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for be the sane or- d| fferermwm m haI ogen 5 whi ch we pray
that a patent may be granted at ons r ef er abl hI orine), alkyl radicals
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and ‘the synbols atons or -r@gp V\:hl chl)- wheW‘t
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"be ‘the sane Jiz 50 di hydro ~ - BH %qmm]ss]mgygoaituﬁe 55
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be substituted as indicat gdHCHe 30[ err] C above, G%IQHE" al kenyl -
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above, or Rrepre- = e react ants at a tenperature betvveen 30[err] sents
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obt ai ned ' - ' chl oride. (100 cc. ), 3 - (& Erer e
benzoyl pi perazin .. 2 - (7 - Chloro -1;,8 -, naphthyridin-2 - 1 - '
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g.), WW@IQ@%’(“E’O[‘Q—?N‘]’@?‘ | FePogs<nig| ¢ |s obt ai ned.
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g.), which:melts at 221[err]C., is obtained. of di oxan and water (95-5 by
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Fol | owi ng the procedure of Exanple 10 40 . for 30 minutes .at a tenper e
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and chloro- 2 - i d thedermtrosend y *mmb‘ R arg
T P e e Bl o
)was

lu
hydroxy -. 6 - 165 andrih (Bwlsm ocyaahte- (3. ) w atZZKGEinpmﬁd dn (iann pXo -
mmb mnser% B I@ﬁwmm&tm :

; . A wmy@% ?: - Methyl - m“tﬁ”’gm) -

con
Formc acid (O. 46,@&
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over anhydrous Q’b@.ﬁﬁlhkbmfroﬁaléﬁﬁlﬁ. S4tOAMIME Lhimed in Claim 8, wherein chve) in-

After the sol A é@%{ﬂs&nwlmnﬂd'e (Oimmdaecgam
added, -over %d%r?g%@;’ﬁsa e% ncentr at ed t&"dﬁ‘);ngé'g‘ SR &lafm - cour se of 3
mnutes, to. a SUSWEIAY WB GAiMnssi-due is recrystalli s fPoRrER} hanol . _

(300cc.). 70 2-(71.-A edmipound of fopgula Hapht hyri di n - 2 Chargpied -Patent Agae. (7 -
“Chloro - 1,8 - napht hygnied R Herdr éeMStauoanry Otﬁcp'bpﬁg Gohblidd Press, Leamin ﬁn)sea‘%ﬁhonyl OoXy -

iso- yl) - 3- (4 - cyetlidoxfredatet Offisel Building r‘rd'GP't-WC romne (2.12
g.) and anhydrous ~ %- yl)arbonyl oxy i °°E"g °°bt"§ - one pyridine (5

"cc.) in anhydrous nmethylene (3.7 .g.), V\/mch rrelts at 240C, . i s thus ob-

chloride (50 cc.). The mxture is stirred for tained.
75 a further 30 mnutes at a tenperature of _ - 15  about
20[err] C and then water (25 cc.) is. added. - EXAVPLE 19 After

“decant ati on, the aqueous |ayer is washed The procedure of Exanple 15 is

followed with nethylene chloride (30 cc.). The organic but starting with 2
- (7 - chloro - 1,8 - phases at e conbi ned and washed with water
naphthyridin - 2 - yl)- -(pi perazin- 1- (25 cc.), then they are dried
over anhydrous yJ)carbononxy - isoindolin - 1 - one (2.12 g.), 80 20"
magnesi um sul phate. (10 g.). After filtration, anhydrous pyridine (5 cc.)
in anhydrous the solution is concentratid to dryness. The nethyl ene

chl oride(50 cc.) and chloroacetyl residue is washed on the filter with
diisopropyl chlorrde (1 7Lg ) . The crude product |s re- ether (10 cc. )
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naphthyridin - 2- yl) - 7 - oxo - 2,3,6,7 - _of anhydrous piperazine (310.0
g.) in hydro- 50 tetrahydro - 58H - 1,4 - dithiino[2,3-c]pyrrole chloric
acid (d=1.19) (306 cc.) and distilled 115 (38.0 g.), which nelts at

242[ err] C, a conpound water. (1,000 cc.) and of a solution of t-butyl @
a

gen | fornmua I, is obtained a2|doformate(25909) I n di ox
(2,000 cc.) 6 - (B -—_Chloro - 1,8 - naphthyr 2:A463,669 - for 8 hours_at
45[err]C. 1,4- Bis wﬁsdthtd)tb)gne)al,ﬁ) d:mEthyl aaxy - -0X0 - 2,.3%6,7 -
tetra- carbonyl pi peqnalwﬂl 1 R cFrel ts at 55 hydr RS?EH
-1,4 - dithiino[2, 3%&% it i |solat by ALtk at of the
re- 120 can be prsepaged. FBunki 11 6C, au OM) lsg, act :

further filtration QutgrsNPI'@bMOrC,cﬂGQE %ih no -7- hy
reduced the initial g%faﬁ&e&,‘q A5 69825 feflhydrod - napht hyri
Wﬁc

360C.) in of its vo u_ er reduced adcoNiance W|th S.
Car boni et al, Mnggani olm gzThe iltrate is
Chim (Roma), 51, 8 ,g 63% e g h Si% ‘@gﬁﬁ’

vQJEkyl xg u bfleast

N~ vi ng
ine (mp. above

t hen rendered 125 don z

addi tion of 10N aquamusommd utr;gg rfox § hourls t)8)°C g/MddR’nbemgznethyy m .
hydr oxi de sol uti bh By was3 mﬁ%ﬁ;{?ﬂ :
1,4 - dithiino out & dm\‘{maqﬁﬁ w%% &%‘n by byrr e
(mp. 342[err]C ) ( duddg.ahd ggg&dcmﬂ) 28nd Ph ﬁf@uﬁs— pibefeie - |su'ahydro-

h ohne -

saturated 65 act)on@ggon wuﬁm PR faver] g‘l" &m%ﬁlm
and extracted agal nm thhOSSOammomasolu- 4. - Dimethyl - 5,6,7,8 - tetrahydro-
| , 468, 497 - uonandexu'acucdthhchlorofcrm(Sx) The quiwmtwsc-eﬂumatuomhn dzt dn \¢| pharma-
ether (total 600 cce Mecﬂmﬁsm ‘6’“—7 ’(”FP@"‘?;PH’%P‘!S"WF“BM
conbi ned or gani C,£X ' a ’ghy,; |-dba,eﬂ, 12 5,6¥)8)-

oxo -2,3,6,7 - aﬁ}sﬁy mldue y ’y dbr o a—phgﬁ:

1,4 - dithiino[2,3- %iwrdnmu@anﬁﬂueggmm&ew mﬂgﬂ@%% onsgltthqeof
(1.40 g.), which nel E‘E? Wﬁé t Ol %
g.), Wwhich t ai med h,d,&ﬁg; Eafs &&lg&éfs % yacoepmbleaudfgédmo?sﬁtthmofl

- Acetyl - 4 - chl orm;lz_;h an@ehy| pi perazine can be Dipot 28| -omtrahydro-
phosgene EXAMPLE 37 =ﬁ°§bmm¢“°lvedm 1;3{%) el e 8 phamas
g.) in 70 Foll ow ng% cgé'l;rse 36 DRMTEhahtfeall Gdmp&itien is-
cc.) for 1 hour 38 ZEarn igred in]1Clgkm 1 ddea
1- acet yl pi per azi ne rﬂ{ Foﬁfrﬁdni?\e"z c"; W T, 2 éﬁ_:ﬁ??’ .-
0Xx0o - 5 - duri ng g 0T f?“'f‘ﬁ& Y T i e Wowe ;

- yl)carbonyl oxy - 2, 7 - W|th anhydrous t olpiem @ c(xﬁﬂmmtas dmﬂaanmnue.ne
tetrahydro -. 5H - dbthl gx_% rrole {10t dat omedmlxoas
dryness under reghced 4 -dlﬁi‘h h “l:
pressure (20 mm Hg) tn,u mxpmcadaﬁt t acrylic acl
(0.70 g.) in sfy %J pg-aluénom 2? |wham§u3;15l mg:?gxé)uas
met hyl ene chl ori I 1=
napht hyridin - Qiﬁ togwe dﬂ&eﬂ»?ﬁni,wmyaeg cﬁ ‘iog es WIRin it d‘"gmdm

(4 - methacryl oyI pi {bedregrinpline - 8 --thigdagbo mds@p@:sphaﬁméem beuwwp@gpdsinmsas

conpris- 80 car bonﬁ“@ép‘hfg’7 *: wgg,gg‘“"get%% E%?gm § ‘%7%%”

ingredi ent, at |sBsicC @hs;

g.), corrpounds of gener al forrrul a | in association 20 V\/m ch nelts at
240[err] C, is obtai neEHATWECcl ZfIM ih a phar maceuti ¢ |GC ‘P’é%
coating. The inventiohlctudes ‘ee'n%la“v such nrpnara lnm 38
mde up for oral, par ent Bk optat G R SSREtLE p U o o
Exanpl e 31 cut aneous adm nistration. \Emhc@ <ty bd’l@taw loro -
1,8 - Solid conpositions for oral administration napht hyr| din - 2 -
yl) - 7 - oxo - 5 - include tablets, pills, powders and granules. 25

pi perazin - 1 - yl)carbonyloxy - 2,3,6.7 - 1n such solid conpositions the

active com tetrahydro - 5N - 1,4 - d|th||noiII I]Ih rrole pound is

adm xed with at |east one inert 90 (ﬂm
N, N - di ycl ohexyl carbodiim de - diluen | actose or starch.

The (4.0 g.) and acrylic acid (1.4 g.) “in“an y dr ous conp05|t|ons may al so
conprise, as is normal nethylene chloride (120 cc.), 5 - (4 - acryloyl-
practice, additional substances other than inert 30 pi perazin - 1 -
yl)carbonyloxy - 6 -(7- diluents, e.g. lubricating agents, such as nmag-
chloro - 1,8 - naphthyridin - 2- yl) - 7 nesi um stearate. Liquid
conpositions for oral 95 oxo - 2,3,6,7 - tetrahydro - 5H - 1,4 -

admi ni stration i nclude pharnaceutically- dithiino[2,3-c]pyrrole (1.52
g.), which nelts acceptable enulsions, solutions, suspensions, at 2500C,
|s obtalned . syrups and eI|X|rs containing inert
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