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conditions. The product nmay be isolated as the free base or an
acid-addition salt thereof by 15 sui tabl e adj ustnent of the pH.
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with aqu sodi um hydroxi de. 1,581,096 e 20 The y - 2
chl or obut Ya=opherene—ethytene—acetat fua_-tu epared by T eact] )
chl orobutyrophenon&‘himetabmmtl 7 P}gf ¥ 'ﬁ.ﬁs éﬂfég%oéﬁgél c acid ag.
a catalyst. The eﬂ@&é?tr Md'P "(;‘az%eo § yien _gm aﬂﬂsaﬁ‘rcan s vent.: a i

a water trap couft e e R Ol 1007 cs,yméfaabtyﬁﬁaaonwhmrm e isg |
refl uxed unsl I Q%gg‘mldmd b25ne to tlmmhmts g];:'r Jéorc ite err I owed by _
neutral i.zati on’ csﬁlvtrh@y ea ﬁae of N -
accordance W th- t.lhe%l} k Fq% d@gﬁ) duﬁdlm{irefmnedcan be
prepared by reacth fg aﬂ dbﬂm:{rmfaublapoun efrfp mulegs hydrolyged;j ng .3 ci s

ether (e.g. . di et‘ﬁ ﬂ“&gt%?g.l‘l‘ze m@ @éfy;amy nélitiet hyl ~
ether) for. from ‘ﬂ' ©49 our hours atéprr] toéﬂg h The
preferred reacti on 'm‘eafhdmtmsbemihto@amfmmpbmﬂc dgigion st ¢ af Bt ang a

reaction tiuse Ofsuﬁammm%G - 1mlﬁy pbpeg'digg%&?{bpﬁ%gléts Plepdred BYHRMRIAZ UM € I ange B

of from[err] to thyt butyraphenonp) hylenmately
equi val ent armunflet:f) % cg rJ:ZGJ&c}IE?EmemSdedEM wﬂm ﬁU G@f)“ts FtEré ﬁ‘r
5'8%ound f

2- benzoyl pyri di- nmlloﬂddebyhydrdetlutr@um %EIP‘P
formula | i hydend therebpsificat s é St ,enﬁ’; qs ggyﬁedjsyhggdﬁﬁgchl-orl c '_
aci d, aqueous a ﬁf‘ﬂiﬂe th &ﬁyl gicel- asﬁmeousﬂ@ubsphhwm@a‘a [ neutral -
or baS| c (e.qg. Ngﬁ?mse ThE beacios isatki udmuﬂ@xhzmg bénzeneds b "°“ mm d‘r@ reéqu
pot assi um hydr oxcqimgedmﬂptqae‘gm wed%g PP e o

product may be |§‘1?1’“§E%r(j”aé°§ Pase”’or an acl, d addltlon salt thereof
by suitable adju np{cct,;hg.cpbdnhﬁhmvemtkm, thdcomp(ogndspftpmnmlemqn) €. 2.6 -
di et hyl pi peri di aeparsd by egaetingch ¢oypaend of th%&’é‘!‘t‘lﬁg one equi val ent of cis - 1
- (3 -. chloropropyl) - 2,6 - dinethylpi pe%xl dine 4 with two equivalents of
l'i thium over a si x-hour perlod in tetr Bof uran. After.. f||trat|on ‘the
remai ni'ng -sol uti-on. is. reacted direct y WNth benzophenone The cis - 1.- (3
- chloropropyl) - 2,6 - dimethyl pipéridi %—(F%z)pr‘épared by reacting thionyl
chloride with cis - 2,6 - dinethyl -\1_-/piperidinepropanol in 50

benzene at a.tenperature of from[err] t gerr] for dyhirty m nut es foll owed
by two 50 hours at reflux. The chlorinateé product is isolated as the -

hydr ochl.ori de by f il trati The dﬁu Hﬁgtmé‘ale'sol@ent such as an '30-".
ﬁ?&ﬁ tﬁz ben{% 1leti1y lﬁeD jraetiol ethed Hoan excess:

pi peri di nep pan e ’Eﬁ%ﬁ
of cis - 2,6 - dig ourﬁ)ltcpﬁﬁdnd'l-ﬂaﬂ itaursran"Gxt ﬁ) %fs b The vreieggw J9 CE‘E

conf i gur at ijon- vmtnlﬂer&cadwt(euzd)lyt %ﬂm? f9°h1°§° 3’33{ °‘§§5‘ has an 30

U_'-

eous

period of about tomdxtmnsreglplo}?hetf%ilb'éwf“ a e '%%oc to 35°

pi peridi nepr opandwe1§§?§%3)}t;"e h@fﬁ m a%tlhinlef}f @ﬂlalent a ounts of the lithium

1, 581, 096 3 -b zoylpyridine. - free bhase, of, for rrul a
derivative of structure IV and 2-ben YPY
| forns acid-addit] The aﬁdrmadlatmetaﬂwdp@/a qém ° fmﬁi,@@ °1y d, with
2@y
cfiydr

eou
any of variety ofunderse Eu WnON salts
are forned yjth sﬁ!g“j °“ u éih%@ dixidns,; prefulabjhmqt@l 40
sul pham c, - trlc‘,(m gﬁp orlc acetic, citric, tart I‘Iﬁ Et%llerru?yoxallc
benzoic,.5 mal %}:epé?odad:tmntgybf la@‘ff@asthﬂ fcﬂg@pﬁe@r aqﬁ%md lélp g
di sul phonl c, rret hewiteble, o o Ipipetidinie is preparéed. by L
b ] hlopropyl) - 2,6 .- dimethylpipetidinie is p . ..
45 reacting onz equlva(lent of cis - 1 = (3 - chloropropyl) - 2,6 - dimethylpiperidine 45:

After
equivalents of. lithium over a six-hour period’in tetrahydrofuran
'gllﬂjattlg:, .tge femaining solution is reacted directly with benzophenone: g b
. 'The cis -1 - (3 - chloropropyl) 2,6 - -dimethylpiperidine is. prepare I y
reactmg thionyl chloride :with cis - 2,6. - :dimethyl - 1’ --plpendmfprogaglot ng s -
‘benzeiie at a temperature of from 0°C. to 5°C for thirty minutes fol ow? g v; .
hours at reflux. The chlormated product is isolated as the hydroch oridé y
filtration. - tm ;.
: The cis - 2 6 - dimethyl - 1 - plperldmepropanol is prepared by reacting _
: bromopropanol with an excess of cis - 2,6 - dtmethyl - plpendme in hrelfluxlln;f 55 |
55 ‘xylene for a period. of about . two. hours. The cts - 26 - dtmet yl= 5

plpendmepropanol is separated by distillation.

- 50



[err] - toluenesul phonic, and panoic acids. The free bases and their salt
fornms are interconvertible by adjustnment of the pH They differ in
solubility properties but are otherw se equival ent for the purposes of the
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4 day, and such dosage units are enployed that a total of from7 ng. to 700
ng. of active ingredient for a subject of about 70 kg. body weight are
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Al t hough the am)u % Iaaaélﬂadtolwntdrhapawveat P'EYI e may:
vary from0.10%t “3}_ o¥¥idng Niycol, 'rand ﬂxem@béﬂlﬁ } 2 § 1
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or they may b® enclREEHPd fipss Gafersy aidapher\w pﬁfj
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exci pi ent such as dical cium phosphate; a disintegrating agent such as corn
starch, potato starch, alginic acid and the |like; a |ubricant such as

magnesi um stearate; and a sweeteni ng_agent such as sucrose lactose or

saccharin may be added or a flavoring agent such as peppermint, oil of

W nt ergreen, .or cherry flavoring. Wen 60 the dosage unit forfmps a
capsule, 4t nay contain in addition to nmaterials of the 60 abov ‘9 e a
liquid carrier such as a fatty oil. Various other materials may b resent

as cogtr ngs or to ot her wi se rmdrfysglr@% physi cal form of the dosage unit,

for FTSTante - stif TS O X ca )] es ma) D% C aS[ea'ﬁ\gdln ShelTac, sugar,
or bot h. ALEUAB eez?taiﬁﬁ%’tm%ﬁtt ﬁfb a&r'iﬁ oo e sucrose as a
=gweet eni ngenmgeaed., par ab ens as preservatrves a dye
- and a flavoriThg umedtpnas 1ll§tteartqdyby t@é followmg Examples

1, 5815096 : - :5or orange flavor. O course,
any material 4seged Rede sotition Quitith bn Ho QL R0 S 00NA P
phar rraceutstmﬁx zmﬁreofaaf wﬁ'g aantueaf txremt.@amrder mng waliloant s enpl oyed.
The I nvent sohntuon of 43/g. 0B ¢ lrbmoipyipidint ines50fnall dfoetrahgdrbbaeanyid sided diiowly

b 1 - while mamtammg the temperature below —65°C. After stirring 13>r Ape b ? 180 M. of a

SMSG! ut B s Jﬁo‘ﬂ%\pfr%a&aﬁ Sﬁﬁquaerwgtlho ring'%o 200 n.

of t et r ahygin umrsmr&m—anb LB, Fd? ofd 4dditid erhermtnﬁgﬁﬂrr ile a solution
of 43 g. o#ndzallowetdrtgrwepmefICn@er mpemdmf 2 hmer.ttlwtma dtlwdéla@alh of s added slowy
- lS e H
whi | ‘?5 ma" n{% oratec at re ﬁ)lrlgsséulre 0. gut g%ud 1t1 vngug véﬂngFThe regﬁpq ng fl%r one.
hour, oured intg1 X IlJ 6? cold dil FrHé Ip ﬂltm f 65°g. of cis
-V - 2 Gprecipitate 0f(+,10 math[)zl-m ﬁerdirﬁhthW)-butpjﬂeﬂpiﬂﬂmml]I-m 0O m. of
tetr ahydr mdn 2o yridin mwdrt]lrmﬂtret@nawashsd With sdteaand 65 to -[err]

f or ege a §
[err ?Goverm@ lmr_u rﬁcrghﬁ ﬁaf

to rmto
%“t’$§%‘£§g lﬁhgbﬁénle 9‘9@% wat \éﬂi’ The
- super-nat ant amno,hfd blpnd@awswma@dbidlsmVMB&le nladrqmsfradlwe solid and 15

. evaporat edli'g%z['o en.c orl 9égro o Lﬁmlfﬁ‘tl 91 he LF(T tr us vol ume. The
residgyge QY ﬁm BiD Tfn a ‘5? R STt it °é 2 %°§8d| umﬂydroxr de.
The- resultlng precr pitate of (+ -) cis -a - [3 - (2 6 - di nethyl 1 -

pi peridinyl)propyl] - a - phemlmeﬂneﬁlmspyrl di nenet hanot ~“i's renoved by

filtration, vshed vi26h Rimethylpipsdding)betrophenpne 70- 71C. after crystalli zation

from petro ;Enétlh of 619 of p chlorobut!rbplteh@ep?t tacqt% PReg et al | i zed from
ethylpi id d X
aqueay mﬁ ﬁma jad ol and eged rf:d The,,

'_ .monohydroc réMfid Q'zss- a.aempeeara rdémsﬁ hé‘ﬁtt aceap shspus fi%e base in
2 - propaneith arhdofamlhhr Cratie \aat emhmgmumbmaf Tae 1&%mg)lethbn on of dry

_hydrogen c¥ PR Ht@s&mdﬁvﬂ%‘%‘? @ ml. Pq‘g %’ tbﬁﬂ hiss gt et her .and
filtrgti Onex 10 ashed e éLdam 5& cool

- 25 Internﬂdlradtﬂﬁenﬁ: raﬁiréovery.pen ffié-ho ﬂlﬂf&h&éhlﬁh@ﬁﬂdt ﬂwrophgnone A
mxture ofWIEhl aq@bu%sodnmh i, layer hiy/ bepamatedcEheal , 700 g. of

s - 20 rrrr%rr,, rg@ a“&tt:ﬁrm@tr@ ; 2? stivred anc

heate&d at d’n e The il dat Quddll PiesSuft 0% ive G dilgted with 1
1. of an hy(d.rﬁomahﬂmperul tyintpdaenmle BA 1138)—l4aﬂ©.)(x)el wmns -

di met hyl pi peri.di ne hydr. ochl oride. The filter cake’is- vvashed with 1 1. of

et her and theb)fﬂ 1t?hla't°éutafﬁ§h%%ﬁ L‘“%]?ﬁ?i?‘ned Theﬁé‘r es%JI ting ether solution
i's washed f ’ﬁ‘l‘f& I? p tracted with a
ol o o SRR ma?grtfﬁtsﬁg TR e

~acid 35 . wulexbrrﬂcbf Itr&t redil tedeprosure tbrme 1eat ed to 70-80

and al owedll?rgbuwgbhem@& ethr @ avithenti § 16 hours. The
resul ting B ;‘gﬁtt n(The pB?fs‘F‘?‘F %ﬁﬁ'ﬁj?@gﬁ.ﬁﬁsﬁﬂl ik ﬁrafm de and the

organic |ayer’is separated The S | ayer is extracted with 500-m. of
. ethe oand the.e tract the 1s)r ni e The co??or ned
extract is; V\@ﬁl g{%é, F cﬁggd e¥a ?? sgﬁ‘;f.;%ﬁﬁ evapor at ed
The oily r@gr llhﬁxthﬁ at;lﬁf ﬂidmﬂ\'iurd’ oplre&ﬂﬁ'ﬂfoﬁlritﬂov@t ygeriods - Y -

(2,6 - di nethis lbqrt rcgrpbtetnmhe énnburpﬁs S1188dd .aimtm@r ?%O}rs mm b
¢moved manually and a solution o g
Chl Or%bUt yofn‘gs ﬁ!%enzoy pyridi ihe. ﬁﬁ & ?Eltetra%tydrofuran is added dropwise with stirring
over a period of 2 hours. The mxxture is stirred for 16 hours, then treated with 5 ml.
of water. The organic phase is decanted from the precipitated solid and evaporated

at reduced pressure to about one-fouith its previous volume. This solution is
60 . poured into 400 ml..of water, the solution is acidified with acetic acid and washed 60



A m xture of 500 g. of y - chlorobutyrophenone, 225 g. of ethylene glycol,

10 g. of p - toluenesul phonic acid and 1.5 1. of benzene is heated at

reflux under a water 45 separator until water collection ceases. The
resulTThg sorution is cooled, neutralized 45 with 10 m. of triethylamne
and evapor at ed<qt reduced pressure to give y - chl orobutyropheno’ne

ethylene a al), suitable for use without further purification.” (The

pure material/ Yoils at 100-[err]/0.1-0.8 mm and nelts at 57-59C. ). 50
Exanmple 2- 6 , 1,5811096 50Aso|ut|on of .18.9 g. &f

cis -. 1 (32chloropropyty— G—=——dTTTET nyl :
tetrahydrofuran | witheddier] THe ¢ @ﬁg lwpion; :S,? ﬁhé%{'%‘ﬁ% %gﬁg‘?r;egogdgstl rred »..,a
m xture of 1.4 . awf extfactef h\/\ﬂ‘%’% rac métmr Wcﬂdlmmmwﬂer a
period of 2 hour S"“’aﬂ?'i‘\‘gf}‘?%%e‘a& lﬁétﬁﬁﬂlaﬂn& cmpumbmhy«mm - 10REC. aftest j rr ed
anot her 4 hoyrs 55; stalhzanUﬁ\ﬂ’eﬁl dauéauo gethandlhe excess |ithi um net al renoved-
manual |y and a sol utlon of 18.3 g.- 551n? l_mgdmu,’penzoyl pyridine in 100 m. of -
tetrahydrofuran is -added dro WI se Wltf] krr yﬂy&hd@eperl od-of 2 -hours.

—'_U'

The mixture is stirraeis 'oP '°p¥ Gy £ b éerli’dmepﬂi‘pamtner The
organi c phase is d érﬁ ﬁm qﬁg §Cﬂfltﬁiogly’ndhbﬂéﬂpl§r dedd at
enze T l?
reduced presgure S5 in'u&s \mlxtu!s it/ then he Il ﬁl“é? fion'i's
60 pour ed l ntuam«;o&omu and)ﬂlluhﬂt‘elth L11e % W{jgﬁ%‘g@j‘ﬁ fudcoi’ &h acetic

dme
aci d and.washed 6@ - chlggopropyl) - 2,6 - dimethylpiperidine . BYAroety nol - etherlTEBl 096 -
ST 4°C after crystalhzatlon from 2 - propa
6wth ether. The #‘@iﬁ?ug" TG e oy Iamsding,the dmp mda jacgugin Iumt‘?af

hydr oxi de ancil5 ext r fivater, Rbblng: anil'haddieg heqllsfémx se \
dried and evaporat}@dromdsg\fthehb@mt base ’él‘ %E;‘f:po o'gw Itﬂ'E&'tfe]laWase- 1 -

pi peri di nyl ) propyl eﬂzelnb? tract e (monohydr.at e)

| OO [err] after 5%~ f’ﬁ P | on’ from@aqueodl% met hanol -

5 Intermediates a) -Ciw.cis -2.6- Dﬁnethy!:hllo'rmmf ‘}’F’a ridi

A stirred sobgtion ofa J;Jrlecgsomibnd' 460 g G?IS r g'?p;p g;;‘is‘"mgﬁe’?%%f &
pi peri di nepropanol xylene #Q@ated Wltb tﬁe?gfg ﬂﬂ‘g{r’oﬁ%a&% &&1 wed 1ty coalrwhilg 43 g.

of thionyl chlorid "‘F‘g“%ﬂ, lﬁb-m Hiltéred andatie filtrge £va0 égﬂagg efut es.
The mixture is thefolaR @sldlreegfnfﬁmedarre@cedmreﬁmrtesw%%r "SI " ut edys

with 1 1. of ,¢theri 'Bli\ﬁndnewbnanvlgbprlé‘c? PSP B cis - .1 (3 - chl oropropyl)
- 2,6 - dinethyl pi peridine hydrochl ori dqaxhlgplgql [ ected by filtration, mp.
173-[err] after crystallization § %{mﬁm ~of IRapX ﬁsmdrmulamxher . The free base is
prepared as needed by di SSOIVI ng t drochloride.in a. Al ni-mMilliggams

anount of water, cooli ng angderedl adlelieng a sI i ght. excess of -50% acﬁfé&&%s“?odl u%

15 hydr oxi de. 30The (ipsrat el -base |[r311‘ed(?a6el f‘?yf%ct ‘with several"

portions of benzene. Thew@xmem%?rgfﬁ{)r&%@?ge d“rl ed and evapoeal ed to give

the free base, cis - tarc p’(’@ ropy 2 6 = di met,hyl pi p&idine. b)’
cis - 2,6 - Dinethyl Mainesmﬂi wawll nepropanol . A-stirred
solution. of 460 g. of Cis - 2,6, Fiaéd togafer. 20 35
xyl ene is tre¥t ed Wi t H'hQ?lGl fer?t ait n?a R‘%{ gldf;%gaetiteggapﬂmemug@ﬂssw :
m nutes. The mxtur °“g‘m§ 3 ﬁeat at reflux for 2 hours, then

al l owed to cool whi estlrrlngfor 16 hours The m xture is filtered and
the filtrate evaporat éMHAtl' WEMU methie. | Eigduiiny1p - Gkl -leed at
reduced preSS e to h% 5 asm han yAdditiod Salts thered. 40
pi peri di nepro nol ; ,ﬁ Dimethyl - 1- mpendmyl)propyl] -@-  op

Exanple 3: P t (& slui eﬂh v higsiden) | ik
per Capsuic 50 (i %f?“%“’f Tord :o;f.m i malf?‘é{u%ny‘ gt
30 piperidi nyl )prop?"f"j““g2 am't pl)' v ‘Iv ciPyrl di nenet hano hydrochl oride |
200 Starch - - 80

Magnesi um st ear at e

"havmg acis. conﬁguratmn, hydrolyzmg the formed mtermedlate and lsolatmg the

base or as an acxd-addmon salt. -
_prodzxcka;gn:egei%r the production of a compound. of Clatm l whlch compnses

'reactmg a compound of the formula L



35 ctive ingredient, starch and rragnesr
bl ended toge mgr 35 The m xture is used to fill har m ﬂ " iE\EI
sui tabl e size a full weight of 285 mlligrans per AIM

IS - 1. (+')6' crs - a - [3 - (2,6 - Drrrgglrwg 1 - prperrdrnyl) - propgl]

- a- 40 p wt _etEer_ VAl gor mznnglanur anuf_ ;Lu, tTﬁl a*uurrr un bar Lb ttrereot.
.40 2. (+,-) - ! “6“EJ‘|’|‘{F{"H ‘e“" '] - a

- phenyl - 2 - extrac %}wn °“}?§/&T£lbg [9 d et ‘}ngd

production of a corrpcnha iyl Cl pyridindmedh Qﬂ]ﬁrp(mcﬁrebydma)cwmgw?C after

pyridyl l'ithidm w tqwsall@emdma@reoqsheethmhur a 45

[err] having a cis confi gurat ion, hydrgl Nt he formed internediate and

i solating the producta f&ﬁg I or26as d| tion salt. 4. A

process for the prodyciyaf §1ta ?ﬁé’a hd Dhg JTJ it iGRERbAE

reacting a conpoungo ami éﬁirw doled to ofC3° g of* thﬁ)nyllncrllﬂonde lé added

1, 581, 096 10 dropwxse over a period of 30 minutes. The mlxﬁrqlusttlkcneltem;l at Eflex %nqaeouslo

acid solution is HQusssooledand diluted u GHheF ke pepresipttpte b ¢srl ad with
et her. The ether tr;t%"‘%”””‘”g %ﬂt@ f“ﬁ ]ﬁfﬁﬁp%ﬁs}‘%&ﬁ © ls c°%°°t q&eto gi ve
(+,-) - cr S - a - ffes base(R pﬁeparedlamab H by disselvipg ferhydidahlb qlrrinayh:]mmum -

phenyl - 2 -Tbyr ?E%“%Em“%ﬁ? S ﬂéﬁﬁﬂﬁ%‘ﬁ?ﬁ&s&@iﬂ o on‘?ﬁﬂé‘%‘} 2

crystallization fr bined, dried vaporated t o b
5 Internmedi at es a)esCd 5- ¢3 dchio &opyr e"r“’quié‘ e;;.p o ocfl Vr'?eteh Te “pe
A stirred solution of 171%1. of cis - 2.6 - d|rreth

piperi di nepropanol i ) %902 D‘d‘F“ﬁbnie‘rfep@F'g‘“E?fﬁ?%‘ayto 0- [err] and 143 g. o

f
t hi onyl chl of% de i lution_of 4640 1 es
rure 1o then nepl Btz g kbl SR At T
1. of ether. The rsdésinkfarrigh redlh infbattire i ltemdsandtlib filtrdtSevaparat edla dm]a
2,6 - dinet r?/I pi pqﬁsﬂ!fhérhh I@F‘!‘Qj,ga_fg% fefé‘tfeéb giye 4id t 26 adinesthyl m p.
173-[err] af¥er crys'f’gﬁridf"f 't°P'ﬂ’r? Ry - ether. The free base?ds
prepared as needed by dissol ving the hygidxgne @ri de in a mninmml5
anount of water, cooling and adgiepgragiorsbf Qdpsule Femfatdh 50% aqueous sodi um
15 hydr oxi de. The i berated base is immedi ately extracted w t Misigissal

portions of benzene. The elnzneé:cmts are corrbl ned dri ed and evapofasdd to

pi peri di ne

give the fre® basd+vis_£is - By 62 p‘ro %!L‘hy 2,4 = dinethyl pi peri di 3.
b) cis - 2,6 - Drrethlp;f,g,‘,:f R ?‘ A i rred
solution of 460 g.. oStaecths - 2,6 - d| met hyI pi peridine in 300 nm 80of 20

xylene is treated W MFSQEFEHUS‘CW*?S - bronopropanol over a perioél of 15

m nutes. Thegm xture en
al l oved to cool Wihk gﬁfﬁﬁu&[ ?Qgﬁgﬁﬁﬁ,"%&‘i&%} glrs ugl%;b%%igg ﬁf alr?fle%h:ﬁgg?% and®

the filtrate evapomm.@dlsaer qapsilced pressure. The residue is distilled at’

reduced pressure to QVHET%’AP;CE. 6I di met hyl - 25 1 -
. AT

pi peri di nepropanol ; 22.6MDimethyl - 1 - piperidinyl) - propyl] - @ - 25

Exanpl e 3: Pstepar aihen:yn of p@ﬁmeﬁ\ahd?mr,mdl aid-aiditivh Isalisghereaf, [ ngr edi ent 40
per Capsule 30 @ ) p-rtl‘ IS hy(ﬁ_o 1]3(:;'11; byl 6 L.~ pigeridieydpropyl] - 1o - .
ap-piper i dinyl) pr SBYU] 4 2 BEG: ihﬁ%iﬁ%l.cmn < cohbbinli R €1 13 kgl Nl or i de
200 "St ar ch reacting 2 - pyridyllithium with a compound of the formula 0
Magnesi um st ear at e : 5 -

CHy

9
45 CgH5—C-(CHy) g-N 4s
c

having a cis configuration, hydrolyzing the formed intermediate and isolating the
product as the free base or as an acid-addition salt.

4. A process for the production of a compound of Clatm 1 which comprises
reacting a compound of the formula



35 The active ingredient, starch and magnesi um stearate are
bl ended together. 35 The m xture is used to fill hard shell capsules of a
suitable size at a full weight of 285 mlliqgranms per capsule. WHAT WE CLAI M

IS:- 1. (+,-) - cis - a- [3 - (2,6 - Dinethyl ----—l—---—pi—peTT'Ti"nyI) - _propyl]

- a- 40 phenyl - 2 - pyridi nerret hanol and aci :
thereof. . . . 40°2. (+,-) - cis “u lllﬂ! a‘ D| met y(L 1 -
~pi peridi-nyl)propyl] -a - phenyl - 2 - pyrl A I chI ori\deé/ 3. A

:procese for the productl on of a cpm@y@d of d al m 1. Whl ch corrprl S¢S
45" having a ci's confi.guration, hydr Byzing the formed |ntermed| ate and

:react Mg

i%slating the product as the free bas as an acid-addition salt. 4. A
,process for the production of ﬁﬁﬁg' C Cl aim 1 which conprises
“reacting a conpound of the foP" B3\ 1 L M S* 7

-1,581, 096 | 7 [err] having a cis
=configuration with 2 - benzoylpyr|d| . hydrol yzing the formed i nternedi ate

and isolating the product as the free se _or as an -acj d- addltlon salt 5.

A ph cliing o cie SRiRTALD githy % hf/‘éf m% g
' phalrong(r:gﬁf iR agz% | éﬁfp?g‘ﬁ e'éﬁfqﬁs ' °“§§‘rg aci d addi ti on

salts s mﬁnqaaarcmeﬁm zlrﬁ&|cb1yip<ﬂmde \aie] Iewiedin] samdidtado.nmsalts s. 6.5 The
phar maceutlarabham ma!h' ewemblelaa -mk%?t Ity et}v\een 1 200 ng. of
active ingrgd ”éw % psition-pf C Pag" ef“tﬁ‘“ﬂaf‘ My a conpound as
clained in cl a' mplioceﬁlf%} &ﬂhlnéih an'bﬁmi—ﬂ claimed ifl @&t 1, B@tahtlaligiat her Exanple 1

or 2.10: “described in either Example 1 or 2. - .10 HASELTI NB LAKE &
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“London, WC2A 1AY. and Terrplliciégé %@P‘ﬁﬁ‘pl e Gate, Bristol, BS1l 6PT.

al so. 9 Park Square, Leeds, bk&S$Southdthptdd Bl s,for Her Mpjesty's Stationery
Office, by the Courier F‘E@sgﬂy LenenlonfdonnWSp4A 1ATO80 Publ i shed by The-Pat ent
Office, 25 Sout hanpton Buil di Qgﬁple@ dﬁShse,WA 1AY, from whi ch copi es may

‘be obt a| ned. _ Temple Gate,

‘Bristol, BS1 6PT.
also

. 9 Park Square,

Leeds, LS1 2LH.

Printed for Her Majesty s Statlonery Office, by the Councr Press Leammgton Spa 1980
Published by Thc Patent Office, 25 Southampton Buildings, London, WC2A 1AY, from .
S whlch copies may be obtained. _




