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met hylam no - propyl) - 3.5 - dibvdro - benz-_ 100 organi c
extracts were conbi ned, washed with thiaz[4, 1]epinone - (2) as an oil. The
oily water, dgied over sodium sul phate and evapor- - base was dissolved in a
m xt ur & of net hanol / ated to dryness to yield 8 - chloro - 1 -
ether (17 1). After addition of isopropanolict 40 [3- (4 - nethyl -

pi perazi no) - pr opyl] - hydr ochloric agigyaerystalline 8 - chloro - 1 3.
3,5 dithy ? -2-)———(—3——net—|w1—a-m—n0——-p1hop'y-l—)—”
3,5 - dlhydro - 105‘ S @s a.crystal lnenk hydnixiies @lg. sodine Hydrexddenmd di s-
benzt hi axp4, 1] epj none smeﬁz") b/f/drochl o j e @ptassium hydmx‘de)w%@ﬁeﬁ‘gﬁ“ﬂ m of
1JN net Hanol i ¢ hydro- poi nt . [ ey oS C’fhemfﬁ@ p‘ﬁﬁf‘l‘{g oot 40
chloric acid. Treatnent of thi 130l ution W ty y wﬁéal |zat|onfrom
met hanol / (et hy keducing andl &ycliséig higrresyliting: chenglound y S t Thel r:qmpo&ds otmommtl IX Thereif-3 -
acetate), the Ry#FdEHHdri de was found to hadere Can’mt“mabe SAFting

pi perazino) - propyl] -.3,5 - di- a nelti ﬁgc‘”BB‘f“ﬁ‘! ofe 8 f"FrT 32[err]C
110 x hydro - Jbenzt hi az[4,1] epi none - (2) di hydro-

chloride of nelting poi Rt\z“?a[err] 280[err] C .Rl EXAMPLE 8

A suspension of 10 gRZGf-I—«B - chlorp - 1 - S 2 ExAMPLE
6 = (3 X/ ohkaro’/- propyl) - 3,5 - Zelﬂ-hyturo - benz- 50
A suspensi on of 19.4 g of g8 ¥’ chl® o - thi az[ 4, 1] egj‘ﬁdn‘q—oa (2), 4.45 gsof
sodium 3,5 - di hydro - benhi azf 4, ‘Nuepi none - (2) dir de nand 18 g of 1 - (2
- hydrox§/ et h'yI) - 115 _ and 4 g of sodami de |n 280 nl- of di oxan
pi per azi ne ign WQN%&Q & ' : was sti rred and heat ed
at reflux for agkurﬁpﬂfammy uonvetfﬁz(l;ﬂmstl rritng for 20 hours.” The

After cooling Gseboeﬂ aaqup]lcthe@ rqigctjo dife mgethy- ( 4vherelnrﬁl,xll~’u3b Rﬂmdlﬂnehom lipgsed -

wi th met hyl enele® %’rﬁgﬁ% n Bifce %%ﬂ Biger
chl ori dex ande wﬁg t w a sul uéi?; noyl mm:tll;(fgéiu tneth an{r %ﬁ&igon of

3 - (4 - net hykmupﬁitbahecarﬁoﬂ& adwgenm I éempOsrgict dolvert eEelgt i @Ranal fedn- 1

%Imr;?%eé& gr opag@t ?Rdfkngegr %B@nydlmnglnw h rtb@hklw@ﬂﬁggg:gme
queow%&/‘can cmo np nd of €

extract § vens e e

pmea |8°E aevmth sodi um
met hyl at: e] in B rgtoupfwwh maynm alldm*ﬂm with 6-N sodi um hydr oxi de .and

60 oxan were E‘Efﬂ' 1 g G“"(?Pb@“@thour exkactegd tpice with .
met hyl ene chl o e asa’; t"1“}f?§;ﬁé<ture was zstxr}.ed\dind heated at
reflux ext MCh&ﬂdmraﬁmﬁﬁ Ehéwu . dabsH@td vkt h wat er 27T o  for 4 hours.
After the addi tieoof s cafpnndterssf - dri ed over sodi um s phat/e and evapor at ed
met hanol , the nhm%sm‘ft‘?r{a’tséﬂf G"‘%’ﬁ tth‘ﬁe to dryness tg yield 8 - chloro

-1 - {Sn [ 4 sitrogen atom is ptegﬁ"%" en@\@{.}orat ed to dryness *M n vacuo. The
(2 - hydroxys- pxeieﬁ;amethywpwwm} frsapyl}

1,077, 272 aSWENI i phaea sulpy n r;e - B&(‘Z g)
and net Fanol ggy ‘sg o %e gef’gg_ ; A
nmet h-, et hyl a prop : da com biCth @aclﬁl oric

acid and, after- the addi =, ‘benzthiaz[ 4, 1] epi none - (2) as an oil which

tion of ‘ether, crystalll?}e 8 M,chloro - 1 - {3 - crystalllzed on
st andi ng; mel ting pohznt.q_Bn [4 - (2 - hydroxy - etityl.) /opera2| noj
61l[err]-64C from ‘et her. N/p‘e.t_gﬁ)l eum et her Ppro_qu -l 3,5 - di hydro -

benzt hi az[ 4, 1] epi-~ (30R2rr]- QO[err]C)] ‘The free base’was® di ssol ved

none - (2) di hydrochl oride of® mekting point in 50 # of !gethanol. 60 m
of a5 %solu-.70 - 217-219[ err]C was obtal ned. After R crystal- . tion of
oxal i ¢ aci d3¢ nwﬁ&éiienl,vm,rns ﬂ’aﬂmaﬁﬂadlma ‘1i zation from ™t hanol /et her -

t he di hydro-- bayd the si @mnceoblweeggﬂ Mithod - propyl) - 3,5 - 10 chloride was

found toshave Belo-9rgh e - wRE0Z RAi@zR4, Rl]ag@lﬂ{gqg&m 1ifed)
oxal at e of 2%8[ err h@or lower-alkyl] have the s1gmﬁcance ehfitrl THcoO! 180
184[ err]-187C was obt\wi ned pound of formula XIII is then ring-opened

After re€rystallizati gr-rom met hanol / & het?, thpscorresponding compound of formula

EXAPLE S o puvie oval ate m@m i e

A mxturg of 10 of 8 - chloro 1 - (3-- P CCotipo ﬁhﬁdlzf]XIchﬁ:?[aBﬁrb]:Cﬁs

chloro - nﬁybljbfesablyaqﬁn alkglingrydiom.- Tllpeﬂb;a— k@partdhfrm th, g : 0% 4,45
P of ol i ne

SR

g of sodiu medium can' be provided, 0_

In 100 nk. of ol Erﬁ%plgrogpsénrmé’ 5 on c?fe? e'star |ng Hig g%-'a-l




di oxan was heated at reflux with stirring for A mxture of 35 g of
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wat er ard extT agbm lﬂkaﬁﬁlc e&bmgngahotrﬁ&leux-zamdmﬁilrryaﬂoﬂge WET extBaRd iwiked
85 : withadn se@nl\tatbydramhl ©gi eceticiadd Fier, dusddiver sedium sulp@me dndtmnoe
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for 3 days at roomtenperautre, then diluted mxture of 70 g of 80%
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(2) and 4.7 g of sodamde in 200 mM of di- evaporated to dryness in

vacuo. 100 m of 105 oxan was heated at reflux for 20 hours. After
xylene_were added to the residue and fhe cooliung to 60[err]C 15 2
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benzt hi 4 ?‘?Efmhla ) ]eEWn?Zr%K%) iwagob-p 0“1 was é)?’é"?"a‘!:t"eaﬂ‘t’lvw%tew“? h
2-N hyd; o CRIR:ias: drhilz"‘““mg’as :g@ffﬂ
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280 m of nethanol containing 1.12 g of and 20 m of carbon disul phide
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