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benzenesulfonic, 50 4 - chlorobenzenesul fonic, 4 - tol uenesulfoni
napht hal enesul fonic, sulfanilic or cyclohexyl-. sul fam c aci d.
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5 bei ng converted into an am no group or into exanple one of

t hose ' —inta ] up or into an
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al r eady. 'con- gromp &x oaap| e, repladed dbyostiel enfiro upinetyleminpriiwel agr Ajnethylbenzyl- 10
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etherified wt ﬁﬂ'ﬁﬁiﬂe eddkﬁnahchoalready eny | for exampte, a hydroxyl Geoub ﬁegraeupo or

of an al kyl ilQieWeS rdmnemm number) \gf carbinkgiones ‘Qﬂ?‘ m@mm@dh hate, 0oy | aﬁ gnoxyll n groke

b n h Fith 1

Thus. err] | SO SODMAS AR SR o S §;gﬁ§t P40 sl
grouping, the “Thy, X, can den AtSthIPE NEheeh T of B bR B

cation porti orhnétﬂhcngmpma drahl reﬁtnvealekaiﬁed16caﬁ&fﬁ on%Emgan alkali or 3!

group. A meddl hudox r@ﬂﬂk aggmt ic growpineriptial , mbwls ferx arpivle @dumumotagmnagsu um '
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cadm um gr ouper zeﬁe&ﬂﬁﬁlt\aad eﬁaﬂple moeaf T éfm %?ngﬁet%@wé ﬁﬁ?f’ free
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esterified h dehlpxigs| r@ﬁféam@lglﬂ!}uca edamp ofbnﬁieh&'d&ﬁyl @5 33 progit

derivati ve, Téhanesﬂl m‘:’ bmsmg‘poﬁ%&?}a gesaupoxemlwdfqmd Byd dovst ratklg

mi ner al ferabﬁﬁgﬁitgﬁd W o e Ayl - lower alkyl ester,at or an
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ni t r ohydroxamate &t rie—amamdeor—=a

-CH(Rerr] -A R{;@crrgroup X, can also be(al Mﬁpmg ihy detepenti wviag radonrrybstpmm wé‘r’
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group Y1 in a grouping of the formula Ivd, in the presence of a nickel,
palladium or 60 that is to say an al dehyde or ketone, is platinum
catalyst, wth electrolyfically enpl oyed and treated with hydrazoic

acid generatgd hydrogen or with a cheni cal reduc- 120 according to
the Schmdt reaction, for I ng agent (nascent hydrogen) for exanple
exanple. i.n the presence of sulfuric acid, or reducing netals, preferably
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»Yer 7

presence of 5&’3}@ REpRee {%o °“s W
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75 al kano If Y; represents a free hydroxyl group, it presence of heavp 8@l daglyftefof kxample
di azogcetyl 28t ardso ssnbhtte tupeadn aqueous suSpIelnmtl heomedczrcaﬂm rrcaw.)l[vstaAs tear thalpggno-
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com oun for exampl e £orrespond- 0
preferably w t ' Eihigh| @2 Gk afa Sg termedlates used fof[tBd MbnufRRfeCFENT S A
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sodi um sul f3ﬁtf DGr rheraﬂn wég;ng s oA rnlgreyer ﬁ%}é&gﬁj’”@ ulzgeg% :éaﬂmg
Favor skii - (\Val £ biifbac- 100
esterified hyd eﬂéﬂ e 1 %?afé;f’em ﬁxe ru&atwrmrbh antahrbrazuﬁﬁxreoaagh Atar oup,
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tal aplcosofism oF
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reduci ng agétt ST ﬂ“{g dc i)} ‘ﬁz@‘@é %@ "f‘ el }r'ﬁl s are
obtai ned 30 apgolais SO At 0 Gl OF dehes AGROTL p@s,me; KOWN
nmet hods. Thus YLfreI)fesr.nts an acab@mp,nbutt naned forqexampleieto  redtchi @mpouodsief teor -

exanpl e, %es%e ﬁgamp e ﬂeqs"twéfrﬂﬂf@@l;l formula pounds.

hydr oxyl P oo (@’érgfmg: gﬁ?&% t,%i)f Whtro- 95 If Y[err]
represents an acid #&rtingt A4l cah eEf@ acidy hal ogenation ¢ or by nrtratron
Cl enmensen or splfwhkfbﬁr the adtiore pf arsfe@gmtall@lme f ol | owedx, -@ tion, _

di azoti zati qp 28friefoasxampiersa ”H}gﬂn %mg M nl on no@# i cation) Sandrreyer
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substituted acetyl groups being, for exanple, which can be manufactured in

a sinple 60 groups of the fornul ae manner accordi ng
to the Friedel-Crafts reac- 115

tion, with lithium alumnumhydride, or, if -C(=0)-C ,
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acid. . .
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starting material &-hﬁﬂpng a f-(F‘é@.- OhYC’ﬂn\/\%ltttha M&W@@ﬂ\gm’f or rrul a
esterify efl, O Sl gk A8 il & Vk ot o thiono-ansloy. thereat
@é] oF do tal ne

oIVk or a thiono-analog thereof 70
group Y[ epefnls 1 N@ith Gnt &YBeons alkali metal cyanide, . for

Rl err] - CHOIn the latter; {he nrcarhydr exammelphadumrcyam,l @g@u&dlcsgmt heses

for exanpgoay ! %ﬁeéd@ hdd'@?nsﬂﬂd’t‘h@ﬂ GOpVETSH fenzyl '
. coholmggg.\r% i:%?}% Fr 8 S g S 6 ERROI0-) e n
thus for treatment w1th a phosphorus ‘halide, cobfedpondaig . rAGHAOE UBmBde Ei‘l al cyanide,
for opling g readsive - @tering|: ethgpptorsSi UM

e

cyani de, FffEfefr cspee Teler Hop grith the, Sermptipp BXES i ed -
hydr oxy4 E’ﬁ wgﬁ msg ““”“ﬁgg ﬁ’%ﬁi&fs}m@rw or |
into a sadloh béﬁh‘u@é(éﬁers@f ﬂbbﬁolé StaR-  btitged brhihd kgfdup, I’faneszﬁﬁlE laptethgrci d

deri vat i vieg amgi¢ripls 10 wirghn®r repiseoly Py pRAng tgsep,fcandm\ivmﬁofromﬁﬁkew of a*
__ X,

resul ti ng:‘&%\‘;% :sprs Qgggi‘tﬁm?% %tsﬁts"jg?‘; 7L 'by '
pPhosphog Ugy; méidd L San 8hi onyl

hal i de orbysqha‘t«migahodmf | thke resﬁidngamerﬁdrj(ahmmomm dbl Bﬁﬁtblasé&)rest er or

et her, oramines. {daig 'Grth ds: FtPF‘qqeﬁl“ IdlS“PSé tof - agishydr ati on = -
with the % %;353“ tfg&“@‘g'?p@g‘ §F¥d§ ®dh be
conver tgd i ﬂﬂvmguil n@t&@l (ﬂaﬂ@&ﬂdkdwhae& & Edpfk&néin&lxbe% by
treat mentbe mmdad fzainctbhelbosemmuonedmaefl ai@onmgmﬂ:pednbé[ fermell acepplingsent s a '
di sub- 80ing mately, f el Sfriedel Ceofts apaesmapise ompemads st t ut ed
am no gr offfe. s fabm mﬁﬁ &&g, Sifde ot e Bl erial s i n whi ch Y[err]

[ epr esent skedd) or RidkoRp- wwetmkanﬂ,emab@veforned from starting - anmoni um group
can be obdliengyk chafidep ripweh ealkeneyl ehah‘ifl orof.the fopdM™ IV in which X err]

Of.
above rea?,xﬁlﬁ"yéal?%dtem"f“‘g F‘% g{ﬂtgth tertiarfyy=represents  an-acetyl

group, ogfcogggsaﬁm e,ggl with seconday aifffes; followed :
treat Mtadmdf’aagaﬁis,&bﬂ(a’am;ﬂaaﬂﬁhc agider de-and 85 .~ by quaterni zatlon of the

resul ti ngplv@mma G‘a%ﬁ’at ey follo a base or m nes-
accor di ngpﬁ)d;? ‘ﬁb ac & gt nE%es %&&ny@ﬁﬁ #e free

s 0L, exam;

am no - Ve teh@ail Haofd&le& Iawrcana{hkxybe bdieﬁue@ﬁ@uﬂmfor exarrpl e

wth fér n§+ yh txghpounds, mhlleaal%d;yﬁs | epvda g s};gmwe and dchydrated

formc ac‘rndtre 5t x’ﬂ’é‘?‘%% sthy o d ¢ "% ounds

vhor e 1 \ERLEFY éé?%s\@?%o& D R e oo

above-ne t&ia&; tr whieH Y1 hd:;ﬁdﬁﬁtsgi ompmmﬂxchexdfmnﬁdﬂﬂcpmﬁ ﬂgat o - ing

mat er i Msfoiwvgm@ canpais¢ b foimed fow erongp EZV' 5 ﬂ%@ﬂr—'-lé{f%ﬂﬂ%a@t i on usi ng
ter

compounds?f the formula ] %ﬁ;ﬂn Iy dgmt QIR gpup rrrula "
oo TR g g MR m Ol 2

| ower al k@iﬂﬁ:lhylsuﬁénum |saltae land rearr ghmmo ﬂlemaémw wohver regivecesey lof laal | de or - i
oxal yl 5¢1a¢f|tberesabasteﬂlzleneaﬁg§8 tel*ﬂe e, {,ﬂ: R;g?%&wgkem‘#mg desired,-
dehydr at eP%g: %Jr dehy reaction with ew1s compo sapo fleé:érb‘fx&lr ﬁ;garrpl e by

Yam oluenesulf id or _ ated.
tr eat ment St R aay B élcﬁnaﬁﬁgérggrﬁmd omuﬁxea,niphsepossmef §TdbRinact diafr
phosphor us:cqamig @ ititke D ¢ohdgssaticn by nketont: : compormﬂrerw 3 mnémd@spondl ng

unsatuﬁ%t@f@ Wketa%°f @%%‘gg E‘Qf Y"él‘ésbmF &‘g‘k g oﬂtoneﬁgf pounds. :
The latt eﬁal eno = a.gkﬂ&m Qﬁl.r@ﬁl %:fﬁ%s for’ '%xan{ lﬁa e@Yilgl yoxylic
acid coffpounds, can be reacted WI boranes to ester can then be
reduced by treatnent with 40 give boryl nethyl conpounds, while al dehydes
an Rlerr]-Gignard conpound and dehydrated, . on treatnent with " ;
hydroxyl amine yield the if desired. They are al so obtained according
correspondi ng hydroxyi n‘lnlnorret hyI com to the Ando synt he5| S, for.

e A NN - - o - o




trimethyl sul fonium salts) and rearrangenent then be treated with a
reactive ester of an 50 of the resulting ethylene oxides to the corres-

alcohol of formula Rlerr]- ,or the resulting pending al dehydes by
reaction with Lew s corrpound can be saponifi ed and decar boxyl aci ds
for exanpl e p - toluenesulfonic acid or ated.

110 boron trifluoride, .They can al so be forned Further, it is
possible to obtain [erf] - diazo- according to the Darzens condensati on
by ketone gerrpounds when a correspondlgwo% treatment of ketones of#®the
formul a | e wth—benzoie auuuallUClbLledLeu wtham Rerri- [err]

- hal ogeno - '&hrka@pmﬁqutwmaﬁbybmmme cai-a Agr 1 utndw Thganrok BBone
com © hal ogpewd is hdmgg[‘ Do }% kereﬂed a%t“é?‘%‘“ g%mﬁﬂfﬁ‘f‘% for

GP%@ e id. under :reduced -press
exanpl e, obt ai gmupggieaggé of being conv is triturated with -hexane -and ‘filtered; the.

1,303,901 # - jnto the :amino group or the -group X may filter residue is wilhed with pe&ﬁﬁii!ﬁ&mndl ng

| ower Al kanoylbe-corb&&ileﬁt& tmer @ conﬁmg&o haur’@leaﬁlﬁm)mv eresidine Meac-
65 - o R
filter ed ¥ Fed

ssure and the resi due

fg: mompdmdir S trlturated with hexane-and
filtered, theodt®eq encaa "h P‘&Lgor th yoNp XL ey, filter
residue i s wa %h’“ rfedinothelatter
according tm - &I’sﬂisﬁncb&ogeﬂi&ﬁﬁfhatEd and Fhe“Fesi due, 70 se
known net hods,inesgani for orggpicosnligt Oqum(embmp#-e containing [err] - [3 -chl oro
- 4- (3

(% mptable £ ,gs it Hearka G 280 |2 o‘f A S t4
- yl) - pheny? mpféﬁ“ﬁﬁ?étgm Ch seirhge afi iz sodmrﬁﬂ t%n.};%fﬁoﬂ%t ed
hydrogen or 20M cigdules -ar0fusédn @hitio loondlin © PAfEr (Crdisg; alwt
hydr ogen) . ;ubstancefmﬂler pithr dilents, |e%gley %ﬁg Eﬁ%ﬁ%{m sh‘*dt he
present invent (f‘ﬁ"s aﬁ?ﬁ}' 050
phar maceut i calemi,'ﬁ ] q?cc"ﬁiegfg :cigi o adi’élaaan]e ABurch bR/ Gith ber. ATOUNT
of the acti®e tﬁdﬂaﬁffaﬂ Bgﬁdgh@iinnVWrtchlmum The organﬁoele act -is dried] fibrgamd or
organic, soli dt:g;?e,l Fn#mrdpolspﬁﬂmmglywl tabletsc : H"E?I n'éét’ofs’ %
whi ch are AL o
with 280 n ofm@ch“ﬁt%%% i B%fhrch ple adm,ﬂ) S'Ephﬁl(yl]o-nproﬁ%ﬁ eesfabylfyhe
tablets or glelsaztdhngelam:qu&agmmDMethm&ﬂm&epxﬁomlasol ution and boiled 20
capsules are ___19§e AP or aelﬁ ve for 8 hours under reflux.
After cooling,; ' gl Bjher with diluentse for exanple

Abad
group X[err] c'ahbabhaem

. pada

....

moxture is dilj @448 lor i e T 3cL6sy mdéx,;ér 0se, Ssucrose,
manni tol , s buicohnd/mdabeetshéyﬁsuﬂsrqum-bof t he dgdeoys’ ghase is

cel l ul ose and/sEJ'Ff;)l clnjsgtabley I?&‘PFHB"Pﬁ é’ént’fg‘ for adj ustféd ¥® 5-5.2 by neans
of hydrochl or i t°’§:1t:§::%‘§§§§1ﬂ?° I6a, talc, stearic acid or salts

acid and the prmaxg»uxiaeemame&rsag&,ed.sm& pilsar 4—9®. thereof, for exagpl e
magnesi um # phadmecentival pri'mumsgambc stesitizedact The stareing marerial icdny ey raagifgeteped

stearate, and/®BE/p&e fory s v t ed, an resi due
: ep pﬁg}v& léﬂgabg& 'ﬁlﬁ?j @ 505:;%}: i %ngg %d4 g%ﬁglyl

is recrystall |a§gfg’ emulﬁﬁeg gglug, Rl et 3N 18 330@N QS laUim- f rom a
mxture of bedmgubsisg athd emaepreﬁte and/or mixtd lofi dinsttyf@mbreide Shdivoires %f or

exanpl e cor # buége:l't‘he m:%ﬁ" 5rma§$al -preppaor i treaigd - ngl39.5 mrar 51)4,nsueln§ﬁ3
or

starch, wheat & Beat f‘?wgﬁb}‘” g tle snﬁhé‘dﬂi‘ fing,
pr opi oni ¢ aC| ag,ljb or dragéel ahfeCsti agaﬁ:axﬂ @mperature for 1%
met hyl cel | ul osmsking f ksa and contairs CishimLl @bl Ipusy Peg oy foerinil f Ilqslidese added/dmp- 1%8' y-

vinyl pyrrol PlohEan dlboqtf75°/ émewféb{ frcm gbqq‘{: F%_gnd the mtxtuq: Stggh o m
exanpl € starch ‘°é d a,c[,

ef f ervesci ng n&,;@cany valuable[@,wt ures gkt ss)drhkanﬁl&:;ed e
fl avor s or “Thé \Kizabyde evlich fpnqweﬂltmdateethpr 'ﬁtlrcmlse asrtekeprue-m 100 ml Ofe{og y

i sot onfc agq tion) (the QlEmPesAtures gT5cgiven in
oi ntments areogge e‘ﬂ’ﬁf“ﬁ?&rlly fat emul sio stﬁ’ﬁs%;ggﬁm h@néuh a ts at

94-96[err]. 40 phar nacgghtﬂpxéai prepar at i opsfileRd cicang iy filkratz dcieva;
starting materi &’ mcbaurte 85dngifoficthplr ed. (400  the residup igjfihyl « céﬁtaiﬂwpheaﬂ)(rl

subst ances, 650?“““ .'S f%oﬁﬁ‘é& P"°P‘°“”éex eP"AB‘P%gg é/&sethy%al@ I ;ug,grs

-vet ting d% . Tt = T dlogiwise 1 Bbiomte i 200 AJEGH 857,

emul slflers, Sttt BZdEriss - Fibkdntd - ROr buteac e lﬁot@.(eﬂ:lﬁholi‘ﬁs hiykdrogembtet ini the 50 ni

of a 1:1- whifeastjuingt thngrixtirt ds_thesboiled for a’gop/ e?ﬂzglﬁmﬂdram

di met hy! f or man? deurs iader geifyepad allomed "BLFP‘P%r? YFﬁe‘mBIré’g ﬁqmpﬁa‘?’%"geﬁ?“%af
prepara- is treated with 9.5 g of a 50% strength 95 tions are
manuf actured in a manner which is suspension-of sodium hydride in mneral
oil, in itself known, for exanple by -neans of added in portions
V\:hl I e stirri ng and cool | ng. convent i onaI m' xi ng, granulating or



55 invention; the tenperatures are given in ethanol, and the solution is
seeded with a 105 degrees centi grade. few
-crystals of starting materjal and allowed

to stand in the cold. The resulting-precipitate

Example 1 is filtered off andtheflltrate is‘_

evapor at ed,; A mxture of 85.5 g of ethyl [err] - (4 - ‘the -residue
is ethyl [err] - (4 - nitrophenyl)- amno - 3 < chl orophenyl) -

pr opi mnat e- hydro- prop| onat e. 1,303,901 g0 60

chl 6T ue, 14277 of—sodium car bomate and—6600 A xture—of—56—¢ ?r-et hyl a

S (4 - rimer@xxmre is ﬁlterqﬁ angf thelj fitedtdn f@nmnﬁlﬂbmmss,nhe(eﬂkndedspaﬁme "@’henyn i

propi on °'§3) the’es t o cgf trqated - withy; §9) 2 - Butene
aqueous% s iy dspadnared Iy -ii“g‘g‘lﬁ%‘jg‘ﬁf SrRORET (:E;Fi’ug, the -

m xtube i8. mixerme: bb|2|5egi of ahyl senqe -Of aqheods sogmﬁmyd}ogt& muéﬁﬁ:meqﬂﬂ@ hey coal

5 hours aé?ﬂ%e‘rl’ §P4h320e@1 ofo sglutiondis exfracted yish ethertand drydmogén v

absor pt | a§ gﬁl are m bined organic solutions "are evaporated to -

o stand for 1 yxeld the ethyl a - (4 lamino - ph -

_ 1,303, 9Gi room temperature and is then evaporated propionate, m.p.. 84—% “The maeg‘%l mxture is

il teIOedmamdretdhcedfpdeSSmt &he sresidipu iiss ewlodh %Oapproﬁiniaesv 903{,16911?6, X$ Wi 5 stirred

evaporataoe sl Q‘Pgﬂ ?@' (b « ﬁhe“lie%%latmﬂfpeﬂl tHation appamesin; tr eat ed Wi th

50 g of ag enaiitq PEPH p5°p1°n?tﬁm i nﬁ flige 2t L05=183%Adbmmim ~chl or i de

and evapoCmbmed . gasl Reallowed to bubldihfougte | t% salim 73 4Qlr el - (4 - acetyl- :

resi dlﬁe 5 lutiork eh25up of ethdther(4 anctd  ahiihout ephenﬁ) - prdhonm Sl ld)(ﬁ‘ng{yf 280 g of

et hyl e“f’%‘]gool §:w1th th?‘éﬁ’}%??ﬁ’%%’ﬂ*ﬁ hﬁlﬂc éil ltlingase'ﬁﬁseclim]grc 70

amino - { rolfowtd O el tof ﬂﬁad”y'ipou p@gﬁ’ ted with

et her arn#romhegraphyn (silica gel;aL St miktufeC ofd oprl;l@ m@rﬁ)ﬁ eBlirring

bi ned?%r. en%ethqyl iAdtaR narfle’fhelvﬁi%m?t gqﬁnlmﬁ of thm laamthromntagraphg usm§ & | oned-to

stand f & ¢ thhenyl) -
d th

at roomr&%ap S ,@:Es% A eiaapmaﬁlé’a @Q.B %@q ‘éfeena 86[err]

The nat aydragen chﬂxﬂdeugpsleisf aﬂ@ddlme ubl eRfswdlue of TS Kfﬁﬁl stioh s,f ichis" -

appr 0% rireughyth 9 (Ibiipufos 45 E’m& - 7 Sehlorination, cthe e i z;mﬂor&ued)mmet%r the:

ethyl [ﬁmd e(%zggrate i} i gad Zm%ioril 1§§iﬂl§o .ﬁ?' 2 P&t us;

acet y| aNi&0from PR of etﬁd'nﬂp!uﬂ £ NERbejlEmidd - hoﬁﬁc o 1)“b ing at ;

170- 183/t feSulting ethyl « 88490 3 - pionate. . is :

col | et hjorophenyl) QWR?)‘?“P‘ﬁe @dealﬁlig}/l@&“{ @ftdﬂxyb h - A95sol ution
of 72 g‘ﬁﬁém&mﬁ%m ARS8 e 120 0 °R]. fl%' samgié'g“’“ hyl a - (4 -
acetyl - facRiedn follq&beny - propLonatgasebid hytha d d boiled ﬁﬁ’l o - phenyl )-
- propio Q@gt%ehwpf@egéqndc rglamézlbpaessétforc b dndes f@ﬂu&aMdlsV\ﬂﬁrg e\gﬁﬁ-ﬁmlslp ‘ghl orine
and cGol’¢ digurs Fi&ec ped_presqype; Fesidug| is cakend bubbl e
Chrouenl Yo bae S G Table B T e it et ey "t ron
whi | e Stréfling;i the) nfbtturd id &iiﬁ)a@raﬁt tsiled (ﬂcfr Idbganic extract is evapor@ OgLaphy (silHica

, a4ﬁuﬁllext4uh°@r50f\fter2@ 1@5r " 109THer  db(ghsomategraplied o:eammlmm I &ideol | oned 20 -

hexene miArS Eg* 95b chlumaw 18y er
%ﬁg r%% ity wm er(u alamg{an g‘.-é'

d1§léagl gn fxture is:a
4 1 m )Ahlmeousfso@tnhbydmtdd sthaion (59%,) asnelth et 168—17(E’vapora nder reduced

pr ess4\51res added) dn 50n’9§§”@°‘ﬁ %SUFWS\AM ch the product has an- -~ residue is

t aken umr _ Rf -val ue gf,0,8,and the starting

mat er i ak -p?dﬁlpltate is flYEd O &id Wddtie@ Firele - gmmttﬁeaum\&%,ztg b(l;hl%ﬁm _Riggval ue of
0.51. Afwaietrto 4 oamlmf phewylae@ate,t Hr o UG h- ’ph@hsoJ ut iy -f piendp -mi-nut es. The
Chl OerH& solition OF I evlorlp %;@éwssnl% ?amable yy Ef&”t‘e‘thes then bOI l ed
under r gfeh4 o, o i@mt S s Qi b Poftoi ling =
hour s aﬂdlydi'idaﬁkﬂﬂhi/&ldto st foi 8 inflises i aaph&gl)y-stegirlammatwhi} Stafg eler lfslo 7'mm Hg -
is et hyFlnd 1erh=3 Pf:ifer glﬁt 150&%% zre’aurﬁ aﬁjngglm;momed wdler e¢dot plessaied et her ;

acet gL aly P ue 1y [ er 1;]

(4 -.%g ) Watg ttf ;f@d egﬁ“ il = efoéggbgp%u etﬁfe%ﬁ% tlsg?‘tsydrochl 6ri de
A m Xt amigo - qfhedy teofmm 78f err 135°din-a nummumrmxbﬁn&?oﬁef 5‘)1 8120
acet yl anifneplutiom.of. 1 ﬁ%;{ ag_[@ﬂde solution Theashedamtithng nat er | al

can ghshfie B laceff@‘@f hﬂétﬁ % dfméfhé ot} with factured as

f ol | OWSitirring, to a mixture of 20.38 g of sodlungagﬂﬁbl&i A TaTS Arpe iy 5 f@g{:@pg boi led for 1
Dry hyd2esgen ofhdnbydraie argagma suhasered dna‘dorﬁltdsreuandjaaﬁu"rawdefd wiMd: A0didss t hen

evapor afiEgis3 itr g |[|3 -+ imd ktwhe under
redugedm: ‘"“glrz ﬂf ol a@qﬂufg%% K%j‘i: 1’#3"0?’0“‘ Belot=#348f anhydrous

"h

('D

PR

?g(

et hanol ~ and 1000 g up I'n an- agueous’ s d| um hydr oxi de sol ution of 4 -
am no - phenyl acetic acid boiling under and the mixture is extracted w: t h
et her. The reflux; the mxture is stirred and boiled for organic
extract is evaporated and the residue a further 4 hours. After

cogling at 10[err] for is chromatographed on aluminum oxide, 40 16

o ~r— -



and is then poured onto 1500 ml of a m xture m xture i s evaporated under

reduced pressure of ice and water while stirring. The result- and the
residue is recrystallized seven tinmes 55 ing precipitate is filtered off
and washedz frgma m xture of ethanol .and et her. A sol u- wth water to
yield the ethyl 4 - acetyl- tion ofx 5 g of it he resulting salt, mp. 133-
am no - phenyl acetate, m p. 75- 78[err] 135[err], in a m ni mum anount
of a 5% aqueous 120 A solution of 170 g of et hyI 4 - acetyl- sodium
hydr oxi de sqhutron is washed with alrgogggm - phenyl acetate -in 25 rrt 11 of
ether is -g-ether—thepHvatueTs auyusted o 5. he
course of 25.m nut €s, V\/nEiaelplel'ii)/drochI or| c --acid, ¥peppl xt ure
stirrihg, to Ay "o{' d! ugn! c’ﬁ%‘éﬂ%@? %gﬁ’ I‘;I%‘f %E‘m he
organi ¢ extrac 0§° phen 1P U S, HaD

filteréd and @wenk et ﬁldyrmad (i oﬁl sodiuh? 52 - buterernyzi fdﬁnethylﬁménhﬂe xm t rate
nonahytr at e A:arbo rs | boiled[ fgr 'S hotrh gpdsr reﬂ!lx Ed f lilfﬁ Af °° it is

m xture of 120“"}2’§6sn néf:‘nrﬁ’rer% F\?{‘ll;m‘j welsige s} E& teyd o iaﬂ}ﬁd
[a] [ err] =+34. BRR! E Glied ke Glicod TS evdpSrabd© s n@amsae e4 -

(ethanol ). 10 under reduted pressure and the res1due, con- (3 - pyrrohn -1-yl)- phenyll 1b8pSs 901

11 - . taining ethyl « -Ekb_ lin - 1 - of the formula

Exanpl e 4 'yD - phenyl] - propion tSSf formuld i wture of 11.3 g of cis - 1,4 -
A mxture of 24 g of ethyl [ear] - (4 - amno- ID 3 w44 - butene,
15.7 g of ethyl [eﬂ c//-e-§_c;/0h| or ophenyl) |ate 27 g of sodi um
am no - phenyl) atle, 100 nm of carbonate d<#5 g of cis - 1,4 -

dichloro - 5 dinethyl fornﬁ?’ﬂ de and - 10. 6;0weh §PH Y00 m! 2f et GRE 20N 250
nm of di methyl oamRMpdR 268 ml of &S5ORG| aﬂbﬂzfjeohqﬁdaﬁs fdilin Hy8roxiddl ®iu-r ef | ux

refl uxed fonslddiamulysroxidé sehrtios eud ibm f¢rt8 i gon; gl mixturejs ir¢fiuxed tforr ¢ hwgs aaﬁd 6

then al | oned -t prustuagd refiyx.| Af e%%s % BAcfigsy  under f?ﬁf? %'%ﬁ“'%ug for
16 hours at roglﬁdtﬂ %Elé;,ﬁrr uste 5 w1tlt & Qith IHiedh) ﬁQlQéraqtg lﬁﬁO}sal of
11 g of t he hydtodKi&icl &cidl Tiht Ghidrie i taatsedrts 58w myaﬂo&ttbnc raéd; a2,
cont'ai hi ng &0 hyith ather, [ii8 orgaahlggmt is dhedna!tg) EPneFEpct ; r@g%te ?&F&Et Bg

Iec 1Z¢
resi due, Con_ e @‘d rzsullt:rllegls [ pmir&r ﬁ’ hexane
ethyl a - hengl] L a& of-O3MLthBro - 4 - (3 - pyrrolin - 1 - Yl)-
65 - yI) - pg;etmﬁo}mu]apropr onate of t e f phenyl]l a butyric acid of the formula
[err] is taken up in 100
m of ethanol and 20 =~ is talken up in 260 m of a 25% agueous m of 25%

aqueous sodiggm hydro - 11 sodi um hydrox ut i qpn and boiled for
8 tion; the mxture@@mxed%o 6 hours and "U?‘f’der refl ux.
After cooling, the m xture &Faporated under reduce zgssure The 70

is diluted vthllyg/a‘ttelrWaM washed with ether, resi due is taken up in water,

the solution i S The sta,rﬁﬁg t et Mabﬂpmds aadm;stm;i_two about 5 with washeod

wi th di et hyl efotle;rs, its. H vaI ue is hy dTluchtaumgcmaicmsdi isTipeepmredk tasre i s
extracted adj %ﬁf 0150 ;g‘ ‘inieo’éﬁ‘forrf‘ﬂb i tP At “i"?°%‘p’4 Wft"{ﬁhyt‘ er
the or gani o xRt 0o R SRR g gty

organi c evapersaye s@fﬁbnt esodhﬁlﬁllﬁldlﬁiehﬁ raesa%siuaieixsioaeaf st axgzdndbslndrsﬁ ed

and evapor at edméneel tOIde are7Bdded pdriiqypise e\ylhlanmm {yring 3 hom[ o 10(,
residue is: %gc g%‘tgatm A h"gﬁﬁﬁ gg g mmgmyl s;x::mg §£ ?«%n
P th

g of
ile sti %
hdurspyrsx'h hehbunt o - YI)

phenyl ] - L Greafdddl d{osshgg amd xmxtale Qﬁd)agam
of the f Qrsitpfor 16 hofurﬁ at rogm tempcrature wat:ler is added he niinmr fsi th:ega@Dd
of t he f or nul aThe @ture is carefully com edh; é%} ac1 i iogf g; an
a;fg % th h
The SE ar t I qg €x ?t‘ 12 dﬁ(‘! ﬁyéégﬁ rred m gl ﬁ%};ﬁ{ ral?;d to ;lelg ethyl

80 WS residue is taken up in 100 ml of ethanol, the « - (4 nitrophenyl) I Bi@yrat6t ar t 1 ng
mat er i aI | s prammmeﬂseeae;l with a ffw tsls) fwttarten 04& Bz off Uétb eﬂwl <« it -0 95

follows: To a léaarlalwd phen a‘t f38 ol of
a1 1¥mixty "ﬁgr e ﬁﬁ f srttm ﬁ&é f&r e
@

di met hyl forrra h&,@)uQﬁ@mn orrmms &esa empératu@] Afgre, 19
g of of a 50°%n1m«s ﬁlwfas()’dt w% dhqléi' 6@%&%@5&@@15@!? 390
=

sodi um hydrr dehepsﬂ) °P1<1’;1ate j f| 9 med e @E
m neral oil “éd(‘@%é 1 ‘:ﬁé &tﬂt _ ﬁ o wi%ﬁlﬁégﬁcgmgnﬁii

cool i ng. Af t er ﬂﬁtﬂyﬁxbgeﬁglp&ke b@mmThevﬂxm st |ntar1¢ bngrcwimaxezqu SBSDdl xdde 78 ¢
of ethyl 35 t &heues st wheefilfrase xsgﬂ. lra];l tmalris solgtion %rmmdr*g) dig tt;z gre 105
added during 1e %H %grp Thafos 0d|°6gé‘m%1 dﬁ' syé %t he

m xture and aga¥1 err] ours, asmal s strrredfor
16 hours at roomtenperature. water is added dropvm se. The m xture is then
90 The m xture is carefully conmbined with water acidified with 10%
hydrochl oric acid and and extracted with diethyl ether; the organic
extract ed with dr et hyI et her., The organic 40 extract is dried, filtered

T Y 1 o " o N 1 N 1 T Y




ing material and allowed to stand in the cold. nitrophenyl) - butyrate,

400 m of 95% The resulting precipitate is filtered off and ethanol
yield ethyl a - hydrogenated under an initial pressure of 3 .. (4, nitro
- phenyl) - propionate. at nospheres and at room t enperat ure.

Af ter A m xture of 50 g of ethyl-a - (4 - nitrq -, the hydrogen

upt ake has ceased, the m xture 100 phenyl) - propionhate in 200 m of
95% i3 filtered, the filtrate isysgya@orated and the aqueous et hanol

IS hyﬁmgerrared—m—mmﬂ'e——rem—due—rmkerup—rﬁhhhymWEJ ci d.
50 sence. éfm@tuztog3i)kﬂbahilazd-|(ﬂmammocharﬂhealstamng|1hawrﬁhe1s anetamtdl as 68*washed
wi th di_et.l).e e fate-and 10p il aﬁ] @tﬂw‘?kéﬂ? o s of e M ararcki s mmdé
basi ¢ Wi tgigAd \t§9£ﬁ° Ué@i%df ol e ; It

evapor at eadesﬂmsyde ngﬁm and extu@g@ﬂoﬂym ghmea
et hyl [errfihlﬂﬂl(ﬂésﬂms 43

rate is
g1t t;/The 105
fhopesctwidiet 65 S *

euapor a G BGE %’éﬁ el P A oA (e 50 Shen 4

[err] h\ekafid - tcmperat and the mixture: is stirred ;
1, 303, Bl)lat 15—20°; ﬂxecourseefthermxon:s feranadﬂmumldxreehalﬁ,thnnpmedA m xt ur e
of 35 g followed ﬁg‘l ﬂ“nalayef chronmy g 32091 13 rof | igey andn3d0emi af B epared
as g}ggﬂ ?% ﬁlﬁfreﬁﬁmn& {%ﬁWéxgo fwa%: To a
ﬁolutlgﬁndﬂ mn,leedﬁio&n'inlxtu&Y4oanddned < utgﬂnzb@i; moedf for é .
our okt qaoratcﬂ,emnyle r -~ a -ogddpkopyl A& i-dq4 i- mi o] at |
and eva Ch’t°€?yl?h€‘}y b&%’ﬁ?lhym‘[e ac dgand “trWﬂQP@?P@‘acet-r € -a&d the

m xture ntde gas: lsqgﬂ;léﬁl 70% aqueous’

nitric ack umﬁﬁh@‘gl:f ettt DF. (4 - ﬂg tth“b""B it ed through
a sol u0 cwmine -3 mwm |mlx &eglgrgmﬁ'ra - . of 35¢
of ehyl e} 30 - f g G a_sta_-rm D - &aﬁtacﬂpﬁgbm/; o8®bout _
3[err]. i ¥ b UP! ﬁ,cggh Cﬁ;,:g)@h 55(bn%lnl Z€ acid
hours, the mnhasqmmuraﬂd mp&hied:v\mnb e ng and
Keepi ng tsksistue drhezn B g o e mrﬁhu&e be&ﬂd;ﬁrbu?ﬁ?l!ﬁft&{ﬂ&ﬁltﬂl@th§tl rred 10
at 15- ZO[m 11l hy ' t fiitsate iscroncenrated, sthe ﬁrgnraltaarformddjlﬁﬁ onal

thr ee NOUfts crd@B Bt § Gisicd -and' ¢ ﬂoﬁ %ﬂfgfa
3200 g aod tiecresican s dillak tisf fractm t%ﬁ?ﬁa i ;ﬁg

Ep?o Aid!
hexane3°ar1%8 at P'I-é32§( F‘f‘\éﬁg c"PI‘i’%ls lt ur. &oiasmixfut dfem@dof «l f4e- amino di et hyl
et her . §¥at t'h%““g? ar AR gsy hal§len Dj-| erPE@YUU@C#CSaCM%oéﬁ Mth 6000

m of vvate been consuned, the - ﬁ “dried to

sa

yield an about 2 Iiﬂmplxﬁur 15 egaaaoravﬁﬁee uthaer &ﬁdﬂgsg;nm rier r] - (4 -
acetyl af_mi ° me?‘{g}! @ (4bath nAftero 30 pinetes; | dhe - mlxture am no - 3 -

- Wf Ii’{ R

room t:emperatulrtj::d for # I’ opyl '

chi OI’O % d_)rochlor

[err] - (dihioro Z-bu Oﬂrﬂeofaaodmm d comibined with 100 ml of o
nrtrophewyrqute ml afcri’amh*ﬂ_fﬂﬁm dgfnqéggﬂsm&h ?gé)ﬂlmter u@)l ed through

A mx ur‘% . - are adtkdswihlatqoelngcﬂ'ndwmng ‘Toé et hyl ,
forr] © ““' g i %) esidoe THEPSITTBINC [0 ftred ofty washehi o - 20
amo -3 wtahhlwnmwhewl exymatde Jasel! O phengt ‘r’fél Jopro hiey eacid and
[err] - mm“%&rﬁ%"rmﬁﬂ@s—ntwof et hanol or 45 mi nutes :
[err] 4 ﬂh&e@%qmagr d, A5mguﬂef ofl A%0g oBﬁxethyl «whigle. stirring.’
The thl:H’a orzsg ide aal henyl) ﬂ- gl aefeie 860 I8 of
9506 Bedetiomnds et dnspurca i choarpe vy Ay gﬂﬁ’(g e is stirred for

d then eva) :
pal | adi urkpwhaashersmeryief sadcs Su BT mlmgbmu i# Biind ~_and
evapor gt §U adid mth diethyl ether, the pH is mws is @ah‘am rateds temtﬁfo enat ed

under adjusted to 4—4:5 with :hy«droelﬂsnc .acid m 3/

Frnspr{ér: ?rbrlg mei | %900 m
of hydr o-and5the rlmu@ué jexgrapted opith Hgyll ?P%-'.a?efrje ps gen have
ad ~agueous
<

been -ab§6‘-‘r‘%“ed APERC CRTa {5 T 0.2 3

sodi ungs ‘ i Geher 4 l?lt:g"!';re;{fqa I-S:hlﬁael‘lC%&itaEnﬁ a&h@ﬁdx@lﬁ)ﬂ&lgoffzpr med 85
sol uti on 4ane epﬁr:ohat—eld wi) t-hphekiv8t hy |- esatorared soluﬁqnnofttrh@mmoindaqem: sabdiat ed and
recryst alcidlopeagy! - acetipipsid pf gherfopmula oy t r‘&éﬁ;‘r dropyrise shile, g f"é’d once
fromethanol, to yield ae (4 - am nOug e 3 i stilled

® ol ) - [err‘]ammemycumareopyd mnasesttvaporacr d. 30
ok

the fraction . _
ing at 130- 132@9 M=/ 04 nm Hg cont ai rPSed rvthslﬂ ‘the ﬁﬁ@ylaam &t uraeetydf 120 g of a
- (4 - amno - : 4 - amno - '{a o SHIEEDY- @ - SRemyl ) - [err]
- cycl opr gy{sﬁ_ 2@et ic aci-d and 75 9p(5?1~phmgh G@Jneef 1.6 g -of methyl ,
no

m of net m of a saturated sol u-

tion of hydrogen chloride in nethanol are. Exanple 5
added while stirring and cooling in an ice A mxture of 0.63 g of |
methyl [err] - (4 - Dbath. After 30 mnutes, the mxture is 35. amno - 3

- chl orophenyl ) - [err] - cyclopropyl - war med to. 38[err] for one - hour. and

L 1 o, ~ - o, _u_ - o ~ - -



50 is washed with diethyl ether, the pH is the - mxture is again

evaporated to yield adjusted to 4-4.5 wth hydrochloric acid nethyl
[err] - (4 - _acetylam nophenyl) - [err] - 110 and the mixture is
extracted  w tJ;\ ethyl cyclopr opyl ‘acetate, mp. 159-162[err].
acetate. The organic extract is dri ed and To a solution of 1.6 g of
methyl [err] - (4 - eyaporated, and the residue is recrystallized

acetylamno - phenyl)’ - fJerr] - cycl opropyl - 55 fromdiethyl ether to
yi el.d [err) A3[3-chloro - acetate in 503:%1f acetic acid. 30 nl_ofTh
(3 - pyrfolin 1 enyI [err] - satyrat sol ution of
Chl orine '}/ace‘f' é4----. v ceta.ﬁgg{: '! QPY! To a e Ef%‘gig of0dmdl - &f or mul a
. & |c1516ridagis bibdnfox t pyr@lin - 1 - yl) - phenylacetate, 100 ml 60
is then evapor alSemhmmasdehe mmwnpphs@tﬁoe of dﬂggﬂéylfomamlde ancllmioo ml of tlolzusme
OHES ; 9 der :res are added .portionwise W stlmng 8
and the resi Cfueml ! e: “» E‘iﬁﬁéﬁlme of a 54% suspension iﬁ -hydride in
V?l 3”?" i ép' - mineral oil; stirring ued for 1%
ated to

I rHﬁfe;)ydmd[: Gi’aﬁd -awith (a41- aquebRe t-iydur dar .afl 20 - temperature. Then, a:solution 65

amno - 3 - ¢ hdo};utmm of mdigmyhyyroxid¢ and }:xtractgycpfoﬁ.s g of methyl iodide in 25-ml-of toluene
ropyl - ac 39 a;gr@ diethyl ether. Fhe -organic act ts.added :dropwise: “within 20 -minutes and the

P ed and wevapezated, -the res1due 8 taken .mixture:is surred -for 16 hours at.room ‘tem-

1,303,901 ap :n idiethyl cether :and _acidified with -an - orated Aander reduced

[err] -(4 - aC&Eey| @ltieh0 o8 hydogeh O thtoride. p Fﬁure The residue, containing

[err] - cyc p!e a_wfmﬁggvgﬁﬁl@rlﬁ 2‘00’*31 bf. @ - W°hnmkt'g§‘)e eﬂh“—‘B g of

ethyl 4 - H %{drﬁ% Iagﬁnﬂ go s e@nj
pyrrolin - ;@4)‘";”1%‘;*3“% nyale%ttcet ate, 160 met;?f ‘isheated en- fhe uﬁhnfd es;

t he m xt ure is then refluxed for of di met- Ztylbximrﬂwamacdw, admmd@@ptlgt;?hﬁhh 75

t ol uene Fﬁh o r at <l ethyhr e
added _porti gow g@ ﬁéyﬁﬂlgt{‘g [iﬁﬁ : mﬁ, ;,fegaﬂclc éﬁf&’s‘if' Shflue is
taken fp in- 6 @Mﬁi-r 206 md B4% m: ether§ g Frem{NIg 1ﬂr itdté)
chloric acid, tdugnerand42réeg anhsdmmh@dn ms-t his filberpdneft, ad yxdql - [&t—l(-’ffpg:ﬁ)lm i 580

cont i nded for ?;?:;‘é:r ngigt‘°nz ‘if “‘ﬂ‘;}mggizcﬁfceﬁq‘@l gét)ﬁr(}éli'enyl] n%n %@p m37h- an
: &Im 3.
C

aqueou$ houps ag;, I g}ggdajgtm 1 .
sol ution of so am%&é’m@w ﬂletﬂaéfdlmxtdtem&bedfdu@is 6.8 g of mel'? h‘ff‘”f"odl de in

25m , of tol uenehane): 1s @ddcd !lJ@mgV\ﬁOt Mteet“ﬂ!## etﬁl”lesxttl:;c X dogloﬂzgdhﬁgsg 4examinct $5

is added dr opiFRe =t i *fiﬁ‘;ﬁa gdplﬁ:%ace te hydroctlort e,of sﬁ gdraind
evaporated, 3§ nepm;taSMLee“aut s -exthit orileldnfl 600 ks at
roomtem " wwith methylenu Pehldride. diket. Inptibinede t mifte frudfivred hir f6l Bﬁirsvwlﬁlb -stiffing
perature, thenesasi eg dl’tﬂ‘h P@HEPeedaﬂd filtered hor. The - ﬁl@? elP ewppraed off
of hydrogen chf“&‘i’; Flﬁ E‘ W m !ace *?E%‘[ err]

- 70 35 acid :N- -r@t&le! Jflt omﬁlaem B' at € -jsSused' witho purﬁi&tlony ' [4 -
(3 - pyrrolin-1- yl) - phenyl] - - 15 methyl a- (4 - amno -
3 - chloro - phenyl) - propi onate S -take %) 85
[err] - cycloprepyl . aggtatéfhydrochl or| ﬁ“m% 53 a‘é&hé]"n '

hydr oxi de sol ution - (s O g iantanioid 164pr1; 9mc acid in 30 ml of water,:a 509
t he m xture i s heat edao -t Qesst eam bat h fﬁ;&ﬁ;mﬂmﬂgm%iﬁﬁmﬁ;#eg
2 hours, then cooI usted to pH 5 w > 25
Exanpl e 6 oA hydrochl oric % Ehiv m}}:ﬁf 2 et“ﬁmed% 00
di et hyl 'EBxaa;pmmure of 5 Qsa erin rsggr&anol tle] @isure ‘is
ether. The orgaﬁYe'@Pl’em ra Eger" E"a&iﬂ}s éwﬁd -and the “filtratp (s C@Cﬂﬂmt(@ ‘Ehe
pyrroin --1% - LgrdS ot e c i At rEpa s e pai w1 g o,
with 1,5 - dﬂ:‘i'&&'-oﬁlﬁen&ﬁd éad mlE and -@HEN R Ldiom HET fz0L eum
ether, and the Jaﬁeszuihtethy ﬂr-emqmtht d:lnm- chlono -+ -3~ prhlimed apl) - $Bnfl] g
anhydr dus di sod?’&?ﬂgp)gm cnggl O@T POPgRE @ PTF209]. 4- (3 -

—[3 dm;'oprffmaéggt,f%e,{e tltion of trifl uoroperacetic acid

pyrrolln -

1- yl) phenylf-,pwdypr.q;ne@ [-Cprogiinsberaifl gyl 197- - Hxample:10 (prepared
from 2 1 0& &@%(R:&Quemmdm -IDQPEMI - af tﬁ&o%%%r st&ktlgalzlm isdhnoff4 end10
et hanol . ) g l’ = 0%0 - The
SLartin: mtsgrmgg“u T S ﬁr:agmat ’?ﬁé‘c’tl 5o
m of 2 - -adsehn sedifth | 19¥@zide -solution, a -final . dryitigh mem sos- sl i ng

40 minutes V\:hl ‘Ithgse -esters Y%wtrixﬁjrechg\;l g% g§§ oyt mén IThgmﬂdwrwmﬁ ll585
stirring at ur u"-' “de,
32.4 g of gﬁy@mﬁm ey -d s o2 %&a wm%aaaecmatmae i s
di brono - 2 - bptopiagic peid} yso |um hydr@k:ate :is evaporated 3@8d yfeddsaedl ed - and
the aqueous layer is ext ract ed gen carbonate and 500 ml of dinethylform
with nethylene chloride. The conbi ned amde is refluxed for 6 hours
while stirring organic solutions are dried, filtered and
con- and filtered hot. The filtrate is evaporated 90

centrated to yield the [err]i [ 3 - chloro - 4 - under reduced pressure



|atter with ethyl[err] -(4 -amno - 3- chloro - <chloro -4-(3- pyrrolin
-1 - yl) - phenyl] - phenyl) - propionate and ethyl [err]
- (4 - propionate, m@p. 207- 209[err]. 45 ami nophenyl) --
propi onate, respectively, ethyl [err] - [ 3 --. chloro -
4 - ( 1,2,5,6 - tetrahydro - 1 --pyridyl) - ph&nylT

- propi onate and et hyl Exanpl e 10 [err] -
[4 - (1,2,5,6 -tetrahydro -1- - pyridyl) - A total of 3 g of the
lithiudtsalt of 4 - 110 - 13039Qihenyl] prop| onate 14

respectively, are. tonIsquonth drazone eth I 0X0.* -
50 obtal Al yBe) sl of R m%m T
phenylacef e 1's stow y  heat ed, : ing _the _tem g 3, i.e.
by treatment with - - - 0f|rst to alodnutes; 30 iseﬁs@orstedrmatexd-igﬁo

' salt
ef fect hen Q—Qacﬁ%%o@@ueous segﬁhqeﬁmb ‘%’;d X po !gé‘bq %Fellig nsalt “a fi nal

drying, 145[err] /0.3 (4 - ox0 - ndl enyla grs yiel d

[err] - Jhgwm @ VifFrared dbsorptiol) ﬁ&di-unﬂ5wmc 6t @& wi ﬁdaﬁon taken up
115 5 charactensuc befnds &, .‘5866;; and 6.0%Lr ahydr 0: - 1 P = n t he
XRND.

mni mim a °1Ys ple,sap deseribed, 9 odi c-
JEERE LT G a:ecfaz;%bé’“%iq% Bl
56 <7 t- r aty ¢ tet,ai,ydm - pyrpy ) - -fdn - . sllica ge and el ut ed
with b@nmmceuc'ﬁhxé first - ' Compqmcfp(funlonOfa@b&tS) res pect i veI y.

1 red .
eluate is g'\kapﬁ?ta’ﬂged“%‘ﬁ’d y‘F eprgRare etahyl 4: 13 - Chioro - 433 - pymlu&
1, 303, 901 A mixture of 89.6 g of ethyl 4 - .amino - 1 - 12 Fhenyl 4prop10n1c 1,25 6
t et r ahydr ghenylatetate, [@90 i 6f/dthyl acrydesmd| 100 N - adil hiumin he>zamg are added
drop- 15 mhoferaicacidfs: rt:ih:eedf@r Hbogrsand  Lactose = - - -~ Wwse lﬁﬁﬂer a
ni trogen ERGBENe sugm re The Comet;t;llecrllle glycol 6000 - 9o§ 80

en 1 . - o
| ng t he té tﬁee[ r@-txs gisf w1t ﬁﬁ powder - ©90g g
m nut es, - ig a@udM soflitin e hydi'o:&deapﬁlﬂﬁinedndit ‘Mdgedtium GGirate . . 24 g [er_r]

per aur 2o bgw@@éd r¢1§ Vi oe%lf -eTThe toreemg it Hugifedswgter . - R O
of t he 4 mf@slidiﬂ %ﬁy:“ a@éﬁ""gﬁﬁ Of 'ﬁ'rehi‘v.lllverulent consntuents arn 'Eeﬁ ?
4 - 9MQ.213°P0.H Rhirh gua ntains DAIGA gl a sieve o5 10.6VWhifl Gsiekd? sibd) €rne nBsared .
absor pt | o(N,Hpedwsr urmrbvﬂmxmﬂthyl e a,lsle@ WI tzho[ﬁ - fchlotohref -p@r f)yrmanl ch- 5

hegyl] id, th
char acgarpt 3 a ?Sﬁ}?fd 3§t (3,, l(IlN angll)dp y ésmm‘f’mezl?:é an;gﬂﬂ Egdr ol ysi's,
1n0

for exanpi;g, ) - phenl - .corn s 1x1= in a suitable mixer. 70
in Exanpl &etlxe ih hOO Qilhweth@:nol % " Thé &hdi'aalf of thel @R sirch; is Qgihded 0BQ ai Ni Ng
.07 025~ g d# ¢ lok sodium | dlfiﬂoml 01 eih app) rip d%ﬂ‘? oy letsmemfmxsm@hes active
':.':subst af eaddl?aﬁro isepahe g% fo(11' h ? tign of I{"Bf'thé Ie -1 -

: ()31 ¢ cn va uce m 180 water. The resulting

‘pyridyl ) Wasidud Us tdﬁthe Itdjgranulate the powder mixture, adding

. Conposi ti ma n(uitﬁé et Qi aiaihﬁtcsh)er, and a furflacamoshadft warkg, if mésmty aThel 85 pr epar ed
- as %oth{: grganic  extract “dried, filtered and granules are dned for 16 it 53 C Chloro - 4

3 opat d to yield 1 4 --(3
130 o%%? AT _7%11? tu% 4:%’ §ﬁf et acryl
1 - yl) Eﬁ ?] oxo englrlllfc '%héﬁﬁgz ﬁ tEtng. ¢l le% e ncahg’acryI at e

"and 100 a& glxture of 305 g of gthy)l 4. (3 - blsected 250 Ex le' . of aceticlodcid is
T1ad1no)| - . a
refl uxg@ qaghe 9_’9 % aw %% Thels?a?tmgqnatengl 1(1:1>(eg amps gounder

reduce oluuon eated Ban also be prepared as follows
concent rasaea fos mqawredheertwed EHA deldified | Q& total of MBI yef A YSoen Gistsios O 6000

90 g - 80 with: onmxatedt tmdrqthw‘tcu agd.j: %mdélumals’drf mla:gi ;i}lﬁgiaﬂdr‘gm 11cgjvxld)ér

90 ¢ ur fisthylphos stearate

% & 26 B Arasa, %?:%yﬁ;séﬁlr e LT, o) o€

g-s. emxaacme | ix6lfel end,agaiu etapcradd aﬂﬂloﬂmamm ah: enireais Glowly he‘aiae wesi due -

distill edanrihfée fresidieg FSQ ip|-inp tm The ! aﬁg @nﬁéromsmhtmehrt sligre -
i %%‘f s

forced, gg;‘%}éz gpf 2:4 - ?ﬁ){fﬁ]‘;ﬂﬁ%‘%&e of 0 6

a ucx 1CtYL
nm si eve gﬁ&ed 1 ether orga | & aidedodithed nflpufaﬁﬂﬂe _ f-r ]f
- [ 3 - -chéxona is- driéd -and_ &aporqm;lrtb @leldrethyl 1is-kef%t 190R dary7l hours.2Afet atomlg, the

yI) - phehy] 'Dx"p'r idi pylfcetiihe | ‘I%Wlthwafef i‘.lt%lﬁn of 38
G o ek gg %l.ﬁi f‘i PP nole fs Fa g,mmﬁqt the &

bis - ﬁraz;de,am HlD of - gl&ﬁﬁ ny igamic -ex@@dt s &Esﬁé’dc it fvtedlldN&sl i n-a
sui tabI e mucacxd and 50anieﬁattmol i 2Ged] filefedetrdaevaporatal gl dtlmshduafxs The ot her

hal f of t#d 3%%!1 rfoqlel digflled; the3 fractipnboi m&ml 12800 n of
hancy R S A 2 R e L BRI s

dr opw se; thé hauﬁsh;(mm dea |1 SblﬁﬁﬁL bor malbracet e daﬁtsjadnmgg Sﬁihyltd 0(3 of

..-

8”8
m—r

!.

pol yet hyl ene gl ycol 7 hours, then evaporated under reduced in 180 n
of water. The resulting paste is pressure. The residue is taken up in:
water, wused to granulate the powder m xture, adding the m xture -

extracted with diethyl ether, and a further anount of water, if necessary.

The 95 t he orgam Ch extract dri ed, f.iltered and granules are dried



up in an ethanol solution of hydrogen followed by 17.1 g of'diethyl

[err] - et hyI chloride; the mxture is again evaporated malonate The
m xture is Wy heated to ~and the g@aqkre is taken up in water. T{}e
100[ err] an u--110 aqueous nmixture 1°s

made basi ¢ W'Thad - 4108wt phdayB GaQf ety 4 -suadliChod £5Q trpbﬁrb%qrz%,@ 55
aqueous . sodi ummaloyal¢ bodlsche 17(s-el7l4t11cmm Bnd | ceraB@irert ybip pyridyl radical.

hexairet hyI phosp o'F S°Wf¥inc‘|’f 4 8 Oféi)ﬁbb' elt'ed % Adid dﬂ‘%ﬂﬂ}ﬁltﬁ‘»emdeh‘l oxfidgs of
organic ,is agd ‘?yl G nc,lt {,1 h&%ﬁ: rrbg ried

and evagor at ed hf&réﬁe@'cﬂo é’bubble§ Pinnﬁtes to 60
cooling, the Theh, 0.5 (glof-a m%palladlpmpe-lchamhoaio)claam phimylhax:et at e. m xt ure is

diluted with wats#! sﬁx dél rggs hydro- A i xture of 5.2 g of ethyl 4 -
(4 - oxo - ypd&Rc Et ﬁg&é@ﬂ%"'t—rﬁﬁ]m&a&sr due is takefp5 piperidino) -

phenyl - acetat @, e&p&atgi Qﬁdeéf reducddp pteBurd@@r and extract wi th benzene. The
t ol yl sul fonyl rwﬁb}edlﬁa@md@ in3a fife agheoyd wding| organr c ext ract is washed with

water, dried, hydr ut n ‘ngsf igi"ﬁ’er"ed
i pyopor oo SRERA I A I evapfi%gf e gﬁser Yitas g
resulting dist yileﬂdectiethyu Iae— (4f ¥ aﬁiho or3 - Hidrb i-ngpr it catbéhexy lg2ddp and e@ﬁeﬁlkphﬁcat e

is filtered off tl;l}éﬂfml) ta4§er’ine F r‘iﬂalOMB veiqh] in0 Rageprepentsg hydsegemiatom, didet hy|
T - (3 - 60 e;ac “ rahydrofuran To chloro - 4 -
ophenyl ) 20 r & S0l ut | on, 13 nkK§f a 1 6N sol ution -
| @nat e; th’enuvnneeép‘@ngirqﬁ e@hylatahyl(4 [Ferr] ~
901 amigo - 3 - dc {);'8 - ph en néth yu; stands for al!.-,z 5,6 - tet@mdgzr ol = pyridyl
ma

& - phenyl) gog; xide S M is reﬂlgofe 6f (ﬁr?l- gSaﬁs op).’fo{pgrln'dp accor&xng o/ Llaiglr
5,6.- 525 hoursmadoﬁm,adxlatebmdxmat anhm:sﬂeua nm Hg tetrahydro - vyl

pyri dyl radi th%, d;ethvl ether;irrrlcveugﬁcggdsuﬁuugpen of a4- gpgngl zi? !plfialcmﬁboxy%
Aci-d*addi tion s 3 ! T tIETERB Reny )
- [err] - nethy de:-;g@& @,ﬁomq%dﬂ'%mﬁ agxllrﬁnl cg mal onate in 5 2-1%
of anhydrous 3@t ariolan anhgdrow’d sol mﬁmofr dhegcyl) - aliphatig~carboxylic

_T

hydr ogen chl or| fi“f‘ Lit) °bcfh? aci-d conp s of formula I
according to ecryst a4 °r§ &pal | adi um on-charcoal claim 1,
i n ‘which caa -Yifsihyll aheaddeﬁklca Ryt he (M Xt WBthb SnelMifdl @ven in claigeNaR, QthndsOr 10

m nut es unded> aming Ri 3 j-adhlofe)- phanpl} s Lprepiaphte 3 fata hydyegen fajohnt @7 ®dhethflne dyrlp+t r at e

[err] is ev%‘f%ﬂm&?’ lgeq pressEr@yl grome, R. ropreseats g hgdipaen @ up
In a 5% aqueouspspy E&.m;l)ca}pﬁd:frem ¢ g,ds, it i %ﬁ’yl%ré‘a“{““‘fzﬁa g ‘?gerho
Rlerr], Rert &“ﬂ R‘eha‘ﬁe Jibicoirmass B0 € Rorhbind in which leBLof &, \Mdtm rdpre-t hy|

et her. The offjapiagmaceskies] rpreparasjgng onipmigin ufgh cntst héwdrpgqn @@np@erhdfsrenssemem ract
is dried, filte ggoggp%rérﬁeratfedwm iy fgﬁ FEFERSAYE PRET P

car boxyl group “ yield diethyl 'a - (4 - Mno - 3 - chloro - or the
car bet hoxy group Salsld:teaahe cﬁ(fre grchs]clamad phenyl) - [eN] - nethyl -

mal onat e, vvhr ch |W1HA h isents a Q%édrogen atom Aan‘d ~the infrared
absor ption sfcienfy ofe?ge 5 RYLE FERFEEi ¢ bands at 1720, 3370 and 3460
2-. enferr] stands for a 1,2,5,6 - tetrahydro - 1 - pyridyl

Amxture_o.L di et hyl a -grqug with 6 ringapemigrs. 3 - chl oro -
) - [err] - ZEr%?‘rd% for a 1, «éu Itg °ft€’F‘rP%H’i’%P‘6°rdm%t° clgitm, i i gl

rral-:-o-nate -and 150 m of a 9% . aqueous gr oup7 « - (Aminophenyl) - aliphatic carboxylic

70 sodium hydroxide solution is ref dI)JxedmﬂOd’omﬁﬁnds ¢é. folsalld § aofordir@mounds

according to claim25 _hours, cooled ut elinyils 8 Wgher and vvashed 3.

wi th diethyl etﬁg ﬁr{éﬁggj‘*ﬁf £ {g °T :?n- 5. a - (Aninophenyl)

al i phatic cagpoxy p Gr a cyafi ot RO st al oric acid. Heymxture is acid

conpounds of f okydtdgen dtcna@cmritmen gkyll or the cydvgar n refluxed for 16 hours and

evaporated cl aPR#¥l g"i‘;ﬁ’ Fegls Sems hydrogen, halo-
%rome

or
reduced pressur&° th& u"é’ 8 taken 30 lﬁaalid; for the %‘ijﬁg; é,orhﬂlgﬁ“ B o

hydr ogen chloride in et noI t he thUI’OEC}icEprb@ xtmg;‘ stands foPd hydrogéaur S
and evaporated, and the reA - is recrylsmablr iciere fndoRn mpresents mlrecfresf

et hanol and di et hyl -ether to yi el d et hyl] ?P’Ir]’r the carbomethqxys on ppzbehasyy, 16F
given in claiml, Rerr] stands 35 amno - g? chloro - phenyl) -
propionate for a hydrogen atom or -a nmethyl “or cycl o- hydr ochl ori de,

m p. 164-168[err]. propyl group, Rlerr] represents a hydrogen
at-om - W meke no claim hereinto 4 - (3 - or chloro, and R stands
for a free or esterified 80 pyrrolin - 1 - yI) - phenyl acetic acid or
its carboxyl group, with the proviso that in-a- - ethyl—ester, -or- eal—ts

of these conmpounds; conpound in which each of Rerr] and R[err] rept
phar maceuti cal preparations conprising such serits a hydrogen at om - an
represents a conpounds or processes for preparing such free carboXy
group or the carbethoxy gr oup conpounds.

~ - ~ 1. . M



[err] group with 6 ring nenbers.

6. Salts of conmpounds according to claim 5.
90 i 1 7—ferr]

(Am nophenyly) -.aliphatic carboxylic

(1) . acid conpounds of fornmula | according to

claim1, in which in whj¢ch R represents a free, esterified,

osfagglrgroup or a cyano group, .

ani dat ed, thioani dated of salifi ed car bo¥l
errl ~hydrogen . atomor—a

Rlerr] stand? for a

| ower al kyl or t e Ccy PYL _9LRKR, Bk?srf&l gewgntls %ehg %n_, 55
hal o- . - gens %al&té fi&uxgﬁ?} ? A 2R f’h' :etrahvdro -yl - plidgngdical.or t he 3
pyrrolin“- 1 - 'yl Tibtughp, solbon of 4 g of dxethyl @ - 2. Acid addition salts and N - ox1des of

Rlerr] repres nt(% ehlqwdfl g%‘llf ﬁﬁg@ ylirpt qegppounds according to claim 1.

ol, o - Ammophenyl) - aliphatic carboxyhc g
([)r Cyfl O}br opy y r n E}L ide ?%e hyaq 1038 ounds” of formula I according to 60
errr

Then, 0.5 g ofl £10% Phalladh %Qham%ﬁld dhirh apiesiaat s the free

car boxyl or the camlydpdsredded agd e nostriocs hydcy-
gr oup. ‘genated for 10 minutes - under an: mmal 100 N 15
10 pressure of 3 at, then filtered. The filfrate A N

1, 303,901 15 ~ chloro - 4
d _und duced ,  th

- nitro - phenylrisff,;ae :gttﬁeﬂeiuzpefxﬁ?hﬁaqgggﬁzaﬂﬁis for a 3 pyrrolin - 1 - yl or
1,2,5,6 - 55 hydroxu;e ?Il‘lw‘iw gné%n eheb@m*tye afs 11?;03 % Lﬁ'lﬁc gﬁgﬁsﬁ%m
tetrahydro - W = ;e ;i The organic ¢ o Ao

. . d ted "t b
of diethyl a - e1xzetlr d1e§a& Q‘gﬁg eva ﬁrgﬂ 1 di)r ¢ cafbéthl gand each of R, and
chloro - 4 - ni tpha)y}) enydthyl ~ xﬂalenatﬁetlllﬂghl in- . R.,cmprpammdshyacgmraubmngnd o cl al m

1. 5 naltnainfargd, #gprption of 9 et hanol , 3. [err] -

(Ami nophenyl ) 5 %W?%%l‘@“‘é@f‘l‘ﬁ@%y?%ﬂg iy “hydr ogg\ Mehloride is
bubbl ed for 5 m nmt@&mre gcid gcgnmanyids.q formula | ording to 60
Then, 0.5 g of amid% ‘:palclxladl Lphergl)—eahametbyil- sn;dnéﬁ fiox 4 1,250 -Whtiabislro - 1 - pyridyl

cat al yst i s addenhlwnfd el5f ’uﬂ?é PAY6 - Adl iy e

i nut es under”ar‘fm‘jlrs %X‘dﬁé‘a s 13 fé o5 01 Saéts &t Con?F% 1{2@ ;er g %Q‘Ph
filtrate' with ’dﬁ er, ‘then acidified Wit @Maposa& e (Amifgphenyl) edhphaté pbesiur e,
t he r@matédelydrschtoaketndu Phs mlxalré% a epgppousidy o formula T according to
hydroxi de  sol utasd r gﬂﬁg f°fsf}1reh° e lf;’éw “@rr]n wigher 1] and R have th®
meani ngs gi vegy i ?nrznucgnhly’ffrius a3 tfoé 6 dwginh di ethyl ether. .-The organic -
claim-, wth th&lofdeOMi &Bnbldte hikuROR AR .15 Jract is dried,

filtered and eVamﬁéﬂbwdamdjﬁvathﬂmm%mggggg%g esents the free car boxyl group
oS pljengriiey J L Qe in Qi RO, s
car bet hoxy gr ggjpjﬁ%&de hlS} gq;? ha§ the &Q i] iva n))n a stan s

f) - PRgionate for a hydroQ: r a picthyl BEtyielp
mal onat e, whi ch hyﬂroclR&x&é’ I‘n}nprBi‘p-F-&&Ent S a hydr promyh g@tmR. represknts a hydrogen, ator%

)

infrared absorpt T%nmal?pm:ltﬂﬂl - (3 t; or zhloffcﬂurka?vit&éﬁzg% ffvﬁeso

1720, 3370 and S%Fy?lm \‘Ter :)ry zaﬁg of tﬁggrc? or ; car oxzn gm v%iuch each of Rl and Rs repre-
[err] 40 pharma e;e y? y@fopdn atorf,dand R represents a
amno - 3 - chl Od’oﬂlpounqtsh&nyﬂo sses an' prepmudgyduch fret arboby! Erowp er the parbpthgxy group,
tetrahydro - 1 qoypeuadst mal onat e BRGS0 nl of a '50% aqueous
group. ~ 70 sodi hydr oxi de
solution is refl uggﬁg wE S fgfezvglol«sg-c-hé%a“tn?sr’ of conpounds acé ’ggfd. ng to claim:
25 hours, coa$ed], drkmwhwbhammcaé?nullwashed 3. with -

di ethyl ether, t #rcomeeuadst of abe RFFYR con- 5 tarfls T rgq@srpp@my&g 1 quh@hat ic
car boxylic cent r-gt ed®hydrochl ori cgasg J hengmetbers.e i S. aci d
conpounds of formul a | Jacee{diyagr-im 5 6. zsgalqﬂ comapounds cagcotding tﬂtEFlaH’@)u%s
and evaporat ed claim 1, inHhjch

under re#uced pressure. The Residue is tfbkenm mﬁﬁ,ﬁ?ﬁb"‘;ﬁ“&ﬁ,m”ﬁ‘ﬁ“° e gydsous
sol uti on of hydrogen - ' - chl orlde I N ehimandh whiche m xture is -

refl uxed . in whikioIR Grepresents aarﬂtde,eesa:u@sdat ed, and the residue S

is recrystalli zeﬂmﬁﬁ‘@mfhlaanﬁﬁ‘aiﬂduia sqifi aggtci'; di et hyl et her
to yield ethyPoaf il & & “Bes auq;p%t,nghp °£g1 ven i.n clainft Rlerr] " stands
35 amno - 3 - ,grgﬁup, ﬁpxy depts ilymge:pllﬁlaate for a hydrogen atomor a

met hyl or cycl o-geno or trifluoromethyfschndchl ori de, tapds jgaith% drgggrnog?o- 1 -thyel g?tﬁgi "95
resen S
propyl group, Rerr] repres/em\s a hydrogen a{b op lgro};p,Rnstand r@?,—g‘g

claim herein.to 4 - (3 - hl oro, and Rs&, chlddd, and Req)r@erntseﬁféefeefled
80 pyrrol in- % "’“yl ) - phenyl acearbosylamtbb carbomethoxy o reprbsehdxy
group, with the—proviso that—Tn a . gogR-hy|l ester, or salts of 100

t hese conpounds,. h each of Rerr] and R[err] repre-

40 phar maceut i c: ||“ﬂmmam“‘mw mprising such sents a hydrogen atom and
R represents a osTpounds or processes for preparing such free
car boxyl group or the carbethoxy group, conpounds.

the group 85 ' Subj ect to
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stands for a 1,2,5,6 - tetrahydro - 1 - pyridyl
group with 6 ring nenbers.
6..Salts of conpounds acecording to claim 7 [err] - (Aninophenyl) =

al i phatic carboxylrc o u (I)
acid compounds of formula | according to '
claim1, in which in which R represents afree esterlfled
am dat ed, thioam dated or salified car boyl 50 group’ or a cyano
group:28R[ err] stands for a 13083201 . [err] _I6hydrogen
atom or a ¢ Quer.alKyligr | a1, Salts .of 5o Lot iy &)
repr esentaid ]g,y ° %%?&f?ﬁf zimgesr%s 8fr' i}%or one IFC%(/)I & and
st ands fgbnwiﬂe dB cem]my.n ctonting b claiyg| ts %mmpounds zof any wone of 3
R[err] r pJesets en atomor o7 -
’ table :salts qof :65 ?

or cycl opgp l[ 51‘;%@83 A fy. saccep \
[err] claim 1, in Wh1ch ormso c I oro and nlge reprel(s)ent s the¥free
car boxyl or the car borret hoxy or car bet%x@hm&uﬂcally :aceeptable ;salts -of -
r oup. gany some rof lgigs 1,.2 sand
group e 1»7 9. |
1,303, 901 -, 35. rPhannaeeuheally Ja@eep%!;}e s g “Ammoni um
sodi um and potassium salts 31. Sa:b:hpbundafofﬁ.@r@e 20 or
and pharmaceutically. acicl:nept abl e aci d23ddi-. 21. ; tion sal t_s of

5 C: ; 3 . )
compoygd RSk gmmg”@;a?;‘;f}%% -,r%m;.%s‘%’;‘:,‘;‘,&éb% B one o

r a tos o

cytlopropyl

[err] - (xﬁm,gaaﬁ{aﬁ % mﬂlmmt‘ebeﬂtsCal’mwmu repmer-l caI |y

accept abﬂe oslarzwgouaf aci d Gleimed an lmsaemvfdl ng to-
conpoygdg 0$a1taﬁ§/°°“l?ﬁ‘§‘d%1‘°°‘lf‘ih§§ Feeclaint o %aégu“’ i M&g % # 0
16. 11. Ethyl 4 - (1,2,5,6 - tetrahydro - 1 - - -38. PRharmaceutical preparati mmpns—

Phar macepgrideiy - Iphenyla@@eept abl e sal ts -iigfia: mmpcmnﬂ a8 claimed -in any cone -of .
conpounds lzq thylarry [4on@ - wtrolin al ml) 1, cb‘ms_ & LA eI 19 .and 24, together

17 tgpl¥. 1 T4 (12255 hydr * Pharmaceutical ypepar }eccompn o 35
-4 - tetrahydro - ations 8- g
Phar macegtiy Yo ﬁaﬁ bfareSal t s m’gfa compannid, ;s -claimed -in -any :one :of !

corrpounds 14oﬁﬂuh - dne- cigéro -c14a-| lﬁis 3 s 32(5!&?3 « anid 3, together with 'a

%% 'fb‘gr %{;ﬂ):’) .,u. - fpble: “‘1’5‘6' Phar maceut i cal | y
id:

acceptng[ TaohhDT G SorpoRi b ShRed b Wy lhns b4 90 TEL hy |
conpounds 160Eh@ny One ..Of:hlzﬁ'J) - amhszrz 19 Iﬁﬂﬁmd aﬂr—,m@yhamtppyl group,*
Rl err] Bmhms 1 - y)or phenyl] -tm‘omomte mﬁmm oro; and R

repr esen Ethyé?" - [?f;yrézlffﬁ l(jegaqﬁ _p}d o

am6i48he car boxy

- 11 <= - &k‘moul \nv '-,‘ iy o 31 3
gr oup 30 pumate PIhQ " a42C P dsglomids ofC Hating g @8y one
of 18 Q.- *[3a| Qlitordd{4. ¢ @IPHIOLS- -AC C OF edm:Ethplerv cI aims 10 to 16 and
33, togyjlﬂh@henyl\]\,r-tmogxomc acid)] 5 9 ' 43. The compounds :of cclaims :1 zand 2

il [3"."‘3";“3,*’@“““3"”“"“1’?[““2‘% Po'§ - (1,2,5,6

phar nace | 1. ackant
Bﬁ 1 q) Sh% aﬁjraceum ﬂabmﬁﬁs%ﬁmtuhﬁﬂﬁcumf&'mr 109-

- tetr3gh 0 = [14 : Pyrr

pyri dyl )phengihengr - (mﬂnhct%; -aliplatipoutrolylicasid ¢l ai med in
any one @i ¢ - 3 - 9210 t @r5r6 pompound-of thefopply j n - 1 - y|) - cl ai ms
1, 2,7, mﬂd‘g 1 rgPyrigy 18 ether -phenyl] -- propionate.

with aop arzam:.egtrqm,,y asmﬁﬁ-ablp carrier. 20 13,. Ethyl [err] - [4 -
(1,2,5, 6p3¢ndylét- madnyldjr-cpmpmmc aaag Phar antcgyt ital, 5 * preparations

conpris &3 Ethyl “:Ll ii)‘xTFﬁ‘W ﬁenyl] - pr dpi¥mit 8 '-‘*‘ "~ ing a
corrpound as C|[§.I '@?ﬁl 14; LRt hyl [err] - [3 - chloro
- 45(3 yl) -pheﬂquanﬁm a5itl 17,18 and 35 together with a pyrrolin -
1 - yl) Eth{ {3 acehlag e. 4 - (3 phar rraceutlcal |y accept abl@carrier, -
15. Et hyPp Yl)['B“e“YUch‘F oPstoprepy. (bR enti cal

Q -
prepar at ' Q@S g,ormﬁdms 42.5¢3 .t @ydg@, o ;gpmﬁw @Eh olsacet ate.
y

ing &0co enylpS « -cl:yalb 1k mceﬁaya Hiyd@genOdtom O «a I.Gwer [er r]

[3 - chleﬂl ? claims 9, 19¢xdleprmlsronp B
pyrroli n, 2 }1)' ?ﬁ[ia}yl]mi)ﬂéwfl Py"ﬁ%}bpl “atom <or ﬂ’r‘?aﬁ“ﬁ’éﬁi@?ﬁ@ amy accept abl e
carri er. oxide. err [3- chIoro--4- (1,2,5,6 - 41. The
corrpo‘éﬁdsZ&M @R;&ﬁw&et&hynnd-ﬁ - eyidyl) - tetrahydro ; ""Nl" pyridyl) - phenyl] -
ﬁ{ﬁf “W‘E’a% ey %[‘%%arrpl es 1 ~30 pionate. .
clain 8. %ands Y02 a3- ].u}81 1]1 IO_I’O 4'
(3 - pyrr(; J Balts df compa&ddefs%y hesl ofntené?ﬁﬂp-l %"yr(;dyl radlg? ot ﬂgte ﬁ? :
propi ‘i daimeild.to 19. 43, Thetlmhpomﬂdsnvadwk thérenf, nﬁhei’euﬁnd 2 :19.
d - [err] - [3 - Chlioro - 4 - (3 - as described in any  one of
Exanples-4 to 6 S TN O0N NERG e ! ) - phenyl] - propionic acid. and 8
to 10. 35  20.a m"“lﬂ"“"""m roI in- 1-yl) - 44. A process

for the manufacture ~ *of¢ an M0G #* phenyl] - propionic acid. :
[err]- (am nophenyl ) ﬁ\l | phat i ic car boxyl i C acr d 21 [err] - [3.-

o - c v



23. Ethyl [err] - [3 - chloro - 4 -(3 - [err]

pyrrolin --1 - yl) -phenyl] - butyrate. 24. [err] - [3 -
Chloro-4-(3-__pyrrolin- 45 1,- yl) -phenyl]l - bhutyric acid- 25-
Ethyl [err] »~[3.s chloro - 4 -°(3- ““"pyrrolin- 1 -yl) -- phenyl] -[err]-
cycl opropyl - acet at e. , I n whi ch R
represents an optionally fupction- - 26.. {err] - [3 - Chloro - 4 - (3

-- pyrrolin - ally converted -carboxyl 'grogg Rlerr] stands for 105 50 117 -
yl) - phenyl]1Z [err] - cycl opropyl - acés %t 5 hvdrogen .atomor a
| ower al kyl .or- the _.acid. . . C .
cycl opr opyl hﬁroﬂ%ﬂc"ﬁf’%‘f“?]"f’ s fprowla o hydrogﬁgﬁ?@? ﬂ‘rﬁo;nﬁ:?lf e ?E] i
Chloro % 4 - (3 - pyrrolin - &hal ogen -atom or the triflu.oromathlyl

group 1 - yl) - phgmiFlNEkpropionic acid N - ai@—A—OHoxj de Ig5 28
.4 - (41,2,5,6 - tetrahydyo-- 4 - pyridy) - .« hiepy te CaeiRG

29 sSalth of conpounds of &y one of cl aié‘g%&%‘%?fﬁfu. -s’iﬁnﬁeféd‘%msg"&e‘i 45
stands. for a 3 -js P¥kcted|with. x rehctive \ekterO6f d.,c@mS, Gmpoubhd Of the inventi@and /@il tiesired

conpounds .of anypoomkofothe farmulz ahydro - 1 - py# ire§yiting fiesi gopwpoungd is gonyegigds intg
claims 17 to 19. _ , aig ?r‘" g salt Jr, Gopverted, ioto &

t her eof , wheréin HO_AQO% corrp(%ﬁd ogf; lﬁi’: giﬁlﬁ‘ﬁ%ﬁﬁe@%ﬁﬁ S50
reacted with a rgactive ester of a com converted into the single isomers.

pound. of the fornula _ 46-( Process for te manufacture of mn
HO- A- OH b) in a(cprpa}md of thg formula aﬁ‘[{;ﬁ gﬁgo dﬁ% 6f?3gg o h‘ %E cﬁ'ﬁ'ﬁg
defined scope, a - R to claim 44, in which resulting 55
conpound is converted i R é);_tger 45 is reacted with a reactive ester
of a com conpound of tHe€invegtion, and/or, .if desirady pound of the
formula , | 4z a resulting . freepqQunoURds bifenGRME IER, billa®

a salt of a resulfiAoySaidserhsanCRgNhhasl gl OfoR dhydrogen atom or a metyOo\ckd-
(I'la) _f r ee 1€ ofpddfElp@Es fonthograupot her sal-t, papsdl/gonp, R, represents a hydrogen atom

i i ul ti : i i ar. chlore, and R, stands: for a free or esterified 60
if desirdd, a resulting mxjpsre of isomers i %;rbo% ,gmupl})tvith :for @ free or esterlfied

convertell into the single .Psdhers. compound, in which R, and R, is hydrogen
46. Process for jfyeconmfd fnamb B &r Qlpositn a sd) bl B s iniebe @irbdxbleor frker dathl- a
[err] - (ami no - stipheinyiydrazenoabroyph adpatile ©fibeiog y Fthexy group, the group _

i ' cleaj ile| intraducing: ble bond ,
acid co_rrpound lgf ) E H@c fb:{ky elngmno(aglgd%ehgo A/\N ' 65
to plalm_ 44’.' it being cleaved off is. split off . g has the
meani ng given i np,s 1ﬁsism,{a2ﬂf ﬁﬁga,r ittt B Qisfined stidle fo@ iat, 26,6 eRtrshy@at 9 -ayridyl
al kyl eneani no gr gup, #f osultnghyalipogenisatavered oLt ITyh selt thepeof, owheelr at dpmt
cor r esponds t%tﬁé’.@"éﬁgmp"und."f e. inveptjop, /gm‘ﬂi?'éfé‘?"l’“]‘larepr esents a
or, if”desired, a resulting fre

hydrogen atom™ Coivered it a salt or a soite Hal r:E) and R stands gor a free or
esterified 60 converted into a free compo@dl BOXate Qgroup, Wt e proviso, that
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resul ting mﬂmrdmameapmediohagom@t@tmmraﬁmss,mmh JRe., ¢pgpounds of cl ai ms
5 or 6 subPuli@edeo'%pB%Pmﬂoﬁfﬁ%Weut PP to 1; ifngs, Gerdpo WC2 fAYde@nred stantially

ich copxes may be o
as prepared according to t he pro resultrng free conpound is
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stantially as prepared according to the pro- 50 49. A process as
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