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vi scous oil. 30 ample 1, 680grams ohdpt yllethyl[@ryrl] -toR ’c‘gﬁ ?g“gé’“ PZ “ﬁ;I . 8
i di ,Cfr arl@ dceto_er uty Ofor 5 r&

pyrl I ne I RA[ er Jalned als. YSt ?% 41 f%§7 L]utlon Of thy1

succi ni ¢ anhydr i dapiNaaRd o aher ahdibdt Cothet Qftorear rt]ex -cRBodieth ace%xﬁﬁtyramlde and

the m xture was heajsei rﬂdltmgmise@ rl G:mt an: F}?OndTSO @rl 0680 %3thah¢l W@s 8{ded Ilﬂmi*dms

anount of 205 ni7AL 829, 1@991 ane e ydrogy aken 90
hydroxi de sol uti on, (:E A of ?)sﬁ e ciy B‘Ir mégﬁy@fﬁ §>J1 f;;lﬁyfqg it Moo £ O
neutralize 52.8 ngthfg kS @rcq ;g; G, F ., filtered off. After dlstlllmg off the alcohol
[err]-carboxynet r})yrhtacfehmb( 4.02bmt Vitha rdigte of taso- fiogm [herﬁrtqateisthsfﬂsme WiquFdju g
m . obt ai ned* a?“’@rﬁ s qh!§ COIRQd we 1lqer v o'i“rd‘fﬁm rﬁ;ﬁs %&X °2
grams of N-2-ethyl 2 (& 0% &félgiﬁ*"%ir Etox DELT bl gk ned i
hexyl -[ err] - car box 5(%&? ; in the fomf y;staa itarpbédengwladh was
55[err]C. IR err]cn{ err] 3390 750 rr1 of 80 olightlydwerpscopis added éS gr ans

35 1745, 1720, T8eEraMeLy of Kl 1 U Mdieki'de and t h&P
whol e shaken 90 “c”‘?,]j ’%ﬁbﬁﬁ QBfbeON- sogiynril heedr O die 29D, KR4 da'i:d

m nutes. Next, 600 mb.0Qfan@ibf Zethylhe nﬁlﬂelﬁa{} feequi ret tacreutral li ze 65 3

of  hydrous et hanozicted/a&thaﬂﬁedmarmﬂ dikbteneyaxk Uhde for Co.Hs 'ﬁﬁ %’g gﬁéﬁﬂg rr% Caf s
[err] 4.03 fil t¥rgamdf lsqagggl xgleqerorgfﬁgn%ffs?%@ hy0%: H. 8.62; und!
4.02 m. The effecitag edt cm-l 1@3’@ tlgﬁ fik g%strate the residue was dried
under 40 dium Sa|Asaﬁxtlanf$96%FQﬁQLUﬂﬂﬁDétheﬁﬁ EIW[QAT]WEI’(BIQMMC!S pressure and

N

130 grams of the_9&etoacetamidgrin 35Qyhm ohgetherfol s | 0ds: N 7 Sibsti rboxm@yloxsf
cal cium salt of SNeydrogenaipe Hes)d hevsy 29 7¥GriBIRS) - butyramidggf g‘areral opmulEpy er r |
for pharmacohyprgsis: nethyl acet oxybut yggn de was obgai ngd in 600
nmg/ kg i.p.. LD[err],,: 750 ng/kg i.p. |tT1eform of |a vthte powder whi ch
was HOO(‘—-CHJ—CHZ.CO.O—CH-—CHZ——CO NHS—CHg-kﬁI-II—y(Cﬂygerjgcom C
45 EXAMPLE 3 err "11 ] 74%

wherein and R, is H ol clai in Clai
1570. 100 other 1s§@i i H{‘fkrﬁ | Sfl &2 ihiﬁlvhﬁc)ﬁy 1sh%f i] - = anErja:cI[ ?Hfl
1% 1% 115 an mtdg&tﬂﬂgdl acretsmwdam yanarthele 3. N- eth)l.lhéﬁrﬁl’ 1B]- carboxymétils 120

192 (290. Anal. Oﬁtﬂm potassium, qafriugn gdamegnesfuny - aceloyst brswyrhidewiithe simefunabiormula
max 1 cm aciyhgietth 7.8 grans of diketene, and 17.4 for [err]
C 57.46; H 8.40; Ca, 50 grans of N-2-ethyl hexyl acetoacetam de, 5.99;

Found: C, 57.03; H, 8.62; Ca, 6.04. 105 boi i ng 128-130C/ 0.3 mm Hg
was obtained. IR err] cnferr]: 1730, 1650, 1560. A sol ution of
39.5 grans of N 2-ethyl hexyl - VWHAT WVE CLAIM [ S: - acet oacetamde in

350 m of et hanol was 1. N - substltuted - [err] - car boxynet hyl oxy

oy o A~ 1 o, — T .= o M I 1
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4
4 gives a white powder of the cal cium ﬁ"“ of Raney -
r}dzkel. After the cata- ED[err] for rig I Ilumumﬁﬂm in mce: 150
lyst was filtered off, the filtrate was freed rrg/"kg or‘ally ]
fromthe solvent. By distillation Uaep, I e- © 4
duced—pressure. 355 grans. of N-2-ethyl- .5 EXANMPLE 2

hexyl - [ er iglveOx YR yowaisd stahe Bdidch Bt ofatprdséRe BRaney nickel. After the cata- | :
N1 - et hyIEmi)fcylngngr x]eﬂexabhommet hyAo, lyst o GltereB Gffiehe filiggte was et af ned as

acet oxy bme/kssirie col or| € \Fhes%’b’tﬂ%t IdlStlllatlon under - gr ans of i
1- et hyl @qﬁ;\wﬁmg ne was IRerr] cnf %ﬁ}%& 3 j}é%@i il@ Do
react ed W t hagi. Aetgﬂwﬁal-ﬂt’&arédxlﬁﬂ&tﬁﬁe an 1504%76 i wEQrob aREd [asG 66. 93;

10 19.6 g of NI «wetb @hide acet oacetcahsrlehsvnscohbmll 70; N, _6.50; Found: C,

66.91; H, 65872 gfamb ﬁ hsd‘ee ing 3"75e P N, 6.62.
g % gﬂ r "%)gg k%f) ‘)"%ﬁ 66%?

te
The prodedhiess fp N’i ef’ﬁﬁaeptylace R, i e %wsnakkl zati on
p- Nni t r obensih by seFeC 0y mih Ll [werd trlolﬂ N, 6.62r qne peddoytl affopdetl ahe, t he

pr oduct rr@lbtaerdd as chyetalz.0 fterhﬂewstdlezaim t praitrp bee@etwcéy ofactiyg iwihnp-nitro-

2uferr]C R §RY], - Eitres '%pm “?’576?'0 ‘ﬁee%@%taﬁﬁr ‘gd?e the‘%‘é?ﬁ {ﬁ%d'zg@dfi%d from

al cohol s e, pr ALk 0 gr ¢ Sl0SEEAR for benzoat e -
nel ted at rﬂell@[heptyl]a&stoa&mhde @al40d m1f of Q‘QH 805N nmhgddzemiyj’ace{ oaf%et am de in}
40 m of eé*ﬁﬂ?' ng@ s @) sodiym Vorvhvdrlw Eoueg C1u6t%42rr§t F}Qﬁams i 8 grans of

P I'C a
sodi um bor; ;mz'gf fol S§% Lf\[:ﬁbfgldsg;ﬁoogiof ﬁedded and
the i thurgeanvmm BB oy RO A ia] U190t of LoD TR et hyl -

t he sane \mjlingsati rl49é(lf§ h96}/€.3 1 min0 Kig, v as 8arfa thé evipbre [wak hi a{e(dxaybms foadde in 300}

o 8fyr%@?ﬁ?&%ﬁxﬁe&@trafﬁaaehy%w;}% BT o 3%,

lacet
Hg, as 2andTb beoliioaldiBe syias dneat ﬂ&hﬁi B i, 2

1846 Fiscou®bil. 30 crysta 580 After
recrystal Iheztalt/i’ -gnybdtyramide @t 20ythl ofpyridires.  BRALhemS'ami750etl ff0d 15%). Bm

5 o b E’"ﬁ‘fﬁ‘%&%wﬁﬁ??gﬁﬁ i “ﬁﬁm‘;&ﬁm

met hy| acetmpyduf yiaghtle onas-1akiginaad. asw mutralize 5.8 :ﬁg&tﬁ@ bisib@nCaitd. 851 gr ans
of N-1-neth bOXym@Ihydmrths sblmrrsrudus was | for C,;H205N: 3.35 ml; mm 3.35 ml

heptyl - [er a‘ WAV R gév ‘Z%@“rﬁé’ % 3 dhien °f1}755|-‘§ Bny gt Knretur

1650, 157 & clting at SSCORI! 5?3‘39% g Ko 8 %&ﬁaﬁg"ﬁwé’e’% R

for [err3]5 5,802003660,H570. 27 becaldivn HydoxideSant el&t\ﬂdﬂeaslhalaeﬂl rr] C

for Found: Tt ameunyaf 0.65 Ngodiam hW!@deﬂD nthIOflS mmut@O Nektn 160@ gnl “?éart he same
alc

met hod as ﬁhp' ﬁ“&“’(’f"‘?‘ﬁ ’%ﬁé"ﬁg %ﬁ?x °$§Jf Q”ﬁélf E?*‘%ﬁ mple 1,
6.8 grams @ ﬂjd N ¥l o"‘f 7o) gaeurraaTthezmtr u&r@m ied uRiQduct :

Cal cd. 8% dium s{alebirt]hfsaramb@mgrrdsetrﬂﬂgel &Em oxeduceup srsvam:dﬂ 130agramk osf [leras] 3. 35
. Found f:‘.!r feﬂex loss)b"t'Sarna igs 180y §%1 TB Sa @f Xlﬁ’ezléltq ‘@Fboﬂfom To a
soI ution ofg ‘°(§‘Fr ‘ﬁ%‘? l%l"’s‘s the ovﬁgp e ﬂgaspet et herj .

af f orded exy 5'(’:ar rf‘elt yl acetgl(gx 3,(,@@ crystals
mel ti ng %At ES8Por B C Rl err] nferr] 3399.; criiﬁO 1m40 @6508057% et hanaloowas

added 15 gr &A&um 13"”11’?2‘0’3106@0 1 al ci um
a1 o g g e e Sout tp evew tfon " |
hydr oxi de actsd Wgﬂf’lﬂfgralﬂismﬂtdﬂétend\'@m 17.50@cnd,. miO‘MCa C,5731@] i, 8@, ce,qu red tof

neut r al |5Ozs,ra165 3f nr}“@{ethylh hmeeed:memoﬁ Mdouedidod7.6mdl. 863 Gai &@4ure 105 this
product : ta ed lftocmfoj 3(913165 i aéred off. After distilling off the
al cohol < rﬂ,,s N¥1b-oth n‘éyreffew a1 wehe sy strom the filtrate

the resi due:emaﬁtaﬁ\[dead SSnaR ot nibthak] Ui Sal § sm{x@teeowp@aus&yﬁaahm)@e ED[ err]
reduced Prbslcagenated fdr 18@0@; ang5%f int the Bbtyramidefod ther degrdliforgputaef | ex | oss: 75

mg/ kg i4 E, 130 calcium salt o HN—2 et hyl he I- err] car boxy- ng/ kg

orally; EDerr] for phar rracohypngs?s met hyl Xybut yram de was obt ai necﬂ

in 600 ng/ kKHOOQR-CH.LITH, C(YﬁO—Gm-Ldﬂgz—LC@NH—CH-LUH—f(QHUh cof a white powder‘

\rI]\/(’ll ch was here1 is H and the 2. A compound as clalmecis lul mqqull ] “
ygroscopl rgﬁ I "nd err i

cnferr] 115l m 5 1:c1us£/erf SE:tnht; i Whl@aﬁgl H%ﬁh@)@'“ O<f,arbox th 1 20

N- 2- et hyI h@ﬂyﬂn— bﬁﬁd‘sx}lmcw‘l and HE!Qfeé’i Um acelox%butyramlde of the structt?al M et oxy

but yr am desalts thereof. — UV[ err] (E ) "192 (290. Anal. Cal cd

12.0 granms of 2-ethyl hexylam ne was re- nax 1 cm acted with 7.8

grans of diketene, and 17.4 for [err] C 57.46; H, 8.40; Ca, 50 granms of
N- 2- et hyl hexyl acet oacet am de, 5.99; Found: C, 57.03; H, 8.62; Ca, 6.04.
105 boiling 128-130C/ 0.3 mm Hg was obt ai ned. | R[err] cnjerr]:
1730, 1650, 1560. A solution of 39.5 grams of N 2-ethyl hexyl - V\HAT/
VWE CLAIM IS - acet oacetam de in 350 ml of nethanol was 1. N - -
substltut ed - [err] - car boxyrret hyI oxy 55 hydrogenat ed for 18 hours at

— - . B Y b1 o A A N
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5 [err] 5 or its sodium potassiumor magnesiumsalt. 4,
N- 1- methylheptyl - [err] - carboxy- met hyl acet oxy butyram de- of the
structural formula 10 : [err] or
its sodium potassium calciumor mag- 15 nesiumsalt. 5. N- 1 -
nmet hyl hexyl - [err] - carboxy- nmet hyl acet oxy butyram de of the .
stract ural formula 20 1233 072 [err] s or its
soth i i —25—pestumsabHt——6—Galcium N - 2 -
et hyl hexyl - [err] - carb- CHs;oxynet hyl acet oxyC.Butyram de of the struc-

tural fo%ca_agzc_r Il?[_rd(PTﬂ—éHéF quﬁmc%ﬁ?_s&%@zi.g%épreparation of an

9. A process as _ _ d - [err] -
car boxy ieiobihag@issiiy or Wg@kuh kat. reduction is performed catal ytic-
butyram de as clained in any of clains 1 ally. to 6 which conprises

T4 . L vl - A - boxv- . . . .

react N by WF}HWF ¥ - B -1prboyy-process as clained in Gaim9, in
repre%nog%ﬁéﬁtoﬁ{/ tP‘reamglgge‘lnoefrﬂ(}l SFUSHRL| a whi ch Raney nickel is used as

t helcat al yst. 65 45 CH, CH, _ 11. A process
of preparing conpound | as claimed in claim 1 substantially

as de-  HOOC—CH—CH—CG@eGH 1P BH—EHmSHsCll; 2 or 3.

12. Aot fraBédilin], I pofaGifunt QORI &r! A4 COMPI i S- _

i ngransomxatind as clainmed in any of clainms 70 50 wherein Rerr], _
n are gs ﬁefi nedtiyn ’fyi §/9 rfzbf&%fg/ga her with a gi | uent gr carrier. _dcl ai md
1, w ; eLe > PICE I ng an N-substitut ed-acet oacetam de, an
there%:mgga&%t{}eggé%g?% O?étr]éo?ﬁlgufﬁg)pl i cant, after reducing this substance
and2d eacti ng t he product ‘gfl—lt,h succi ni ccgnhydri de, gnd STQNL_EY, .
POPPLEVEELL, FRANCL S 55 optidnally convertjing the product so obtaine

& RCSS, H@%)C%szec%W_g%—cﬁmcdésiWHté\JPbg@hfp)@EHa magnesi um sal t .
Char t e @d s&aie NotAGENtadoium or ag- A Process as claimed in daim7 in
whi #hndsiem snleduction is perfornmed with the 9-11 Cursitor
60 ai d of . sodi or dr.i de. London, E.C. 4.
Pri nt g,@'m ﬁ?ﬂgﬁ%&nﬁ@yg ; g'téét'zﬁ‘ﬁgpnery Office by The Tweeddal e Press Ltd.,
Ber w fikal @t Tweed, 1. Publi'shed at the Patent Office, 25 Sout hanpt on
Bui 3di ngs, London WC2A | AY from whi ch copies

may be obt ai ned. CH, CH,

l [
0.C0O.CH.—CH,.C0.0—CH—CH,.CO.NH—CH,—CH—(CH,),.CH,

[err]

Rlerr] and

Street,

35 Ca/
0.C0.CH,—CH,.CO.0—CH—CH,—CO.NH—CH,—CH—(CH,),.CH,
(IZI-I3 C.H;
40 7. A process for the preparation of an

9. A process as claimed in Claim 7, in

45

50

55

60
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N - substituted - 8 - carboxymethylacetoxy
butyramide as claimed in any of claims 1
to 6 which comprises reacting an alkylamine
represented by the general formula

LT
NH.—CH—CH—(CH,),.CH,

wherein R;, R, and n are as defined in
claim 1, with diketene thereby producing
an N-substituted-acetoacetamide, and there-
after reducing this substance and reactin
the product with succinic anhydride, and
optionally converting the product so obtained
into the sodium, potassium, calcium or
magnesium salt,

8. A process as claimed in Claim 7 in
which the reduction is performed with the
aid of sodium borohydride.

\aﬁlich the reduction is performed catalytic-
ally.

10. A process as claimed in Claim 9, in
which Raney nickel is used as the catalyst.

11. A process of preparing compound
as claimed in claim 1 substantially as de-
scribed in any of Examples 1, 2 or 3.

12. A tranquillizer composition compris-
ing a compound as claimed in any of claims
1 to 6, together with a diluent or carrier.
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