasserstoff ist, oder
z . 65 deren Salze intermolekular kondensiert,
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whil e stirring, an ethereal hydrogen chloride solution is added thereto
until a Congo-acid reaction is obtained, the product beginning to
crystallise. The pb‘eci pitated 5-ch®tpad?eN-[2-[4-([err]- -§3 uor obenzoyl ) -

pi peridinyl]- 4 m?:t hox 4 met hyl am nobenzam de h dr ochloride is
filteredPdfene ‘éeff}d/'f uphderFormalfie s o [err] L Q\ﬁ% ak:: ystarting
material is rranuf ag@.u.gd;ngs foI luRy\s 22 ,&'@be ,e& al y jam ne are
added drgg whi | e %g under mmbtnreegemyras.rmﬁ Qraa,px,t;o a solution
of 21 of 5,c T'02 2- mes hoxVyedéralkomiclrpbrayiAmioenzoi ¢ aci d

( manf actured accor Mg % S. | wanani  etN-tipderaliyl-aning} Nfé:ﬁewﬂerilsmm"vz@

122 4yorin'Xs BlaRtiondtitoges ierbdtgrtes Rigdrotylber | de. resul ting
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. 60 c) a compound of the formula llic
(R1) (1a)
2 | : Xs—CHz-CHz (itic)

in which R, is selected from the group consisting R-Ar+~CO Il__H—aIk—NH\C CH-X—Ara
~ of lower alkyl, trifluoromethyl, halogen, iower alk- 65 H2—CH2
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addition of water. &he granul ate isO®A#¥d overni ght at ‘{eerr] pressed

e O(ljg p’ﬁ'ﬁ'ﬂ 4 :re¥%e%{§]4g§l§ reg} gﬁﬁ hwvr:\éxg th and (fp‘il')e(?%%gd 8 od Yiinrrlkilc bamo c bor:é
appr L r h are r 18 ’8:
Tabl ef ﬂt§ Léf‘) ' yoi Pﬁfco Bﬁtﬁﬁglamaoz g of ‘the fg ﬁﬁ\”i %ﬂﬂ?fﬁm@-ck h‘iﬁ il Gfiower

S- cyano N- err - alkylsulphamoyl, N,N-di-lower alkylsulphamoy!,
fl uor obenzoyl ) - p| pey \QI nyl ] - et hyl ]) 2- et Howerbalkvitein: biato-lawer plkyilige doyvep ol
foll ows: ConpoBT‘tfréQN /(,ﬂbr 10, 00WV& abl et s)kangsuiphiny; mg‘ﬁiégi""es“mh'“y' lower
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200 00 g | actose ato
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desi r ec®) ingecompayndcpt egrmdlad, vi di ng not,che¥ ! rama It' d ;y ﬂ‘ér

dose. 78 - Exanpl Capsul es eg ngﬁlgo xgu dwer talke-
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f okl owsin aGainpersott inovhich Xorepb8@E xragisul es) ‘é!r!‘t"fe\? alk Wf}q Eﬁ’l a’b°"y '°‘”e' a'
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t rted into R, X rted 25 oxycarbonyl r.
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15, OOg. 3‘\' desired, a compound obtainable in accor- phamoyl, N,N-di-lower alk Bméyl,t e
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uni f ornel ipvewlidnh arawor scaaB @bRing B irt acoer- of 3! hes Fflié“ '%Wﬁj a ulphg™lugh a
si eve dangg wit tha pmsgw wwmedfmtqthz free | Lt E@ ';[,%""’ﬁi ﬁ& Lﬁ t he
dri ed SYERMHNEP %; ‘q‘eﬂ é{ﬁ@l porti ﬂs of rtrg are ﬁantfr oduced into
har d p°f Hid) hav'" B th(t ':con_ - 79 - Patent d ai r Contracting
St at eSerteBEnto Q‘kalt d/ Fﬁ re lofT isorhdds NiIss SE 1. (Ri1) (1a) .
N (pi pmnmbmmlae@kdayte)wuthahmmm ideep-of the general for [ERR] (1) in

[err] (B o7 & TINGEHGL LincE SRRy R
havi ng @ﬂi $|t6 ispigen 4t OlFPio kbpﬁl @diorhgthyl lﬁgﬁégoﬁwﬁtaﬂgl
each ?oc“éé@ rbpi‘ o'l\dllyCﬁhﬁthé admirtaield cid- ut ed OfoxyyBIG-andLyapohnd-at ralizne plthe tdby
| ower tavhary |ladjuhasveand adakrians; | to foomenhaal kadi ersgls R rranresen@vv@fogm RY !°‘”eh ?’@!x(y

| ower maceuticlprepaiationsal ogen, | ower al koxy, tsé‘f‘k’é %

al koxy, | ower al kanoyl ni-troo, cyano, gar tﬁ%gm o ﬁ.q?,'f m)ﬂls

reparati ons

whi ch arteddpp Pé’!?e?ﬁ"sdg%('d?'ﬂﬁ@ we al koxy, |ower al kenyl oxy Zor hal ogen,

l
the nﬂ'n\é?rglv E
N N- dIc|a| OV‘E,N§ L&ﬁ QQELDX carboxy, | owehsud thtﬂé’d/ pRENAO thjdny! dnpyridy! oN-suli-O\Ner

ylamno dwer - a kyI am no, sul phan®eylpheiy [haviey oed. k\y¢ saulﬂp'h@ﬁglw
N dl -1. PioBdss R Y manltpiass W pipérawr al ky| tskiuents H@lPQSeq m#h 9 B“"g
al kan@ikvl&‘rcdrmamylés ofizel genrelfermutd lkanesu) phifaipgen: joy ’H?Bé
and/ or by hal o-1 ower al kanesul phonyl, al k 3 'h'"° 'a : a' .ﬁ,n@ am%l ﬁé -,f rom
2 up to andlarasd-widmgn] cabBoAral ofls and |
Ab raat offls an Sﬁﬂﬂﬁ at‘oeas dhh}ectémad M tastons by 2 or
3 carbon atons, X repr ts carbonyl, di-| avedomabladxyretdipleiie, | ower
al kyl eiqagicRxymet hyl ene, hydroxynet hyl ene, | ower al kar&oxl %ymet hyl ene 2
met hy| e Reepresents hydroxy, lower alkoxy, lower alke- r—A4 (Ira),
nyloxy or halogen,

Ar; represents a phenylene radical or a mono-
cyclic azaarylene radical having up to and includ-
ing 3 nitrogen atoms and bonded by a carbon
atom, each of which radicals is unsubstituted or %0
mono- or poly-substituted by lower alkyl, lower ' _AT: {Iib). -
alkenyi, lower alkadienyl hato-lower alkyl, hy- HzN-alk—N X 2 i)
droxy, lower alkanoyloxy, halogen, lower alkoxy,
lower alkenyloxy, halo-lower alkoxy, lower alka- or with a salt thereof, or
noyl, nitro, cyano, carbamoyl, N-lower alkyl- 65 b}) compounds of the formulae IIIa and llib

| O

in which X4 .represehts carboxy or reactive func-
tionally modified carboxy, is condensed with a
compound of the formula Ilb
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- 80 .- and.[err]_ represents a phgn radi cal or -a ocyclic nonooxa-,
nonoaza- or m)ng{ hi a-aryl radi C%I”)Gesach of which rg%ncal sis unsubstltut ed

or nono- or ;Qol y- sub tuted by IomrAalrgwgsentg ;,e@&gﬂmy,mg&\éﬂf
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timm!amhoead ipcl{iding 7 cartep ame e Xnal sgermawfatioredr al koxy, n represents an
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al kyl sul ph 0- 1 owner kyl t hi ' I I r by
hal o- 1 ower adhr?ﬁ kphonyl Nai k r%" eﬁlﬁg@jg@miﬁﬁ,ﬁgﬁﬁ? :ZB car bon

atons and separ at"bs the two N atons by P cddbon3atérid, DXOFrepRbENS carbonyIC RY-€Sent s
Cia. rwhizh \aik’ réw&bmxymlkwhe@eupmanet hy| edrexyaattlylprerar nethgloneseinrsephsnis|
snabypmﬂup anclm rbon gomgARrbst i t LRhery! tinﬁsé'H fi by é‘ﬁ@g@apt SHSPPFG!I"@Gf 3.
B&é‘ 6‘°E‘Ibd 2’rrf‘?’ls of %%t he"“f éa::cor dm plhiesins t:' (ane hand,
R f,@ 5h’f§eaF8 8 PRBRAY L 0gen At Lbhinat SPLERENDS | BN Ehie whi ch
IS unsu strtut ed or nono- or poly- subshr..{bacedaslayeﬂr&m kﬂJe Mkoxyhal o- | ower

al kyl, S_LR@_ Qgden, | ovgip) al koxy, AG yepresents.an ih@ropg hand| aopteny! radi-
al koxycar on m no, | ower aI kyI’Oam%bWhGI‘ '$ d\ﬂﬂbﬂé‘lﬂ Ioamone °fse?' hanoyl ,

NrN- di -1 ower al kyl sul phanoyl, |-ower Yohalg- _ "nyl
anel/ior clyypduod\eirthefokaauiey ul phonyl or |:a%: "o car ow ha ﬁ ,,a.k
represents |ower al koxy and [err repb\eé}&rmyﬁh.@yshd/dryﬁyem erCAlkdnSsul-.

unsubstituted or titut ed y | enerphanytox pn thaptier hang appridyteseragick
r epr XrsRmCO-dialkr il & has™t om 2 "thdﬁ'a?m o pely-aelstitated bdewas aloxit ons and

Separates the two N atons by 2 or 3 ,é%gmm @geroqu- “’%nlgée car bonyl

é’ﬁﬁiﬁ fﬂﬁeg& it Whtic r@ﬁfa&\éls%ﬂﬁ iand Ar2 x represents faciona o or °
S&ip Ne)Vs Eﬁﬁ@gﬁ is@bnveRsdIDSEd - rhethyrshefdndeny| , and sal ts t her eof . 4.
Gatsppunds according to claim1l of the Aarrmnésantb almeMradhalRUbamwcm case
r e Edenired & compeund joktain Ie neecpqr- s'@?@g" apghsalty E%Iba'ff ufaat"
r%ﬁ!F%HI"‘ Wﬁlp e-’rss°'l§’M§ é(f or rm th o (3 °’ ' ‘Egt:l ﬂ%ﬂqo | ower
a{?ﬂxem 1re AYRE sl c
L or s@- on épegerm@,h §u p armyﬂe forfhaladb | ower al kyl thr o and/ or by
hédnipourdookanto al diffené walf) Radiyl a fr@er, on the other hand, a
compound having salt-forming properties which is Re
obtainable in accordance with the process is con-
verted into a salt, and/or a mixture of isomers 60 Rg
" obtainable in accordance with the process is sep-
arated into the individual isomers.
2. Process according to claim 1, characterised

in that compounds of the formuwa | in which R Re
represents lower alkoxy, . 65 Rp

(1)

Ra
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ing 4 carbon atoms in the lower alkyl moiety, or, on 12. Process according to claim 1, characterised
the other hand, pyridylene, and in each case R in that
represents lower alkoxy having up to and includ- . 5-cyano-N-[2-[4-(p-fluorobenzoyl)- plperldmyI]-
ing 4 carbon atoms, alk represents ethylene, X 65 ethyl]-2-methoxy-benzamide
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| ntezpréaerde h groope de dompalaRdicaG @ Xgi Ng t amdnheou polsntstitis en a0tdé par ! B@lie
resefie @J}Mif%;t eﬁ?{d'érié@“fvmsrr?g‘he pr odefgdeuy, §'°éwﬂ%eiﬁlﬂ%'dha!°ﬁ@'éﬂﬂeh@éﬁmee

gf%}ﬁ ﬁ:éag o PR andré?f i Hejosse R dﬂéf.";'a.a*"f ey
| -ﬁ‘p§ i hwg@.gﬁaxyqume
| S atlemBs/ 86 tc%ommanpa.ssal X, esam.d/r@r a m mew enite, cy&noNEFtamof aam-a emfé:
acdogéiamodeurd selis, bhe process is separ atredr-cramamovlgeN Nrithlooyld Uaterieus-carba-S .
- 99-°) on condensgdesfacondettameiégyfaiteou| ai m IMoYleh afaleRer | aleoyy | wfétf'ﬁwtcat?eh%unds of

t h&PGPHAA 9yl Wichhi ch R represent® | d’%’P ""

phekylene or yrl,%ﬂi%@;g each (i]fc)V\:hI ch ;T],'é'e"r'am'ﬁﬁ,fuL };r; N'a%cg 'gsﬁ'?nﬂz‘fg
poly- substituted wer, 3l , hal Oalkﬁylel’mf&hdﬁy-{h;o Mhalo Qé]ﬁl&oyl mreu.al koxy,
cy i —ERmNbapeH \c m nay "N—T ?Ner al Ky |taion ateane Mtbridiu-dutinge, aidaky lidévieno,

sul pham)yl N N-d Heowieh2 al kyl sul pﬁarr[?y'I'mV'H&Vleﬂadmé'Fa"’&P férfmr@u'fqnvaer

al k esul nd/ or, by hal o- Iovve %f‘a"%@@gmgg‘ @V""@Y lié n us u
a'% i un% méosb %.ﬂﬁg‘f{b o6 SatieS 3ar s, 8 & by 2 or
Car on at Oms represents Car bony ,alclaMdd’eQ)éUﬂMn bélsﬁ@%m@ﬁ démtpbry ele and
Ar2 represents ph | substituted by himegeag ebayanteidjsdqutiet ecomphis nyl, and
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sul phonyl . hay A% idRnt O and\drpklm ng 4 calhfiin@hi&iBulfo Rn 8l R9&préydhte
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