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di et hyl fOI’ mﬂg Chigiyass i@ r gegeben Das Rohprodukt wird abgetrennt, mit

-oxo- [ errf- ( s fﬁﬁ?@g@%‘%ﬁ 2 f Sé,rﬁl,tmrund g:s allja i:%‘::;::
with decorrp $chéh éll.lg hetRarf® nﬁam nlatﬁa{dam?ﬁls-ﬂ' AR@Elyl-g-oxo- .
_ ¢orrpound I'n a’éﬂ&nﬂtarﬁno@t-dwﬁelpr@mdntrﬂ vidiched be‘j nsaen Isam-lzte S hydr ogenat ed for
- 50 mi hut.es ovein @nalpggr Weisq tdsaucte deg tehp dl%ﬂdmfhv%m@ fedp-fluer garbamogl)-3-pyrrol-
‘at mospherfs MAROHYLaTalE In 'Ftﬁ‘f'@ss ﬁ"f"?;%fg %E?Lﬁzlgrﬁpge'ﬁ'éﬁb? qrmaer e
S

resi.due i.s tassmt oy R {,d aus etFagfi PP O fricheiny A FHEIC-caridf-

‘the soluti Onsah&-ém?/ﬁabﬁ Ba 4 zaem;ds) saﬁie&be.kmdh dunmstuyisatah BerMethbR@ 65-0b6Itih 20ml
. .is acidifed Metdmt&i -wigrzoeineh§uparsioh gon €9 §0%idem ahdlumhﬂinpnretdlnsrapl pnek g m@lmethvl- '
:  3eparat ed5°offi°’"‘ d j9eepbog- tQgs \ﬁaf“gﬁ wi Fl“é'&’ e'? &% Mijnutent ld?“é &3mpio G‘?rg @B
. ) et hanol Th?r dﬁp hal en. Die spensuon

! . . mlt Eis, mit 18%iger Chlorwasserstoffsaure angesduert. Der Niederschlag wird abgetrennt, mit Wasser

T o . ‘gewaschen, und an der Luft getrocknet, mit:Didthylather trituriert und aus Methanoi umkr_tstalhsnert Man i
) 55. '_ erhalt das 1 2 S-Trlmethyl B-oxo-3-pyrrolpropnomtﬂl welches be: 140—1471° schmllzt

pgns mmerte ratur kuhlen gelass o
ﬁl ;Isv‘llgggmﬁgos Ig}(s@ﬁe waésserige Losung filtriert und das Fiitrat unter Kihiung - -




-21- '[ err] - (p- am nophenyLcar barmyl ) - 2-pyrrolepr opionitrilLe, nelting 6 wit h' 1
deconposition at 193-195. 0.5 g of thelast- ‘ment’i-oned conpound is dissolved :
|

~of tol uefre°'gte" °'?L

' tenperature and is Then evaporated -and di ssolved 1n net hanol, The solLution .

in 10 M of acetic anhydride, and -the solution is boiled under reflux for
10 m nute$ and evaporated. The resrg .is%é.{rtu- rated with diethyl ether
and recry3¥al |l i sed from net hanol/ u§¥ ate. This gives 1-nethyl-
[err]-acetoxy-[err] (p acety : Beispiel 20

he | Y ssa*naor qntmé‘é@s emsPrachender Aysping ma l e
Iy A %a,?e,i R S o Rsebeb 1 Er sk

amne’is’trea with stirring, with 1.6
g of phenyl isocyanafe. R,The rrm(ture RsS al | owmdstiisisd amed Ryeer ni ght at room

n

“is poured into 300 1rrt B wat &CHsont &CH ng 80l 5_nor ARl dr ochl ori ¢

acid, ang the precipi tahe is geparayed of f qnphedissol veqglngd% strength

- aqueous sodi um hydr oxi de solution. The solution is filtered, the filtrate

is-acidified agai n &andChe sa@E¢ld naHeri al Aehymegar at ed. oﬁzf-—193vashed W th

water, dried and recrystallised from et.hag‘g‘1 Thi s gi veﬁ hyl -[err]
ot

- OX0- [er;] pheny! cat balfy1 - 2-%5r r ol Epropi et e ¢ 144-[err]:

- The starting materigl s, Prepaged ag fol | oyshand 9 Of m;;ggmlge

pyrrol e-2- carboxylate in 50 m of dinmethylform amde is added in st ages,

- with stirring and cﬁ)ol Frig by ke, téFa suslpethmc’bn prepande-1B8om 9.1 g of

R ——

PIIPIELE g Ry

o »
R R e e L e

o

W th pef‘r ol eum et her a

ot ST 10 S S TR R b

et hyI [err]
~of phenyl geaawa-ate are added with stirring, to a solution of 2.5 g of
- 1-i.sobut yl:- [ err]-oxo-2- p';is-mwrusyﬂtnyrwmonwntr-mbtbvlfﬂrpxeﬂ-rr1 of toluene and 1.6.

50X strength sodi un ide ip m ner oi I washing t ium hydride
g'é‘ susp‘andr ng i%'[ 4n %‘Y Hgcetay i rre?ﬁiﬂzﬁgr m  am de.

When, the material h@as dhssol ved, 25414 of &étkwdcetb{ 0- ni deo-aige added and the

: re\tftron m xture is. warned gently in order to initiate the exothernic
‘reaction. Wen the 9at€8r subsfldes, %‘furtﬁmh!zlfwlna'md eRWrt218ronmi de are

added affd t he th('r]H _Pﬁzﬂllo‘y\ed to stand rnrtgtht It &ST#%eated with
W,

wat er and extracte i ethyl. et fer . Thete‘&atract is with water,
dried, filtered anth evagnyiat edr- Met iyl - | -emwrgaytatr ol e-22¢nrdoaxyl ate is
obtained inthe formof an - .- 22 - oil. A solLution of 10 g of the

Last - meft i oned conpbunHen 25+ of Hacet onMethinok and 25 1—67

di met hyl f or mam.de i dto suspensi on m of EdEls yl f or mani de of
5.5 g of 50% strengj h s%’ér um‘h@drr dgl (vvash'eédpa"gsI5 etroﬁeum Et her), and the

~mxture is heated for idutyil nU4ES OnHa St eamsiAarioh, vvrth qsa+mwBNg. It is
~al | owedsst 0 stand overnignt, water 15 added and the mxiture 175 filtered and.

acidified with 5-normal hydrochloric ﬁcrd The precipitate is separated.

of f, washed rtrttmur@tarqua&irarb?e&tsrﬁ.t.dnt &i}lf,grunﬁt%r@t]ag.gn@bgt es 1 0

ropronitri

g of triet. hyI ani ne. The mrhsyigeraamayl-ZpyroEPionifilst and ovi@PH¥ ght and.i s

filLtered and the resi dueh{,ghzgé@'sol ved in 5% strength agygegus sodi um hyd-- :
“roxi de ol ution.  The: solu

ron Is filtered, -acidifed with nor mal .

hydrochl oric acid ‘and ex Maetiske with a mxture of diethg$gether and et hyL
acetate. - The organi'c solution i's washed with water, dried and evapor at: ed
The residue is triturat efoWfRYeekel AP and recrystall | sg%l 9f r om net hanot .

Thi s giyes 1-isobutyl- | &Lk Jm\gxo-' [err]-phenylcar bam)yl15@ pyrrole- Q.-

propionitrile, melting at 134-136 The starti-ng materi al |s prepared as

~follows: 13 g of nethyl Magnestnheteﬂrat:arboxyl ate are addeddgwith stirri ng,' t

a suspensi on prepared: from5.5 of :60%: strength sodi um hyd- ride in
m ner al 501 | by washing tl?é"é'l’ﬂi? Vdrr de with Petro- | elith ether and - _
suspendr Noverahrem 70 mi of -di met hyl f or mam de.” 40 g of .i sobutyl -broni de are

5t hen added t §amthd!erwbveru;ee Pemterlq werdentToit iaein Sigh varoo, ﬁrmmtllwhmeae sesiebtnParat h,

& i stirmvi de’ T"é [ giitkedmainem
o R R R R

héi:bg bM&SN assermenge granuliert.

1-isobutyl q;yreranhmﬁrd)mmacyd mt:m’ getrod:khe reirrﬁ‘ieba/nn o2 lmm masbémteltogmmﬁbermadg' :
of t he |-asu-Takettendmittd.3oomBytchaledser, welche eine Bruchrille aufweisen, gepresst. o

In analoger Weise werden Tabletten, welche elne andere, in den vorhergehenden Belsplelen lllustnerte
65 Verbmdung enthaiten, hergestetlt. T . _ . ..




" - separated of f, washed with wat

hydrochloric disreliungyen 090 Kapsein wit sipprp Sepaltyonieds g &F Agive

. et hanol and

grepared from5 g of 50% st rength sod| um hydride i n ni neraI oi | by washi ng

t.he sodi um hydride wit h petrol eum et her and suspending it in 25 m of

di net hyl. formani de. After the effervescent reaction has subsided, the

i xture ¥ heated on a steam bath foro Y21zt es. The sodi um hydride is 2.
dpp- Li ed (src) during this tine. The mxture is allowed to stand. overni ght 3

at roomtenperature, water is added to Beiseieh# it is acidified wi.th 5-normal
%"‘ﬁﬁ"z and the -

xtract is eg.with water, dried and evaporated. . 1- Isobutyl

[ferr] - oxos 2- pyrroI epr opj mg{ht,ltg 4:8-al(S-prRhyI&Fbamdyil-Bie form of an oil.

Exanpl e 16 0.8 g of phengjrolpsépignamat e i s added, with 88grring, to a

solution of .1.6 g of 1,3,5-trimethyl-4- ethoxycarbonyl Lerr]

-loxo- 2- pyrr ol epr opi oni t r Milghzycker3o ni  of dry tol uene #6%0.8 g of - anhydrous _'

tiri et hyI gy ne. The mxtu[\{‘g sitskdreat ed on a st eam bath &@g 10 mnutes and is

al | owed to stand over ni ght room t enper at ur e. is then evaporated, the

resi due |s taken up in rrwtabraaoinsteant t he sol ut|on |s treéated with 2 m of -

" 5-nor nal dr hloric acid and 200 ml of water. The resultlng crystals are

separ at eq, of T séﬁ?é'ﬁénegmwrrgth B@taRbteilelerden it GtbrVbibhiveh 08 i WidcHohwéilgBatelDamd
et hanol and wi rGQiérYWn'ksfo@ﬂ Zhérseanit Maghasitmétbra@hd dihufﬁlgglhd/nﬁﬁ Milchzucker und Stérke in einem

1,3,5-tri rretgéqdnetﬁn@‘n#vb@omaerhmﬁym;{sdn INF. 2 werden mit 1e 315 mg des Gemrsches mit einer Fll-

~oxo-[err]- % aps eayﬁg %%ﬁé von "y nr%n nten und |llus§r|erten
1 3, 5- Tr i rTETvQ %iﬁﬁ g b 'ﬂ%i lhrquS‘Alwrma{afP ka- Tn-mederalkyl- -
phenyl cafba Qer.rr F&r«auwm rirhciniuhsalEEh] ohthBltbn PGkt and
1%’5 trlnethyl 4 ethoxycarbonyl [err]-oxo-[err]-(p- chI o- : -
rfophenyl car banmoyl ) - 2-pyrrol epropionitrile, nelting point 238- 0 241 (wit h :
deconposi tion), are also prepared anal o oule%?%The starting material is

pr epar ed #&s P P‘PEﬁRB“"‘l%’@‘M?’"G?’E‘F’W!‘ Bf TIithW NbBE- 2 4- di car boxyl at e

in 250l of dijg (t)tu.tute gggot%heryea.%mgﬂ.pmuﬁ .trr.tma%e,aneeam.,ren Fafnlef ¥ iNg to a

. suspensi on of

strength sodi umhydride in mneral oil- (washed
with petrol eum ether) and 50-m of di- nerahylfornam de.  After the sodi um

Hydri de B&s been consuned, - 24 - 40 of methyl iodide are added to
the mixture, which is allowed to staﬁﬁoog'é‘rﬁ?@'h't' Mt roomtenperature:. THe
m x- S worin PBéndnUX Sder S-PirAdiirebt HRaduRs dﬁl’ﬁ'nh-SQ@lLﬁ‘d’ dureilc e Ak losh PRRS,28)-Rkyi

Ob- tai ned isabstimpeariausdin @lérf ut@r@ﬁleldéﬂdaddrb:mtéllh@eaIuﬁsubﬁlttﬂﬁrdﬁbr dupchrebibiseirdi lyteiche
excess mag hyHeri weichiedend Be~Gallkylgruppercundidder einenBarbexyl- oder §atkpCerCr-alkoxvorppg gub-

r ecrvstal l'i bany! ﬁ oder durch einen bis drei, glelche oder ver-
S e e T e e i e

Iast ment i omadfoeranmlm hePbder .orlLd,rark RyREter, sdar Mive SHlze mit Basen.

- di met hyl ker mant. d’erbirstumdded:h AnkgrichJt fFormel gvorit 81 Hcmpewsoden’ e-paAI&d)-a‘ odeT-3-
: 5 5 g of 50%!@5@'\!' urﬁts'rﬁ!ﬁheﬁwwydﬂbrwe'etbnnqwﬁeq"wgeowsug

| {'rr? et her) ﬂ Q%q: arqo 2; z\:;?g@g{@i%‘ﬁ

q;: zwei

tﬁt@ﬁtﬂ? e ﬁ’?tr@mtte
eat ed -org, .ac p c, QNﬁr@ _
aI | oned e %nﬁdﬂmwsﬁbghhen tIthmreanntmr-e,-armatﬁaeaddr Eo:atcedc,vulédsbyw&heaqer allfidsaizbe

aqueous sol umt%ens f||tered and aCIdIerd vvrth 5-n LP/ S ochloric

The precipi t E&eﬁ ﬁs&}"@ b's% W%Fmdgr@ ‘K den %%ﬁe’s&g&cjﬁ: l(r;rel

&énéCEoder verschiedene C,—C;-Alkylgruppen '

1,3, 5- t‘r'lsaet ybﬁaﬁ Wb)é euidﬁmas]unsmmiznpwram {EeineB bi3 el Bleichid dder, verschie-

: rrel ting at: 1@56 Fmﬁt entth_'_t)«:lanﬁtuepelt?,—,@rawlm,-r—ﬁﬁAMxyot,e-CgAMlth|o, Hydroxy, Halogen, Trifluor-

5- (1- met hy! -methri¥itg r&gﬁp %,ag ﬁmsP%*F?‘ggT‘;’dF '%lfg‘ef ?fﬁi@’erﬁa'zof““@‘%es’trength

aqueous sodi um h\ffé‘?' BNt of ethanol is

ro—t- HafewH t hanol . I's gives

. heated onga steambath for 5 njoutes. The soI utionls then filtered and
‘acidified with 5-normal . hydfto.c.zl\t{ lcrgcid. The. rvev@ggncrystm are
I

1-met hyl - [err] oxo-[err] pheny ar-bano yI - pyr.rol epr onitrile, -nmelting =
at 170- [e&,r] The product i's’id tlcal t hat - of - Ex les 1. 6, .9 or 10.:°

. The- starting rraterral i's prepare as’ foIIows 28 g of anhydrous al uni ni um

N =

ehl ori de. are added |n portions, th stirring and coolr at 10- 15

foa .
' n, R oyl bédﬁu o5 t e
| f)?l lrjr;[i: 82' gf an ﬁ&@ Q&Egé%mhk dﬁﬁ’ e%”é‘?%r ker oet l °"é a‘(rmx a:i

dded in such portlons that the terrperature remai ns betvveen 10 and [err]
he . mxture |s stlrred for 3 5_‘hours ."'.-.13 P




- 25 - @and its tenperature is then allowed to rise
reaction mxture is allowed to standoongungoht at (J I mlll “" || I
t enperature, treated W|th wat er and extracted by s akimg.¢ The brganit Layer

i s separat ed Eﬁ\ jspiel g2 an The dark
brown oil obt 'ﬁ‘&'d’"aé'mf ﬂmhgapsgm mtueénelms PSP 'Ie%g gd%ﬁe%”r@%at%% on boiling
at 105- 112 verbhrdm M Hy is collected. This gives ethyl 1-nethyl- [err]-oxo-
2-pyrrol epropi onate. A rimdthii-g-ogd-a-f-fuotphedyicatbembys2-- ment i oned conpound and
3.9 g of N, N -di phenyLf owmelpiodicnitsiii s heated at 145-16%9 for 2.5 hours. The
resulting brittle, gl ass% Hass is pulverised, triturgged wth diethyl ether
and recrystallised fro {HARSL) et hyl acetate. This gives 1-nethyl-
[err]-oxe-[err]-anilinonmdidaierke0 | ene- 2- pyrrol epropi ongmg | i de, melting at
178-180 A m xture of 1.4 g of the last-nmentioned conpound, 1.1 g of.

hydr oxyl ami ne hydr ochl orNlageesiumsteaggt of pyri di ne and 156 % of ethanol is

boi | ed undefehgba:ux for 7 hours. The reaction mxture is allowed to stand
over ni ghts, i s sémiiitrerpatvedged Besarpitaiiaivedien mitcinemcSiebomn difanth Mascheawvei gesiet Dann
wat er . Af t emrdstteamkﬂ zuetst mitddagnesiums teefaan%:dwﬁdﬁ@dmb%ﬂl'cfﬁ B1ed Sirkgdn gn etnem
tal Line. THgeigeien Misther Bomageaiaii, kapssty W £ Weygles filtye 7 o it 8pmigrige it einer Falk-
recrystal l i 'S8 gr{a re\I’VQiQQQl'arderT th%eﬂ' Mﬁ&e@d—knmmﬁh -afderbh genannten und illustrierten
pyrrol yl - Areptisdiyigdnit inbisedbrtefeSRICAGOER ,Folidl 1l 6udr 8dn (hRA-AlKABmétsiaNThie, TkBnidtieddkyy
of phenyl |amgram:toeen‘Ensadde:d/athvmmh\os'vmsaiaengnthtltsn.a'esaasﬂl@ns| on of 1 g of
1,3,5-trinethyl- [err]-oxo-2-pyrrole- propionitriLe in 30 mM of dry toluene
and O. 7 g of anhydrous triethylamne. The m xture is heated for 5 mnutes

a f r&om t enpera- ture.

'Th\e/m xtur eﬂ?%tkf'gﬁgehfzud%ke %ﬁ%@%&dﬁeagguﬁgﬁgnﬁﬁgﬁ'}%%t anol, and the

sol ution i s aaj slibbtitaierta/s-Oko-d-piieayitabanivyGgyeroipedpicditiile derailigkmeinkh Eomesul i ng
precipitate is 'separ ated off, dissolved in 1-nornmal aqueous sodi um

hydr oxi d‘% soLution, reprecipitated with nor mal hydrochl oric acid and
washed w'th water. This gives 1,3, jptdd NH-L& '] -oxo-[err]-phenyl - Og,
‘car banoyl - 2-pyrrol epropionitrite, nelting at 172 174 The starting materi al

i S prepar edwain Al inkro@voder 3Pyrrolylresp Gedeutet, genin e-Smlurmdugchglm-Frellk\éton | Ph-Cy—C7-Alkyl

'1 3,5-tri me¥ gble:benden drei Stellurgen b drei glelche
conen il LIRS iem. A hé%i‘&%%%}?d e
resul ting sszhu&enersubaumuﬁ r @RUpBe icG-EC -Rk&§) OB afkyithto, S-Qaaisatl-a gon, f
‘and washed WriflubrmigtiyR Nitrd, tAmiso bdmerc,-t-akﬂkanuﬂammo Aohstitiiest :sto@lieamleramb-mgen @ ihrer
'sol ution, tEnoiferol ifre m'-cﬂﬂaikvleth%fdida'rﬁ!wt%e-cﬁ P'Fa"OV'PﬁQ'queS'hEPcﬁaﬂFﬂ' Q

5 nor n’al‘“’hy r‘l'lsg me e %g%ﬂc;?:h&;‘s“ e%f’\cl!.‘l:bﬂ dgo t?‘nl( i gw o?erfSP e?er e
washed wi t hc‘m.f Rl Hbhddoath dy b Erbl rcsfs Lé‘ % sub ngstw@.sfu r@" 5
trimethyl- Zaaa,r 9eis SBﬁMMd’dQ Rirch-eiriah bt é.Cgla@bdaernebmnreagaecsummmen der Gruppe
deconposi t | OR-GAIIDF—XHBIkExY5 Ca-GfAlkyttido, HadroxyrHaiogen rieifiua o hul Nitho afraindenst Grd-Co
‘under r effl u&lgv@wo sulistiuigrt ist8hRiERR|CasCraatyidtheroden Bir--Cort-ialianoylester adr fiie saizs

taken up in , thEorn@l i £ B HesB Y RRMER 1G]
_Th' S gives Qkhwggrf‘&rﬂgg ek An fChHOg:g-)ﬁt}?IfA gﬁé@.ﬁ'f@%ﬁymﬁﬁ d?i‘ﬁehbﬁghglbaﬁdeBSZrziO

(The pr odtetinges udmetrtmbreabdemddd& Piab cait d@i, ZbTéB;hemerasermw %\—@eﬁlkvla'glppe"

poi nt of 50 %Mﬂ%%(ést i 3nd1;mﬁheﬂ¢ edepets ,g:'*“'*’*‘@”“?fﬂ;;;“’ 98 D fgtﬁ’%‘%, gt r.fTSJ,?I
conpound i n9¥ stifien ,a‘gfg"ogr
'sion prepar €8 jﬁz :e'e 'ﬂ'"&fﬂ,’ g'tﬂﬁa'sqg A E.h_,@)n e||||n m ner al

(washed with petrol eum et her) and suspendi ng (SIC) in 15 m of

di met hyl $sor mam de. The m xtur g-+smheated on a wat ath for 25 mnutes and
is allowed to stand for 3 ﬁqcrrfl; a'l-—er LENPEsgi U fat®y is added to the
m xture, and the aqueous sol utmn/ls eXtracted wtm~ et hyl ether and
acidified wi.th 5-normal hydrochlloric acidgyThe crystalig are separated of f,
mwashed wsg h water, .dri ed and re@ﬁystal lised fromethanol to which active
charcoal has been added. This gives 1,3,5-trinethyl-

Ierr] 0X0- 2- eﬂ%EIrBQJeﬁm&ﬂle@—élAlﬁi bé@lﬂu fides der Symbole R, und R, fiir Wasserstoff oder C,—C,-

Aikyl steht, und jedes der Symbole R, und Ry Wasserstoff, C,—C;-Alkyl, C;—C,-Alkoxy, Hydroxy, Halogen
g5 oder Trifluormethyl bedeutet, oder ihre Saize mit Basen.
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~"9 at’106-107 1,3, 5-Tri met hyl -[err] -oxo- [err]-{p-fluorophenylcar barmyr)

2_- pyrrol epropionitrile, which, after recryst al I satr
‘net hanol / ethanol, nmelts at 184-186 , is al'so obt a| ne llj Nm l I"ﬂllarrpl e

" 19 A suspension of 1 g of 1 2, 5 tri rretdndm [zmr]

""'gpyrrol eprepi on oluene and of tri- eth Iam ne is
e e ags%r reauin i, e
;‘7; m nutes, unt h]’rd bgﬁ Fgunb IR 3 AI ,éﬂéﬁ st en-
it o0 st and ovestoﬁaorght Fruauhehmreﬁaﬂ triﬂmgmpnhacueauutea,toeed.sreserﬁanmb

EUp in. et hanol 6 é(#rdmﬂmerscﬁcm\nwmch 8, vmhuedertrro Aasanhmmemm Farnmdl n erits;ﬁecnarr mahn

B ihydr ochi ori cRnlptyy ﬁé‘ﬂ@c‘!“du%’f’% SymbaieiRofnf Rs
: %Washed wi th vr“rga sem e§5' h.’:f.t& 5% i '%.Pu 'mf%’i‘f”de
f?-zfé

%ol ution, the Ss) Jwtatmns-b:&:-d‘-(blﬂt:&b yrad? bpiéni .I urIdrsﬁr '52&.32?%%&% i ed
wr th 5- norwral f%dnm)m‘hhmamnsrarmnd ant‘léhantperewirmmatmbm&maepg’tmaéﬂtr&dmaf ., washed
ri

W th water, gAntipflam@atgrigch andam'ershrg&s;ﬁ V!lésﬁﬁm%\@m"idumnnenetnammnsprﬁ’dmas gi ves

e S

Ver mdungen ge ss einem.der Ans ru1:he 3 bls 8 |.1nd 10
[ €1 1] - 0X0-15 cwobel ¢ den\SakeHOIE o e Vot Mt
. obt ai ned anal og‘@u‘édr\yendhmg vog Vdrbs@mhgnederrAmsr&qcu\eousurﬁcsduumrhelmag b@n;maenazeunschen

Esol ution, prE’épii'?t at ed Wi tg g _I%gr ochloric-acid and recrystallised

£ 0 from et hanggu isch 14 'T*Tgi"??e Prdengr PRG vhdt @r‘i"él"’eﬁs@"‘mﬁeﬁar@dm&s o

E: fol | ows:  ,@ Sol1gl DR vebindurfed dof ARLdHIdhe 13, 2 rd gt :
B oxyl ate [ Ber the&ﬁeuu%ﬁls(hksrg&)g deﬁﬁkﬁgcmmghm:ai?egiﬁghgﬁa Kﬁéﬁﬁ%gﬁgogn ?g%tahrgﬁ e

§ f rom nmet hanol ier Yq fil"muzﬁﬁnrrﬂeroﬁnsmgmemblsrs bed 116 zad&mbndmugamwmpemmmnoa‘ur
4 \g/of 50% stP@ 3;?? ra'e"ﬁc ichgnrpeererigghen Kieers. 1 ni

& .di net hyl f gg mpy J.'h%, J} ﬂég dnﬁf'g?'@ﬁﬁ\'bﬁ‘a‘t‘ﬁm?"tﬁ'ow PheRieagamoy!-
§:with stirring, aan bin grda,s ,t,é;ng suspensmn I's allowed to cool to room -
rterrpera- ture in the course of 90PHHCOUoRS-—CN iy setepemsi on s poured into

#:200 nl of rcii1 %/%ﬁ;éef},\greﬂa;r?%%e@te aqueous solution is filtered and the
:f||tratei ren ydr o hloric acid, with cooling
Eby I ce. Tﬁz preC| pitate is sepa- rat%ﬁ%@ged wth water, dried in the

— ;al r, triturated W|th d| ethyl ether and recgystallised from met hanol . Thi s

gr ves 1,2,5-%19 err] oxo 3 %rol epropionitrile, nmelting O at
Qii40- 141 Exan‘ﬁ?’ ’i" ggez Heloggndsreutet dpndespiereadeondi ng - -

2

28 - start’fng naterla F°r1"" C the formula Il wherein
R '= R = Hare also prepared in accorda%gaQ’J&gﬁH—Lwth t he processes of -
§ he pr ecedi ng exarrpl es, in partrcul ar in acnor dance with Exanples 1, 4, 8
_and 10: O No. ) R5 = Recrystallised  Mp. C
: ;from 1 .40 I:: :yg,—czeﬁr% :gpqarbonyl Halagencanbpayh @fer Cyan bedeutet, konde@m_@ﬁldlgerhaltenen
g3 o F . H . Ethyl acetate '- 191-192 -
!g [err] @ "°"§§1’“d9 derFormér cELhyl_ asghal®, . 192-193°4 CH
rl-.CI,, H Et hyl acetate . | 203- 207 35 CH . 3-CF .
Ih~  wmahanol . 185-186. % - 36 CH - 2-F
fA-F - MethanoL -~ '136- 138 3\7/ : . - 4-F - 3-d .
BEEt hyl acetate 215-216-8 ' 4-C Ethyl acetate - -
160 162 3 9 CH : 3-d. - 4-d D| rret hyIforrram de 217-219 3 10
i Benzyl - 504- it einer starkeftBase someﬁ’ﬁiéwhm:awetmnscht eine bilditeh8 Yerbihdung dBeFatiyibl | in eine .
BA-F . indere Verbj Wde pErfipdyng umwandelt, Bpdioden gvenp erwiingtht-pin erhaltenes/Enfl in ein EnolH
iVEt hanol = 1—Cy-a|kvl ?ee?el? E? 1—C,-alkanoylester Uberfiihrt, und/oder, wenn erwiinscht, ein erhaltenes
2 - -~ Enol in ein er Base oder ein erhaltenes Enolsaiz in das freie Enol oder in ein anderes Salz mit

einer Base Gberflihrt, und/oder, wenn erwinscht, em erhaitenes Gemisch von. lsomeren in die einzeinen
55 Isomeren auftrennt. , .
' . 18.Die nach dem Verfahren des Anspruchs 17 erhalthchen Verbmdungen . '




|-ButyL A-F H Met hanol - 162- 163 ExarrpLe 21
br epar.ati on of 10,000 tabl ets each containing 100 mlumn“ﬁllﬂﬂml ance:
Ilngr edi ents: Trishydroxyethyl.amoni um | -nethyl -[er

S

err] - phedyl car banoyL- 2- pyrrol epr opi @ig2qi Izg7 1000 actos®

535 g Mai.ze starch - 125 g Pol yet hyLene
choI GOOOPatentanspuchefﬁr den Vettragsstaat At_I.SO g Tal ¢ powder ' _

50 g Magnesi UN\akSedahe Herstellung von_substituierten B-Oxo-a-phenydcarbaAQﬂ-Berd&frb;fnérﬂqleN\@Eﬁr
.S. Pr ocesgugemeineﬁ Pempiul verul ent i ngred| ents are sieved using a sieve of
.6 mm nmesh width. The active conpound t® then nmixed with the |actose; the

al c, the magnesi.um stearate and half off the starch in a suitable m xer

he other half of =~ -29- the star¥hCPsCHuSP¥®Y in 65 nl of water, and”
he suspen- w3iRB disen206He 3P@ralyileivkdditht, Hed ib t1isRiNumy dupehl G(eLhMkye Baer gh xcped:,-mm
60 nL ofro Walitstituierklise udsis dért umgblgmt:le: dre Stetlghegein timsubdtiguiquongersiu s:h ean@llsmee glelche

Xxture is g#gmgfsmlgﬁne F{-——(ﬁ nmd{oﬁer eine Carboxy- oder C LTF
fl |che r er

flurther anpgiftie B fist % 5*6"'&? %?J ri‘ﬂegm |
: d ’ OxVa
tthrough a si H&fmg?& i e%h "ﬁg & ﬁMu% 64t SOV dﬁé@e \&Fﬂlrﬁi‘uﬁgea 3
- m di a- Bt @holfobA,Vihied EAoll®; uaﬂhtwroeaee End} a:bl—e,t/Skaawlés&lr Nidagiheen CRalz@t mit Basen, '
: &gnpound il Idmmadewnzeichtndnelagxremedl ng exanpl es are prepared anal ogously.

anpl e 22 Pr el ¥ewkindyigen ferfgoee!t ng 25 ng of active
qubst ance: . Prg)grgss (sic) : |-Met %g'l'&}ﬂ'@?_%ﬁ ﬁﬁg B—P uor ophenyl - - .

ar bamoyly, - f— py,r\;em"ﬁgﬁé;gldg,moy,{,m,e - 25 g Lactose
Q7 ,g Mai ze starch : PI—CO—CH—COX _ - 80.¢ Magne5| um
' t\eér ate ' 3 I Process: Al the pul verul ent

ilngr edi ent s ﬁd using a si eve of 0CH mm nesh width. The active
onpound ,L s g %'_ ! t & Bddeutbt, konbiendleft BadrN€ mMagnesi um
jt earate gn ﬂ%e@f&%{(ﬁgﬁt&g&%gﬂsﬁwﬁd the starch. No. 2 capsul es
are filled W|th 315 ng of -t he m xt Bi-¢f und Gae-IﬂCQi\ﬁ'B‘d’h using a filling

machi ne. Capsul es contai ning 25-100 ng. of lot her conpounds nen- tioned and
iIIustrated I n particular t hose of  t he f &Nl a 1, or of alkali metal,
Zi nc, tri?] owen YateO-Afmryarbenyl Halogancagatyioadge Cyap| kedentati ondessiet ynd H'éreéﬁl‘e"e"
re pr epar ed’“a‘ﬁ)% qrolysy oLy ‘Patent CLains for the eontracting St ates:
E CH DE FR GBI Prindupefegroge! 1 tlcgldﬂl_ﬁ_dp[,err] oxo-

phenyl car banoyl pyrroLeprop| o- ni t r| f]"es 0 e general for rrul a l

70 CN (1)*PI-CO CH CONH-Ph wherei n P dengyes a 2- pyrrol yl or 3-pyrrolyl"
Iadlcal which is substituted in the x/ltlon by C-C-alkyl-or Ph- 1 7 .
Ferr]l-alkyl and in-the remaining thr ositions is unsub stltuted or

o-Q)

 substituted by one. to three identical or differ- ent

e R S e

dybst i - t uerg, §I| E\ghﬂQmEpBaTsﬁedeGE@'dma lkened Emofhi )Hdas ﬁ?ele ol dﬂ?b@m antierés Salz mit -
3 C - C - aleligt Bdak Oberfulalruni/gler, \hiinh(egﬂmscht, relnfelrnwermaﬁtadnyth vonjisomeren In die gindefnen
or C -C «al Kkeomo namﬂnmt t hese conpounds in t enol fq{% ngmGeewmm

~ Lerr]-alkyl Bgseo Paangn eRbfrser U’gl TV '€F§aisﬁ'éﬁ"é’b"f ATOLYT LLRETEOTT
wi th bases 3. Verfahr Kbﬂ%’ g 404 r@ﬂ ‘gbi@nfAeRhr®t, laasd ABATUleRebirioh &) GénrbrIFHhter -

enotes 1- ( [ﬁﬁ{p];raﬁ}_ww@fn Ph- C 'C -al kyl)-2-pyrrolyl or 1-(C -C -al kyl.

’h [err] sal kII )-\@n‘ e r[ak:IyAnsnhqcnh dadurch gekennzeichnet, dass man dle Reaktion c) in Gegenwart ennes
kahmetall-alkoxuds oder- hvdrtds durchfiihrt.

' 5. Verfahren nach Anspruch 1, dadurch gekennzeichnet, dass | man die Reaktion d) in Gegenwart einer

" starken anorganischen oder organischen Base durchfiihrt.

-

55 welche im Rest Ph als Substituenten eine Nitrogruppe aufweist, diese zu der Ammogruppe reduziert. _
. -7. Verfahren nach einem der Anspriche 1 bis 6, dadurch gekennzeichnet, dass man in einer erhaitenen
. : . Verbindung, welche im Rest Ph als Substituenten die Aminogruppe aufweist, diese zu einer C,—C.,- )

R ' Alkanoylaminogruppe acyliert. - :

60 im Anspruch 1. gezetgten Formel 1, worin Pl 1-(C,—C,-Alkyl oder Ph- C,—C7-Alkyl)-2- oder -3-pyrrolyl
- .- . bedeutet, welches in den brigbleibenden Stellungen unsubstituiert oder durch eine oder zwei C;—C,-
A - Alkylgruppen, oder eine Carboxy- oder Carbo-C,—C;-alkoxygruppe substituiert ist, Ph fir Phenyl steht, das
- " . - unsubstituiert oder durch einen oder zwei, gleiche oder verschiedene Substituenten der Gruppe C,—C,-

) Alkyl Ci—Cr Alkoxv, C,—C,-Alkylthuo, Hydroxy, Halogen, Trlfluormethyl “Nitro, Ammo und C,—C, -
65 _ _ o . _ .

’ 15 .

6. Verfahren nach Anspruch 1, dadurch gekennzeichnet, dass man in einer erhaitenen Verbmdung, R

. 8. Verfahren nach einem der Anspruche 1bis 7, dadurch gekennzeuchnet, dass man Verbindungender - - - '
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coclaiml, Waksmerh@hdcRE RAB

I n the*"remar ni ng positions, i s unsubstitut ed or substi t r two C
-C -al kyL groups.or ‘a carboxyl or carbo- [err]-al ko .ﬁlﬁmo

represents phenyL which is unsubstituted or substlt

~identi-cal or dif- ferent substrtuent m%?ng to the group C -C -aLkyl, 12
Xy a

7 Ci- C7 ”a-l/koxy, C -C7-al kyl thi o, hydro | ogen, tri- fluoromethyl;
nitro, aii ﬁBam'ﬂm@°-SE'PSI'H'FektaﬂdWém'ﬁo—cveﬁfmathe'lodPr Enof- ¢1]—-Q1131k9ﬂ0v|e§t¢re¢®r tre %ﬂml

[err]-al kaﬁ' as%ﬂ: agh Erucllt O nsakihss &, the r eof \/%Lt has é car
! Conpounds. ol @fn p ‘ﬁuch 1|'CH'eer tél}‘: or evr}%hﬁ :n‘:eI r&i ?:’%pmh&rﬁc bggl
- or 3-pyrso gflm I-&dllnih@ dubbhl ICG-RC+AkyB bR Ph-€,~L0) a0 substitui lat—ulaeai QBrigh drei -

- al kyl or Ehllt@gerCunaib ithiert oaer durch eine bis drei, gleicke adel, vdrsehipdepe rMyNk\nguﬁﬂehee

positions, s‘fbét“ﬂ' g ifsprd B é’ﬂe b%dﬂi'} @abﬁﬁrp"%heder gureh reé'eﬂ |b!§e‘h'P'r glgicheypder
% Mt
S

different Yo N Ab?? @ F?R ﬁ qxy, Halogen,
unsubst | ToUh n,rdmaér.‘:@ch g:'fuﬁnzelch %ass ma tHﬂre 2 t |1t—ch: Eyﬁ ern oder rhrer['l hSalzen mit .
i dentical or dﬂAﬁsfg@ﬁg;&bffésadae{Anspmuenarsgeﬁlébbmgﬂoﬂgem ﬂidtehﬁaaroup C-C-alkyl, C
- C - al koxy, 1b)Pusgangsstoife der im Angprucll-1ahiegkbdnem Fortmpid kondehsierhadengen,

trifl uoronet Q;lsgandgsstoffe der im Anspruch Wanpeqebﬁnetanarrmln Eﬁﬁdpnglertéﬁg |d|e@rh%enea|lmyqe
ert o

et hers. t}:‘}erve Verbmﬁérigteﬁ dcf"%rﬁg rudf {Qngg g en l-%r herﬁgﬁﬂﬁe&?ﬁ@sﬂgﬁgémg‘%&

Haflerle rlﬂﬁﬁﬂ &‘fnmJ

denot es [ eum}vandelt lophi/oder agdnna@iwiinaent, mdl@nela Easidn Bn IEAGHCRSE I athg ClTHRErEHT, OﬁdlC
: -C -al ky g_qlﬂg, wenn ﬁnmmsqhhgmgrhaltenes Enol in ein Salz mit einer Base odet eif eghaltdnes EndRalzamdbsR

ta clai m lgenidss Géh AfdpiucenNs) 4b9w Mrdhmhnu all

. synbols ® and R repreB
- and R denotes hydrogen,
(trifluoronethyl, or salts there- of Widnh bases 7. - 1-Methyl -[err] oxo-.
[err] phenyl car barroyl 2- pyrr'EH epropr o- nitrile and P$alts thereof with

v bases y- -oo[ J (pf uor hvelggllcarba yL) - 2pyrro|n§-
t “’ S
é.,@rrgf)'mOT h;&:ﬁn %@ﬁm‘ HEN ?’G“S%'S‘"fﬁ Ao EeaPrNNPY, Wesaen o ooy T4

1111 11111 11 J.\Ze]:fahreﬁ Rach @inem der lﬁﬁﬁﬁéﬂé d a6, Q&ﬁﬂ’dh@k&ﬁzeﬁhﬁﬁt Basd rhAWefbhd@Rgen
- anti - 40 derim Anspruch 12 i@exgt&ﬁ F:a:matit ooryn Ra Adkylamit hochatdnia B Kbhiénseitbaen bebidutet, jedes

© Phar maceut F?{aﬁ! '(ﬁ?ﬂ nebinges HaUSymbotedtding §s Wesserswffohlky lodérns
"1, 2 and 94 st?'ﬁé @alers" man- dugs Gier geurdriflvasineth pesiquigt oferdlieng
- sui table. fil 14Vrf e

. erra

; denotes J %ﬁ Tontsongend :é  Salzcenit en sof;jfgf 635%“ /B edep | wenp aIvigEst. @in erhaitenes

Ve rfdhren @ L£ A

trifluor Omaf r%et x{%rs man dregg S}HHQ§ b?%?@r{od&)ng _ .l :

ustrat In cla
wherei n R .derfat waatehyiacMavemglenensthestuhanoAdaumib@ekeaﬁzemmet erasshmﬁrf mt éider

{ synbol s eP"r;"&?g f p %!P'f‘ "'\GeWP'e@e'm Best, Dy F'egsehst'&nuteeaon N»trogrmmee sm'eﬂ dief® ander
‘denot es.

a vin 0
carbon at Oﬂﬁalls n\éﬂfeh B @r;lgr rg FFrn.&e?'rg%rlgél}g 9% § tﬂo %gdsu aIhen zglcpn mant ﬁl%mgg?gen
with bases. 6. Conpounds accordi ng to cI aim 1 whi ch correspond to the

formula Il |IIustrated I n 4%Wnere|n R depat met hyl , each of the

~Cop 3 ;; edigh of tha)synbols R
oXy~Xfluorine, chlorine or

et

utét! dder rhlréf

ﬁﬁ&ﬁ‘éﬁ%' EhnshALHIS Rl 1 RSdurdh
T di ng He il Resppichad &zﬁ&eQ:drﬂe?§£MH RlMethy BS &uk%é%ﬂmgﬁ%%%mmduﬁen

-.-_be used t heeHstens P'Nale# Glseﬁ %M@blﬁe Waiserstoff MeﬂwequmxsoFIucronmouqruésTmfuor- -
~clainms 1, Fedifedoytgo h'elre efﬁe" e ] ca f of nul ati ons
The use of a.gpém M BAISoyR b pon e Lp, Q;F gf WHEPRTB N&?Fhv"ﬂ'°"°'

.caraldasn;lmanmaexé or

- phar. MRC et | Catle. VerraKFbr fdch Qﬂéind nspruche
cuse in a pn@—flmsnvﬂqarbamhﬁ)-z- itﬂlajnd Tséuoasanarmint E}afserﬂm erdteifaN or ani nal. o
: body. 16. wnﬁsstelwnel siflegspharmageugischen] Praparatss, gekenrizeichuenrdyesbs gie

s for the théﬁgﬁm s e! ﬁgﬁgﬁrﬁégﬁmaa?en Wﬁlﬁﬁ)éfﬁ 'BFh aﬂFrﬁaqer Anspriiche 1 bis mlt einem _ |

18. Verfahren zur Herstellung eines pharmazeutlschen Praparates gekennzelchnet durch die .
" Verarbeitung eines erfindungsgemaissen Wirkstoffs nach einem- der Anspruche 9. bis 16 mrt einem
pharmazeutlschen Tragermatenal : o :

- 80. Lo

e

1§__ 




P

ute

prienyl car bamoyl pyrrol epropionitriles defined in clal rlsed |n

that a) conmpound (sic) of the fornulae PL- COCH '
‘siibj ect ed to an addition reaction, or b) - conpounas

PE- CO- CH™OX CN and H NH Ph wher ei n Xg[ tle %err] alkoxy, -
Ci- C7- al KanoyLoxy or hal ogen are subje (@g 20 condensati on reaction, .28
cl CONPOCISES fdd fthel CuatrbctingStates: O GB/FRRCMI LICHAL @OSELWPh CN vvherel ny denot es

Cp- C7-al koxycar bonyl , hal ogenocarbonyl or cyano are subjected a _
chndensati on redch Pubstitaag) BPF@“‘P@&‘HF’("PWVWH%°%“E"'?1%‘F FW@H“"‘E)‘?“ by a

chmpound of, the fornul a 73 Pl- C=C - CQ\H -Ph is.isonmerised by rreans of
apstrong: base and, if desired, a resulti ng conpound of ‘the formula I
CY nverted into anot her corrpound of tIpe—GorvaRt¢aNH—PRNd/ or, i f desired, a (1.

&sulting enol is converted into an enol err k r}glc '
. C7- ol kanpyEomStals 08 2L ‘z'éms b wj&a Ll Mo, e
i §to-a sal ' Weldk aioh asce dipd landlo c, chrbalfox QRO LR Ph Né @hsrhewﬁfelees
eBol or into aﬁ@bﬁﬂftetﬁcﬁ substitutdd toy cbﬁ&@thr&ﬁdﬂ‘rﬂéa,l ot fiffeedti mepthersaseleatsd from €g—C,alkyl,
xfure of i sG—Craikaxyi @.—@eq@wma@.eudmm baledee. trifletiremetipd| nitros gminopr Ci-8C-alkanoyimino;
cdnmpounds obt Sh' Peu t‘ﬁ%"°b?°6&és%—8fa"%'l eqpiathey or a C—Crafkppqyl enp) ester thereof, or a sal

74 Patent Jf afffE E Gid
3 1 5t @b BrmA |, kherein Pi is PIcQCEaRyifoPEN-E02 alkyl)-2-
pfiepar ati on Ofor froiyl Nﬁlﬂé&aﬁﬁgﬁ tated (- the remaining pos:gl:s or substituted therein by ona'aorytwo
© [grr] - phenyl ca-beamy lgeaups, odr exyrompicambstyr orl Gs-Cabrobikeygraer &h if orenvl| & dhe@iwhich is
- PE- CO- CH CQ\||-|.sqnhtltuted by one or(twp iggntieabjon dﬂera@émgm@grs éelgct?g,é %ﬁ rAlkyl, C,—C,alkoxy, i
mi

3fpyrrol yl # a&r E[é B?ﬂ" ‘ﬁlf(é%% l gﬂ ;lg;?%f‘ﬁ!t B% o5t kyTC-3!
P§-< - C7- al—kﬁ’ a:oinﬁo E(l%[gé Sdid 1 reﬁ)rrn&ﬁl f\&&ﬁ pli®2- léFl§x Foly'F&dbEﬁi&tS@ijﬁeh
sgbstituted b){aoﬁﬁlﬁ by, 1-Bfafk@ dr R-m-l-@,ﬁl 1,Qhd dhé‘uf)ﬁrtutétﬁiﬁtth{ rembihing B lpyditiaps otipdstituted

agd/ or a. car baheydin prone srthree fenticdi or diffdcan —f kypgromsdarﬁﬁh G@hmvém Sungbsitytedior

i 4 unsubst i2f utswﬂtweds‘vb@telt?l}hféﬂ iqepticaher gife ro _Cralkoxy,
sgbsti - tuent € ,‘a%a;‘% ogy,thﬁlggﬁ\r cﬁlﬁarﬂeﬂ@i ngiolgyﬁmmf rata —grﬁlo enol etLéﬁhereof ora
[drr]-al kyl t hi'd} Y o ackortiR08 Riaird T bifthe GuneraBrbimibat Ni tro ani no or

[ 4r r] - aLkanoyl am no; of t hese conpounds in their enol form enol
C%-C7-alkyloet hers or enql [ rr -aI kanoyL ester reof or salts thereof

& h bases, characterised2 o] Rg he for :

| 9-GH -SSR _ ()l ae
P_;COCI—_lZ-'CI\_I_and 'OC=N- Ph -are\w'ﬁj ecte ]o an addrtNon reaction, or b)
cgnpounds of the formul ae PL- O CH COX @\ and H NH ‘wherein X denotes

Cy- Cr- aLko>9y, Cl Cr- aLkanoyI o% or hal ogen are subj ected to a condensatlon

rgaction, ounds of the forrrul ae PL-
crein 'y dengh g L“"s @ﬁ%@, °%a‘§f %Z‘% aﬁ‘és““’”"e"

sybjected to &°C @Jnligﬁ: él 9|1 ﬁllerf @lul%ﬂ% n |béi£h ih BibiES whérBin R, is alkyl of not

_h dr 0Ly5ed,4oormdi than 4 carBorC A6 BBéh IR, briter,fli©kydirdgan; and eacBf R, atld F{sﬁs’uv]irogm, alkyl or
i goneri-sed by almmnmfnoaatsatnmwgorbam eaanﬂqorcp,thldesrtnwrorwﬂrfvésm Lt 2P

oft the. f | | 6.Acompeund accerdin i 1 W a is methyl; each
. ano .'or IO:: m(;lle;f Peil:'g X é(%ﬁ‘!&@ gﬁ%ﬁﬁ@?gnh% is hyd gelii;},‘iltf 'ﬁg nhoxyr‘r\?mro, ch oﬁd ortrlfluoro-
S M methy! orasalt ere a base.

4 - 7.1- Methyl-B—oxo-o—phenyIcarbamoyl-2-pyrroleprop|on|tnle, or a salt thereof with a base :
8. 1-Methyl-B-oxo-a-{p-fluorophenyicarbamoyl)-2-pyrrolepropionitrile, or a sait thereof with a base
- 9. A compound according to claim 1 having antiinflammatory and antiarthritic activity.
10. A compound. according to claim 3 having antiinflammatory and antiarthritic activity. _
- 11. A pharmaceutical composition containing a compound as; c!almed in any one of clalms 1,20r 9 or-
50 a therapeutlcally acceptable salt thereof.
: . 12. A pharmaceutical composition containing a compound as clalmed in any one of clalms 3 to8 or 10
or a therapeutically acceptable sait thereof. : o
"13.Use of a compound as claimed in any one of clalms 1,2 or8for the preparatlon of a pharmaceutlcal' o
. composition.. _
- 85 . 14.Use of a compound as claimed in any ‘one of clalms 3 to 8 or 10 for the preparatlon of a .
" pharmaceutical composition. o
" 18.Use of a compound as clalmed ln any one of clalms 1 2 or 9ina therapeutlc method of treatmg the -
g human or animal body. o
.. T . -7 - 18, Use of a compound as cianmed in- anv one of clanms 3to8or10ina therapeutlc method oftreatmg
" .60 . the human or animal body. oo o
. " . 17. A process for the preparatlon ‘of a substltuted B-oxo-c-phenylcarbamoylpyrrolepropuomtnle as -
defined in claim 1, which comprises . .
a) addmg compounds of formulae

_. PI—CO—CH2—0N+OC—N—Ph L




Rnol is converted into an enol Cl1-C7-al kyl ether or enol Cl Cr- al kanoyl T

:ester, and/or, if desired, a resul ting enol is:convert th a
base or & resulting enol salt is converted into the frlmml nlI"mI Iiml‘lm
,anot her:qsalt with a base, and/or, if desi k %j.fsu ing em xt ure ®f 1 so-
Shers isieparated into-the individual iso Process according
Lo claiml, char aél eonilensidg cemnduads of ke forgabe i on a) is carried out in the
tpresence of a base or at an el evated ter;'ﬁ o Process . - 3
_accordr ng to cl arml characterrsed i-n that t & reacti on b) is carrred out .
@at an el evated te ature . Pr ocess aaxording to claim1l1, -

gharacteri sed |?5Lerem ctr on c& S carried out in the presence of an

al kali metal alkod ‘Qﬁd ‘ e rﬁ'ﬁ::"yﬁ"&ﬁ'@%"é‘ Yccording to claim i,
¢haracterrsed in t at t e reactron IS carried out in the presence: of a

strong i norgami c or organic base. 6. P—YalongsEoRRcPrding to claim 1,

;eharacterr sed in that, in a resultr ng corrpound containing a nitro group as

§8 2 substi- tuent in the radi cal Ph, this group®™s reduced to.the am no

gr oup. 7. W’Pf‘#}t‘é§§1a§@ttpmc 6§°’Wb hgjogarhofiyl oF avianw arili Hyorofysing tha IrésQitant Riihes s}

& 1n that, in asresﬂ\ 'BITRIZIES FPRRPHEES B HedPidg t he amino group as a

___substrtuent in the radical Ph, this group_is acy- |lated to give a

:: C1- C7- al kanoyl am no gr'oup 8. . Brof&Ss Gcc g to one of clains 1

g L0 7, charac- terised in that conpounds af th yforfula | illustrated in
::: mi V\her%n Pl denotes 1-[err]-alkyl ~Qr -Cl-Cr-al kyl)- 2-pyrrolyl

- (C1-Cr-atkyl or Ph-[err]alkyl)-3-pyrroyl®y” 76 -36- which in the

8 .remai ni ng positions is unsubstituted or substr- tuted by one or ‘two -

'Cl%? al kyl - gr ovihs sypngbaseanidokgesirel copearig-aGisultaht ednkouiyd ¢ fadmipla | iddGndther compound of

rgpr esenlt S phe dg’ Iﬁé?%i °V'§Iagdlwflf ugesired, ‘EPP@G"UB %vl!ggggq:! Gﬂ‘dg:g :lcgn‘igéﬂik\llt en:lae;l;:; or a
B: dentical or di » Ora

B'C1- C7- al koxy, ﬁ{fﬁﬁ nq,ﬁ%%f:ém :?: CF;EJS%%W, htarékfk%:f 4y dnE‘teﬁw . re ‘i"f’?goa mixture .

gianino and [err] ahkmwpamdrmta.reaehccbawg]madelﬁ)dcesatohas.s\ ¥r enol err]

8iC7-al kanoyl esters thereof or salts thereof with bases are prepared. 9.
!_ﬁrocess acco‘?dr ng to cLaim| for the preparation of new substitut ed
Bif-err]-oxo-- [errd,,,ngt@p% [hPl epropionit- riles of the formula I

Qi lustrated in claiml, wherern Pl denotes a 2-pyrrolyl or 3-pyrrolyl

¥iiadi cal which is Blﬂim’bcess fouthe gireparatidneof ismﬂluteu(BFbxb-yl pﬁ‘ényGZrbithdﬂ}}ﬂyrrelépropromtnle of the
’:_h [err]-al k3l oatmi! farmulethe remai ni ng three positions, is unsubstituted or
;;Fubstrtut ed by one to three identical or dlI 'er'ent Cl- C7- al kyl groups; and

Ph™ denot es phenyl which is unsubstrtup,_Q: ted by one to.three (l).'

§_dent| cal - or drfferent substi- tuents beI ongi ng to the group [err]-alkyl,

ti’,err] al-koxye %il 'R tqiirijvfﬂqyﬁrs@bsymtedhaltbgerppsntiqrn by Wo+OamyihyH Ph-0L0; 40! and

, iam no; enol [er Tﬂ'g)ﬁ r}ps ) :g‘oﬁ%@ﬂsmgvs %’eﬂ“f-’ém{twge'?‘ byj ong tdotheseddentical or different
!char acterised uhsub teda r substitut tm% tﬂcg rﬁ_'j'F él |srpﬂe§ tedieh is -

ffer 1+—Cralkyl,
3N c)ai m - ar e Csubpiead ] —t&ll@&r@d%r&*y?ﬁhkf ﬂQﬁﬂu‘anm eﬁf , " '
fime o o e e A ke &ﬁéﬁ%ﬁagf’éﬁ

. condensatr on r Eas]gj‘f‘ % Ppasg, which procggsgomprings mat erial s of the formul ae _
@i ndi cated in clai 15']"88“@8“‘{'?? a condensat.ion reaction and the
g:resulting inines are hydrol ysed, "or B co—cH,CORYENS ARf the fornula .
g indicated imoclaim1 are isonerised by neans of a strong base, - and, if .
§.desired, a resul t‘?’ﬁg‘deﬂﬁmdnmowﬂwﬁeefomm al. |s converted into another.
Acorrpound of ‘the invention, “and/or, if dﬁitb—g okesul ting enol is
converted-into.an enol [err] al kyI ether, and/or, if desired,.a resultrng -
Qrenol is con\terte% to a sal t vmth ‘a base or cN resultrng enoI salt is.

Biconverted | nto g another salt with a base
_iand/ or, if desir conée,,;m—gc;f,',':,°::;nds7 fg:"?fég’ﬁ’( ?’rqﬁg'gﬁ‘? ‘R ure of isoners is

{iSepar at edinto the indi- I.soners, . - Process accordi. ng to cl ar m
49! .characteg sed in: that the reactr onBt—ar)a,ndb):t-l,—eOomnéhd) are carried out
at:cor- dance with claims 2, 3, 4 and 5;.respéctively. 11. - ' Process:

;‘accordr ng to-one of clainms 9 and 10, charac--ct'err sed in that, in a

e:.ﬁs uIt h i ng corrpwucretncyoﬂcmarngyaruahtrr&l&rwr &%yﬁo%H@ﬁJdréh}Lﬁﬁtmd HaanQrﬁ uhr’?\gé S.a'
"‘; |Sgr9§1p|s:-.
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~ch act eri sed .hmetﬁnasd.ansmgmu;e.semmuadwaammjrdjpng to the 1 nven

- whi‘th is unsubith
~ different menber g) ﬁﬂin@@fa&ﬂgh{a&ﬁhl efth -ﬁyd as ikdicatedlikain, 1, & C- al kyI t hi o,

. or.two ldentlc,,aikhg,g

ﬂ—-ho

wher€in R denotes [err]-al kyL, each of the synbols
hydr:ogeri‘or Cl-C7-al kyl and each of the synbol s R4 an
hydrogeﬁ\‘/[err] al kyl, [err]-al koxy, hyd 35{ ggpal ogen or tr|fI uor onet hyl ,

!,nts o

and 10 “charac- terised |n'that corrpounds of t he ge !E{‘

or salts thereof with bases, are prepared Process according to one

“of ‘glains 9 and #bisornsrizing camposndssi theifermulaat conpounds of the formula.ll = 3§

ilTlystrated in claim12 wherein [elé 2blgy! ppaving not more than 4
caron atons, each of -the synbols and R R3| reprlesents hy- drogen and each
of tihe synbal s R4 and R5 denotes hydr en, @ kylg or al koxy each of which
has jnot nore than 4 carbon atons, fl UOMN ny chlorine or trifluoronethyl,; or
sal tfs thereof with bases, are prepared. 4. Process according to one of

cl aijms 9 and 1 r. '

1 Sl A R g e
n r, II’ , C I'tl uhka I or a

hydrtogen net g%dultanmd;@ saltynto fﬂegngg gmpgor it brpthien saltoyithtarbagel mrﬁ;{eﬂyh resgjving | nixture

t herleof th gers gpial {pdivigupl isomers.p

Clai s 9 ang 1 LATEE %9 5P Ll T4 F AEPR TP PR PR beseorat

i
‘4- phenyl car bamoy@e pro r@'ﬂé 1A 1] Wiherdin BB Geas@intd islcB@e@ ot av\biévated amRrsdlrs

prepared. 16. 4, Ppmaaes sccaﬁmgltdcmg 1, @hasie tiaf reackion €8s &rried @utlid thechreseam@-of an alkali
teriised in thgvetd afkexidpdrhyaride] - oxo-[ err p- f |1 uor ophenyl car bano

1) -
" 2-pyrrol eprgpi onpth 'P‘?s%lﬂiﬂ“g‘&ﬂ%“'i'ﬁér QB‘]f'e'Wg'ieHe‘t‘iH%’b%’ is,fagrieg ouhia th ’eng:e of a strong

Progess for the" a"'° B R AP 0 Bai B G R Hial rEdltark QiriBtind FaihG Bnitro proup s substent

aCCOI‘ di ng t.o one7 prodess aveording 1 aBy oriedf gaime & s Whereig dtdTesuitevit témppund having theamino
phartmaceut | cal gr nm?‘éﬁwemi@he Ph radjoplg3sicgrodpyp a‘ch‘E?dE; & Bar&elkanaylegming group. '

phatmecout Bal o AL VR G AL BRI A
accarding to t Qr %@tlt@ttad 0995 +—¢,8lkyl groups, or by
progessed  t ogednb earbwvbifn a-cph-wm@wupmhs gyl P phériyl whlch i§substituted BVl one &r tib RiefitRal

for jt he Cont r arditfag n@tumtes: selsﬁemnm—cwml. CC,8lkoxBe-SEzakyithio, ifydepxy, hplogen trifjugro-

e df 1. A SHbspHRY .13 o ekt B ) St Sl o
c r&u%ﬂ'

. Of @
the gener al fO ﬂ:%cr ' % aparation of a novel substituted 8-oxo-a-phenyicarbamoyi-
(1} wherein derrbep piotrilef P Fdry ) o .u&na 1, Wherdie Piis PAB3-pyriofy Sibstituted in the
[ert]al kyl or Tosities by GHCydikyl @rpt- Q,ms,lalaﬁlanwuhsdstltwted ingherremzining 8 gosdiopoer sibsginged
or substi thsedhefHePemte regjifienticg! ar Hifferentj Corefatel kgl groups: and Fif impheny! which EL:N&{ jtuted or

gr odps and/ or %@m s 5%bh.ﬁlo ;ﬁ‘i:fj' g%rdgar%b?y m«%ﬂr:lslgobl %?%@%&' énot ether eré?)lflf%,:ya' .

eé | dént

hydf oxy, - hadoogen b) ¢onddnsing stertipd pterialspfitheformaulaerss inslicated irCTamRagroy | aimi no; this

. _conpound in i ts émndmarmtaran@ateéa'wFheéwmulaeeﬁeecas?d ig claim. tﬁewa?fe‘yw@heresultam o

eUr ‘ther eof d) i oﬁ%s o eh‘or@nu da B I‘If esired
claim1 of t hecom)rnmg aae mtaﬂféoﬁ formna%afzﬁrﬁé'ef mﬁmm EI.T Ci% Aﬁipoa%kmﬁ %Esured -
or -3-pyrr onyIcomﬁurmig alrsull:ms&mbﬂﬁtb'e ct-etdalkyneﬁohahdrma!bnifngurqm)ednwm rédultantenolintoa
substituted tresitudth e-@nereewltavmo' selr mqoawsﬁeegq* e-upts anasher pajt vithe beeermlf@pswed -
C, - C7car bal kox'§s "Tyﬁe fés '35 ’?h "%‘s‘? substituted by o _
?s accor I im 9, wher m r onsa emip cﬁ ﬁre carried ou naccordance_

&rs Qer
[er r]al koxyse [ernj. ,Aéﬂr&’dﬁkidﬁttﬁdm drtmylammdragamo tvheré.huarrefmtam&mpdnha ﬁﬂmgamm'

-~ anmino and [er rqrwmrsel;eltlamtnmthe@h rgglichlesaid grblpyi reginesd tethh @minggrasp.

-'sugﬁpltuted therein by one t JATEE ] e o~

e R L

AT T IR TIE R iy e o

[err], al kanoy! _ eibiA Reae W@BP"“%‘?‘“& 908 ¢igim IR TiRHPrRPISITomPissSRISPagng gpompound
conpound accor?flt?'nggef'ga P of the formla 1, ‘wherein Pl is 2- or =~ |

3-pyrrol yl §5ubst|tuted|nth p05|t|on by C, -.
Ph-ferr] C/al kyl-, and un 'tt}--ed*al n the renai
A

 kyl or - _
s RpOSltlo $or -

ferent Perr]al kyl -
gbstltuted ‘by one to -

gr - and Ph is phenyl whi ch| i s-unsub hltut ed or-

- thriee |dent;cal or different. ‘gnbers selected from ] %r]alkyl, [erral koxy,_

[erif] al kyl thio, hydroxy hal ogen, trifluoromethyl, nitro or ‘amno;. or a
C - al kyl en h (s § h'é:v%l’ eacbuof&aseﬁat'smewemrqfrﬁma Ingdgach oﬁ&aAdBoann

‘aCC]OI’dI ng to ¢ a'1§ﬁ‘ I§ ssacc r)%ng{?rﬁ e:‘zlla@m or Cla ";‘4_1‘3:0'{‘ PY' Of@thﬁeﬁ?I aa in aco pound. |
', laim 1

I kyl ;- e?sChonicrm it bs indh h%vh A4l lefn cﬁa@lﬂt A rbo 2andR,
Irl and [err]is hydrogen,  [err],alkyl, ferr ‘al koxy, hydroxy, halogen or.

) Iuororrethyl -or -a $al t- thereof wi-th i ﬁ 5. A conpound ‘according to. . .
Lm:1"of ~the formJIa 11 as |nd| cated.in c a|m4 wher ei'n [err]is alkyl- of o

'.'..3no__t “more than 4.car bon at oms; “each. of[err] and [err]ls hydrogen and each.

efr]-and . [err] .i-s hydr ogen al kyl “or:.al koxy -of :not..rrofe than-4 car bon_

'at#oms each fluoro"chl oro or trlfluororrethyl or a salt thereof W|th fa-

o o o Y b1 a o a A T 1



At et - e

acceptabl.e salt thereof. 12. A phar maqgyjs€ag 7corrposr tibn 'cortt ai*ni g a-

10. A corrpound accordr ng to claim3 having antiinfl arrmatory and
antiarthritic activi ty. 11. A pharnmceutical conpos
conpound as claimed in any one of claims 1, 2:or 9, mmummmummual ly

corrpound‘aré clained in any one of clains to 8 or 10, or a therapeutrcally

~accept abl e sighydreges; anskeach of R.\33¢ Roip hadr her aé!@xxctfatomarertt*ﬁna@rpfrhqnetoors each,

T A TR B A N g TN RO PEPEROS S T M S WGBS SRR G0 017 © 8 oo e s

with a steeng base and, i 2de r gd., 3‘90%1{400}@! =

claims 1, 2 fB‘P' °tf"8ff’°fm§'“ Y' i@ 't Hﬁ osition

(e of & cormatd A T s e NG AR R e
preparati en Rfand RPRXydBGER IntBRA| mEAERY Ofiokd, Gﬂoro$5trrflhlﬁ'&n6tftyl,aor‘5@mw§5# vaith a base. .
cl ai med i n any 1&eprodesscdcearding to, eitBerglain®9 orreiaim i evhixp etwkess cmrhad:r@hnmg‘enemwg!

t he human oro@r RP&PV"BER? °V' V" @’%?"'%!'ec?f urmrea wighabased i n an
o SRR A

clains 3 to g (:1. tt i or mﬁ@fdﬂt"@s
body. 17. A pl‘ Qﬁeﬁsp Qhep arﬁia&'d on, which process comprises
[ err] oxo- a- ptoaibiiregach mmyuldpmhé.o eapdsrapmmngubrahponasmheﬁs ™0 d withia gHadrhatedticalwBiries)

conpri ses al ad8&i Agprecesspipnritis prepardtinnnef| a@hﬂm@lcacwnmtm.m Placess cq@prise€
L M S * %‘W“%ﬁ)?ﬂ?&‘?ﬁ"%@f ‘E%Wp%?fd%“ﬂ'f""ﬂ R anvovhef aimeiSteds with eeRarmacaiten!
R-NH Ph, ywheP€1¥ X i's C, -C al koxy, C,-Cal kanoyl oxy or hal ogen, or c}
condenS| ng cornpounds of formulae PI-Y and CH2- CONH-Ph CN wherein Y is .
-[err]al kongemi-bow;slpouﬁa-# @aumwmﬂamrbﬁzgaﬁmcamtmw(ﬂﬁ@ﬁyyl ng the resultant
nds of the fornula Pj- -CON-Ph, N with a

i d
's[” ong bage. and: SRFOtEAREEeVER OB PHEP S RSES A= 547D Gt T S4BeIRll o |

I nto anot Eer corrpound of the i nvention. agg/or, if desired.. converting a =
resultant .enol into a [err],alkyl enol ether or a [err]-Cal kanoyl enol
estér, and/or, if desired, converti rPg—@D-r@s-uC@wrh-t-Ptenol into a salt with an,
base, or 9 1 &S N enol _salt in t3 ree e

hase” oty SR A R S !

t he i ndivi duakgrosmrawee &_@.&mmmﬁm i graGeQambotbulcarbb ARoY A TESS,;

- of cl ai m.17. et€h geipréseriteie gtonpe (BEmile Mo ubsIuSLGDEtantAn _gralzs:qstlmaimts?‘d‘éntreuas)?u drfférAnts_
y! roxy es halogénes, les groupes

Fern oo il ﬁﬁ?‘gmm;éﬁm;;r A T e T

process for ¢ 'P%tEWBPPscﬁ"‘V& ap aljvitijo en C,

Pl - CO- CH Composes selon la rev. 1, de formule |, dans laquelie Pl re reé n)e

ach of

3-pyrrolyl sabswletantoedcn-n-du Bpvkropylsrioh subati 0§ ddns teCaut ekydisttibhs ﬂkuﬁtm@ﬁ r ks ry’]:u deux -'

and unsubst i grqured allqnletehecﬂ-ﬁfrmnmu e rarboxyi ongarmalcgmgt Ct—uty,etth teh@swmlelgyoupe

one to thr’éep‘l"d\ﬂﬁt“r'&a?b éf’ér\'t‘ @, de&’? _tfgi‘f s Shfisic TRIBblep
o oo b R e S e mf‘iﬁf& R
substi tuted yrs@aa-sma,tobﬁdaesé oldu | nmbers se ect—d: fj

C, -C, al kyl . [ erd Lerhpazis/seldnala rre}vah Kdel foimude, | dayrd raqe(qne Ph&bmmre uri grmidemaporsa:tyhyrl,re

hal ogen, or c) %mgﬁﬁﬁ@“&’ﬁbdﬂmdﬁ5fadP'mH‘°aQ?"ffé'Pr"] wherein Yis .
[err] - Cal koxycar bonyl, hal ocar bonyt or cyano and hydrol ysr ng the resul t ant -
imnes, or. 41 d) -isonegi zi ng donpounds of the 1g | I

slil t aént - conpddnd of
formula | into another corrpountf of t he |hvent|on and/or, if desired,
converting aresultant enol |nho a [err]%t‘tI kyl .enol etRger or a C, -C, aI kanoyl

i ‘enol ester, and/or, if desired, 'converting a resultant enol into a salt -
# with a bage, dap ra;uarrasml reaaatenendt gfoabd aikyld @n tchec] RRueRed syirboies ;RO o RY tdpPdsente -
: salt with a Hedwgénarmd/uprgroupé alliye e 86-C, rEshatuni dag syanbviex Ril BtcRs Odpréseraertmairogéne, un

§ obtained i nt@f°‘;¥%"ﬁyhdr'§rd@ra?'°qx§ewﬁrscv- hydroxy, 4p balegege ecmrarmgﬂftueromemvmwleurs _

wherein the

L on- Y 2] -] e ars e résente
ey ts@megra&déra&y erbi? e&d.c%ﬁ' Mlhepd a{rg! hﬁﬁ?ifgfrﬁ%&?iw azﬂ? PE}Equ g B, représent

SrBoraGE te I'hydro-

reaction b)- gene@annarceddaws,maaleeheatatsesbrése:rtpemidgeoa ué. gro%ppameas aa&&wodien@t . "

nitro, arrwmosvétigﬂ'@ %%?‘gtr'og% ?te@m!]rn;?ealkmeé;tt?gﬁqus a{g ar];_gg-qvteazeﬁmstltﬂwahfsleazr?: -
C, -Cal kyl enf E i o A e,

ther eof wi t he il .éé‘%%%“ﬁe,mtaxé’%ﬁ’cafg hilGen .1 ,,u.oé‘iis““ e‘;“ha.'ogéi’;?
fqrnul ae Pl- %&ﬁth i) ol QMIHO/ISUrS Gthars BXAIHESs noé—tche'é &gwteaue sels de
PI CH @)Xba@N and R— NH Ph, wherein X is C, -C, al koxy; C, -C-al kanoyl oxy or

to claiml1, sheeyncd Wm%elerc@!ameraomao)ﬂuns ledigion ieeblovuw up prwhetnthmmee of leary sels

alkal i metal “SFRE| de. alon
wherei n the Fe@GE) gp
i-norgani ¢ or organic base. 6. pr ocess acco |ng to claimit, whér el

i resuf tant corrpound having a nrtro group a;osubstrtuent i n: the Ph radr cal
e,'_sal d group |s reduced to the ani-no. group LA . Lt

b et R G tzara:'.t:,t:f;:;;ﬁ: s




i _ . L
7. A process according to any one of clains 1 to 6. wh ultant
conmpound having the ami no group as substituent in tnnlﬁj’r U‘&!H@J m
group is agylated to a [err]alkanoyl am no group. - 8 ing to
-any -one of claims 1 to 7. which procesg goyrpapes preparr ng a corrpound of

the formwa I ‘as indicated in claimi, erein Pl is- & "3,;‘
errlal opg PN o1 e o

Ph-[err]al kyI vg%oséne ursarpyAemstyle, MEHRR. 'FE%H%?J%‘E?PHH%’B“H"

positions or - &hibh b&h o kidk e 9 SdiSd BakesDY ONE
car boxy or C-C g:tj Lmﬁﬁggfi%@ﬂghﬁﬁﬂ}ghﬁﬁﬁ&rﬁ@flﬁ%&bm\:ﬁhﬁﬁ% dt Sis sels de bases.
subs‘t i tuteds by cmeomﬁosésmamderam--maémmatmdndtfalaramrlthmnwe'r kb rewl.ected from

[err]-al kyl , [er1|0 %nnrm aa@“’“@:a’m"k Qb"e eh 'q"h
met Ryl . nit ro, onv?; ar c IIE %ngy?es rev{ s 9 ssels etant

enol’~ et h ror

al kanoyl .enol’ %%er:i&ux pharﬁ’i‘éceﬁth% éon con& s @e!d?ﬁ%ﬁe de8 revA3 PBGERSKs sels
accdrding. ;& Glami uMglerhéht cdull QuiltbRPemhéht bau I Gﬁagﬁph‘tﬁwabutmubst i tuted

[ er r]] - oxo- a- phemngl Uﬁlrshﬁmmplcomwrésr sﬂ!qapes)lpv dinRtet P pounia prérperarl@r MOG‘PPS'%@S pharma-
i ndijcat.ed i-n e¢ulinyps.] subs

1-pgsi ti on by A i ls?tlei)lde 8?m'pﬁ°s(fel%bfﬁs er 3 ggr‘%w %%lloas?re‘farat ighyd q’f”ﬁgnéng%harma

di ff-erent [ er i} adrfarisngrramamouanichaPh i s phenyl which is unsubstituted or
substi t ut ed by oWeLQscpommseed%denﬁra@a#t 1B rpodt *fl#'tﬁaé'm dmmerose@evperc'ﬁérammeamhefa

[erri] al kyl [ er P4 torg 'I'? frmethyd ,
._t rifil uor om; h%kﬂf aﬁn éd 1 rse LQes beLta xo] a‘f% preng P%{}h%ﬁrro{o ro |on| nle C.;:Igbsgtues
isal t hereo oAt . carhaé‘s%&afs.emyl ses a) addi ng. startr ng. ‘

mat eri al s of the fornmul ae as | ndicated in claiml, or b) condensing

stariting materials of the formul ae BsCPmAHciNS QGTNCIPRi m 1, or c) .

~ condensi ng ;tél“tb%efm material §°w§,fosgsr&§ eyl ae as indicated inclaiml and:
hydriol ysi ng” t'he IS PSR S nes or I soneri zi ng conpounds of the formula
as ijndicated in claiml with a streog—orscosrtHi—NA—Bmsi red, converting a
resul tant compound of formula | into arlot her conpound of the inventi on,
and/jor,. if desired, converting a resul 8t enol into a[err]al kyl enol
ethdr, andPdr qahdlesd@eies 2 hordssHa/ai drouns aidoxy es o,r-uamcamm mee-Caower halagindaoybien

basg, or a resul t)antcosiende dsatdmplosﬁsoefdﬂeul?# ee enoI into another salt with
a bgse, and/or;: if desired, resolvi n %ﬁ—& I,lsorrers obtained into
t he |i'ndi vi dual isomers. 10. .A pr oces ng to claim9, wherein the

readtions &, b), c) and d) are carri ed ou;tN i n accordance with any one of

10, wherer n- Hﬂa lmmeso ’ﬁ'g"a ni'tro group 4s substituent in
“the iPh radical™ §)§jecf°s Q,eqlortnmet he amino group. 12. A process
accqrdi'ng o elther cl al m 9 or claim10, which process conprises preparing .
‘a cqnpound’ of the general formul a pi-phess Acparrd4Pis C - Cal kyl ;' each. of R2

andiferr] ‘i's hydr ogen or C, - Cal kyl ; an{j each of R4 and Rs is hydrogen -

[eir] al kyl, [err]-Cal koxy, hydroxy,. oge?lﬂ or tr|fI uoronet hyl ; or a salt
: thereof vmt4h .a base. 13. A process acc ng to either claim9 or claim10,

h process conprises preparing-a conpound of fornula Il as indicated in.

i ni ng--3s oSl ﬂi @Q%rﬁ’ﬁos&@&@b i gl pB@@’GtﬁisﬁrohMarﬁﬁlﬁ plodede Iﬁﬁlﬁﬂh tl'ad@ﬁédt thdtapéltique
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