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-Benzot huua:d-lzazdlsﬂmmil Hﬂadqxpdparavaposa-t-!rtoa dryness at room tenperature. The
St ep d@;nbp@?g um qsnotﬁnegﬁ@anl I-Sl'terd’ 38 solntieg of|%12 g oiilN-eabroglan be

cryst al é";&]ﬁ Wf% ﬁméﬂme%ﬁ% et Irﬁ:ﬂf;ﬁ}“‘x‘n@i‘% hlg ﬁ%&%em fica- 95
al cohol p ; or geaée’d A teamibla 8gg Seri al .

. 826, 923):ry§i!§llmamrcﬂuﬂt asogplleased, washed with P and? Gdidified. m(hdﬁﬁlte)h}dmﬂﬂonceq:iﬂ rml ecul ar
. quant i t SUPH Anennt bmﬁ?{mﬂﬂﬁ%ﬁht gge aneclﬂggmﬁ Ff]%lr@ed; 6‘16\51’%&" cool ed and
di s- 5 T %ﬁ}?l &@7@’ ;;h% M ‘h 50 m. of 5%
" aqueaﬂsle& 7 -(Cii‘ ﬂ—l#s(?r(dep. " s‘i co’ior la s ,opf 35 .
oxi de ancS'tefplbI tRE aﬂzoyAfi-aruoﬁmuldnb-ﬁncat ion of th | ficat | on No. 37102/ 58

(Seri al dlﬂéfonﬂg@ 17t4rgé s 4dde encqesuté Iﬁ‘iﬂdlgodh Ylfr bc$ lhé,zﬁr o- 826, 923)
t here wﬁg‘q saﬁmég%z%“ d with water and
m

met hyp mflfle, di@.ﬁazah yad 34 ﬁpl.; Shebifdal 95
di net hyhlﬁdhﬁlnﬁmﬂdﬁi- Nsttemyl- bFMedi-  fionlNe. 3mowssaj&nalrﬁox816;993) bpan Chloro - 3 -

" phenyl mP 256° (dec ) VEXA r qugtuty of lqethyl-m-chloro-
_benzotg % ! ty %t&:; dbofEx C‘F‘}'Hfﬁfl -1,2,4
- Ben2st a, e&@me 06f 865 S psmnp.sa ek A0, 100

di azi neﬁlu'attwirhdlhﬁh lwdm;lﬂor&%ﬁ e pro— 826,923) there was obtained 6-chloro-4- 6 -
Bronp - duet wa wgh ateb@ Ey{pwﬁ amyl - 1,24 - benzothia- _

t hi adi a gﬁfg mj"g gj d‘ﬁﬁ'ﬁa'l d x‘de boro - 3 - Propyl .- 7 -
Sul f aoyh,2 .‘waotﬂladlaﬁ.edea Esarmha) 270 ulgﬁn?p-' 1 2.4 BeiAthiaNO305 45

- Benzot tamgsﬂlasamlwbssmakesﬂmpmgwetcr than E 37102/ e( S mXIdNO 826, 923) ,

pl aced 591§Step§ A splution of 5 & pBro 1,3 nbvmth an
excess ot cilofoQ30! Bebp gﬁlﬁm@nlﬁpe%& ﬁh op repar ed as
and ksat ed aBendoffifiiszine-1,0Didzitle, hOUT S 3M0ESS |(sgu BroC826/0 1, step

"a, of S Searfda: cétsplcmpn @ 5a4nx 196 5¢hl 9n9+ fé Oml.!_wt!hmexoeb@ﬁzlgﬁbhcammam ne- No.

ate at 17 I 1
' g71'02/ 5 %ﬁd’ X pe gguﬁcatmn E’%I d%enzggiag:gzgﬁ;% of g 1 m . of
utyri cNg ) in a mix- 1, 1 dmgﬁf%}é enzene waggrangwed

to sﬁ@nd:reaifmmbmmma dnde - FluorBxameid 1. Sul fanyl -1, 2
' peratur@WﬂeMd@WﬂtAﬁmatewm 3nBHz%|§Zc§e-Fluoro Beﬁzl@mm-abﬁ,‘hzi ® e

Di oxi defetf3E i 4 Sﬁﬁgﬁ}[‘fﬂﬁ? wiomeelIod By
repla ack-gikdl @%’fm i ARiahd REwe MOt B Habah 11 Dong caré”f?%ee th give N
in. 15-chiptoayiling-2,4alisu ﬁCd:hiolndﬁt B'ZIOZ/BB) (Senal No. 826 ,923) by an equi- 120

butyrylasgde!éq ﬁ%ﬁ%ﬂ. 821 %IFWB ugptityl of mJyorommili D(lgeiflal No.
826, 923 nylth ori }gmgl_?ddedp 2 ?g-,lemﬁcga%ﬁgzzo C
- ol ecul wige @l mrnqgrahdlne E:7) S)kSer yryl - 5 -
- chl O%aMMe@pdkate 0 cogin tmbstbxaﬂt prapakayiont o - Sehiopoapilinee2 ldisutforyk SI25

-di sukf Wg gg? e aﬂ’é?é‘des @P‘tr?aaﬁﬂe'z flisyifanyl ¢hlpride ep a of
r a C

+Exanpl-e? ctfg) HirShe AR 245400, M .) and  No.
37102/ 55 eS;Sfinlaéd o t Bt Qwas@ksﬂw&aa ph@yBiaPelaie to dryness
at r éimﬁ t eldore - 3prpegpal At i eulfamofl -51,2;41I gdadiowel itneand aﬂmclmsuﬁ eratuyd forl 230 per at ur e.

The' resi'due was. di ssol ved in. water chloride, _
- 5-fluoroaniine-2,4-disul fonyl chloride and the solution acidified with
- dilute hydro- was prepared. chloric acid. The precipitate was collected
Step.b: 5 - Fluoroaniline - 2,4 - disulfonyl and crystallized from. dilute
~alcohol to give chloride was dissolved i.n_phenyl acetyl chl ori de 65 6 -

v .




6 826,921 17 hours. The product was
collected and washed with benzene to give N-phenyl acetyl -

5-f 1 uor.os Aytacetyl - 5 - S
fluoro- 5. anlllne 2, 4-di sul f onyl chlorlde was added to excess l'iquid

ammoni a and al | owed to eva- porate to dryness at roomtenperature. The

resi due was heated at 2000 C. for 3 hours, in which Ris a halogen atom ory

a [err] al koxy cool ed and the residue crystalllsed fromdilute or a nItLO
group; and [err]6is a hydrogen atom 10 aB¥fBbl to give

3-benzyl - 6- f'“”Pf}You&“"i‘ﬁe”}!Joauct@ Elikdteq@bdgy! group, or a [err] carboxyllc

acyl 1, 2, 4- benzodihed ith Deddeire ko §ivél NhedyRiceryl-  group, and py g#¥sses for .
preparing them iiﬂleroammef%ddlsulﬁonvmos C|f|cat|on of o»r endi ng EXAMPLE

12. P ) (Serial 0 2 - Methyl - 7

- Sul fanyl -7 2:,{"&”3 anf;’;n §°ch has ' beewssdé Vi deggesf rom the -

t hi adi azi ne- 1 1- goeaXioUiyness at room tﬁﬁ;ﬁﬁ&ﬁl‘. 'Pnpl I cation; and that conpounds :

hav- 15 St ep !as1duAvm setatedeat 0010 eé’gr 3diou1@,anmnd;1ch Rijigyghatopen algneqmraem-sfa@pxmlﬁﬁ/;

benzenesul f onggt F sy ;ralfp,,rarg ofem afomy
125-1350 C. fo?ﬂea‘;gé;m i ‘Ve‘?;%‘f{ aﬁﬁdﬁg‘\gﬁﬁ u?n é,g,j‘,gb ﬂrgﬁgl Ko

vacuo and the resi due crystal - lized fromlmaﬂﬁ tigk 4 our copendm
2-met hyl -1, 2, 4- benzot hi adravein 1 d| OXi: deAppS@egn bN02 2190%18hy036na1 1NR, 470-
benzothia- in V\h?‘cﬁ“ﬁﬁlsd asﬂ?)i“ ;zn?f)AtY;;BCmIT‘S been divided f’gmh‘he
di azi ne-1, 1- dinXi g, WRSALAEaeCH 107g %f gngnﬁg_ 1.’ o SHE1 gBidral Clrs ; d shaf comppugds hav-

radi cal and [errl}enieﬁesnﬂfoﬁthFFyﬁﬁﬁdéaﬁDZSChﬂaﬁfdtthat ed on the stembath for

hydr ogen atom - & !l};teaﬂlda)htatﬁgraew—dﬁ%@ Jferr] 25- 2 hou cool ed and
poured onto ice.f’11 h Sﬁ‘&ﬁ“@m@ sici roup and prétgsyes for pre- nent
of the producgo /c;mp m.t hem are glLapsed’ f he

speci fication hy&ifm&ﬁaﬁ dioxx&- met hyI suI farryl -1, 2 4- sour copendl ng

Application No. 38e8%; 58 -be—th!dt—- % §é§a halogen atom or i af
h LE
E‘ﬁ%ﬁb éyﬁgtbugsand ‘%H

No. 826, 924), mﬂgﬂm

13, 25 Zhﬁﬁi‘é

1,2,4 - Benzothll?yeént acfl the. pﬁduzca&biﬂa%&%e &F é‘t damedin th;: speclﬁcat/mn ®
di azi ne- 1, 1- di oxhydeexide. gave 2-mefpl-7ulipmyhl.2, r en No. 38885/58 %5
By carrying out {REUHBEEGFEEscribed in . Qﬁkﬂﬁé} § P diviged No.
37102/ 58 (Serial No.. 826, $RAeersept that theW}qﬁr M I3

m chl oroanil i A& €s&&ird n7t»l3dtanﬂ<-alrm eBersothxe» 1. Thiedpkiee ethpbundGBaving o ob -
mol e) of mnitroa | line ﬁme‘l sul the geperal “&‘“Efahfm‘!i@hzot hi a- 5_;_._'

di azi ne- 1, 1- di oxE Wﬂf g&&ﬁgﬁﬁ%ﬁ%ﬂlﬁﬁor- | ess need| ee' m p.
338-339[err] C. emm3)4ﬂeptmﬁ$tﬁelogﬂnole R2 L
and It shoul d3i)eofm¢3dedoat1ilw:tuscdleﬂxao ldkste6- chl orm- _ § Ifarryl - 1,2, 4
- benzothi a- di a?f‘%by 6;81(05 "Eﬂ‘% ‘lm‘brono -7 - X I 1,2,4 - °
benzot hi adi azi nedmz“idl]dml oy O @Jﬂﬁ 6 - matf'%/7 T T4 sulfarryl -

2

1,2, 4- benzot hi arisaeddRe mlp Bsmmvdemdec&ﬁocesses”f preparing them are
cI ainmed in théosmlewfl catl on. i n whi’ ch R | S #dhydr ogen or hal oge{] atomor .

of our copendi ng 1‘17&'9? i"‘gﬂ’Fl Fllé % “a [err] alk al k_oxy, -
nitro or amno er1|1 1de 7wh| ch has®

vilded radical;r
[err] is a hydrogﬁmnﬁt.om,ot bknebmi]adxﬂdidéy.l 1f1rom t he prese

N.cati-on: In
this speci- FAAddiosde; andifd ed!ﬂr-]ﬁ@@ﬂhyélﬁégen at ‘[erd]ofic&ion there .

are al SO descr I b%ﬂ@hm are tlge‘ysL mlp in whlc% lpas arix'érbgen or EaYogenoartom oy 1 yl

of our copending Apphcanon No. 37102/58 a C,_; alkyl or C,_, alkoxy, nitro or amino ‘90
E (Serial No. 826,923), which-has been divided radical; R! is a hydrogen atom or C,; alkyl
~ 50 from the present application, In this speci- radlcal, and R? is a hydrogen:atom, a C,—;
' fication there are also:described and claimed alkyl -group, or a phenyl benzyl or styryl
a method of preparing the sodium salt of 6- radical. Ty
chloro-7-sulfamyl - 1,2,4 - benzothiadiazine- 2. Th1ad1azme compounds havmg one-ef\Qs A
1,1-dioxide and a method of making a: tablet the general structural formulae : ]
-85 containing 6 - chloro - 7 - sulfamyl - 124~
benzothiadiazine-1,1-dioxide.! It will - be -ap-
parent to those skilled in- the art that salts in
accordance with the present ‘invention and tab-
. lets containing compounds in- accordance with
60 the present invention may be - made ‘by
analogous methods. :
Tt should also be noted that compounds hav- -
ing the general formula ‘and -




a nethod of preparing the sodiumsalt of 6- radical. - 3
" chloro-7-sulfanyl - 1,2,4 - benzothi adi azi ne- 2. Thi adi azi ne conpound
havi ng one of 1, 1-dioxide and a nethod of making a tablet "the geneng '
structural fornulae - 55 containing 6 - chloro - 7 - sulfanyl - 1,2%- }
benzot hi adi azi ne-1, 1- di oxi de. It Wgdslozpe ap- parent to those skilled in th

art that %IIS I aCC raance n the present—Tniventiom and tab- A
l ets coné,ggh

ance with 60 the/resent invention /
be made bsﬂu&&ﬁhﬁgw,maxsﬁm snde_ It shoul d al so 2e ed that corrpounds hav-
th

eﬁer el N er Pduhs&acetyl - 5 - fluoro- and -
Mt h benzene to giv

added ©ol | ect ed apghy
t°ﬁ‘"§ di sul fonyl chloride. Step c: N -

N phenyl %ﬁ"ﬂﬂﬁ&
Phenyl aceésiylhe w mei auaoosc 501' 3 Hotirk, N €&in Hhidh Hiissd HafogenyakonCdd aqr,i dkoxyasesadded t of
exces Iftvwetﬂluteo fewantr grpta?t end B' iglp iyrdzegen atoms oom

terrpergt ol 19, 8ive b 'é%ﬁ?‘ 1 group, o a L amdRRslic pgl which R i s§
a hal ogeggglbgnrﬁo%rad z“ttgjxr‘]lr‘jm ekoxy coolﬁna % "fﬁéﬁ{;oﬁitfé"{ifréﬁg%% i sed fromj
dilute or a nitroEameisi2. and Rl i s aAfpYake)ENo.at20M05/%0 (SadalO 1700 give |
3- benzyl - 62 £ Mabyle-77 %ﬁh¢san1}12,+3eaz°f er r§26.822.whidy bvarbeerodwzded[ &om]thcar boxylic .
acyl 152, 4 enz?)z m%‘;liﬁ °_If, §4 ent APPhC“ tha&FlePﬁ‘P’S% ses for
preparl ng, et ylg[[lﬁémaéyng ffr fay 1spe%:thfe| cafl on T copendi ng EXAMPLE
orthoformate was Keagad laCEES-I—(lBIS°(Ndor 21905/ 58 (S No. 70 2 - Methyl -
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7 - Sul fé mure81 &olmtBe ﬂien remoabﬂaaygzz) whi cha

t hi adrmzr 1° :g";sx;ld“e f‘% ssent Appl g Irrf% \.,.apd t hat conpounds
hav- 15 benz ﬁdgazﬁ,e_ ure . of o-a & i he general fornmulaf
benzenesul StemhethyIMmhytie lamd- B&zotha- ol windrhyR m)rat h!lb%ﬁi‘ amh corv Sithealded at

[ ng

__826 9 5

125- 135[@1_ e-al-dpggfle Wg hydrogen t g‘gé?? R’drssm |l ation i i
vacuo &n "'1‘; T r phol to givé
2- et hy| dens’ of the s ré‘e‘i E - 1,2,4 -}

benzot hi dydroside vdarec rﬂ-ﬁethﬁ-mulhaiyb Zsﬁ a¢formr cozpremﬁlgnA cnpon75ro 38885/58 8¢

di azi ne- PW“HP‘E}%é’lWa%“dFr eated with NG~ 826:8 :n‘d‘lchd?as besp dijvided koxy
radi cal and [err] a#l fonic acid st eam bath for _
hydr ogn eat Nitio -ar{s\m&&nyl 124 - BécRdtia-O a §hav§rgodne<1f and poured}
onto ice. Tr eat - dza@aqr-bb-ﬂly*xda: acyl gr otlnpgamal pxrmesmnmeor pre- me#f of the
them are cl ai rmd in the specification

product %@H’ﬁ)
Vﬁxa égjf?ﬁm % 1,2,4- of oum.copeRrding Application

hydr oxr dgge
eﬂdﬂﬁﬁﬂ]ﬁﬁmﬁle]s—xd-l oxi de. A | (Serial No. 826,924) i
vvhr ch ha@ldqelebv @rgrr(‘éiédwk) ofvpifresagilinesent  Appl i cat GgiRy EXAVPLE 13.

le

VHAT VE @28fp < g L2Ar bpugothiaz - q| fany) " 1£'9, 4 - Benzothia- 1.}
Thi adi azrlaenmggmmdegn Y Obtamegas c‘%ﬁf di azi n@e¥¥P21- di oxi de t he

gener 40 Sptoﬁmtural forrrul ae By carrying out the procedure
¢ Sppotnds Gati on No. 37108/ fial No. 826,923) }

descri bed trﬁhﬂ;lfhhpn@edltha
except t é ?ﬂ;‘é‘,hl or oani ki

pI aced bys ?20; gbgrg t dugfnen} fliitroaniline, 6
2,4 4 t;emb,talnda methyl - 7 - sulfamyl ~ 1,2,4-
benzothiadiazine-1,1-dioxide and processes for Hans02

preparing them are claimed in the specification

in which R is a hydrogen or halogen atom or

of our copending Application No. 37102/58 a C,_, alkyl or C,; alkoxy, nitro or amino 90
(Serial No. 826,923), which has been divided radical; R? is a hydrogen atom or C,_; alkyl
- 50 from the present application. In this speci- radical; and R? is a hydrogen atom, a C,_,

fication there are also described and claimed alkyl group, or a phenyl, benzyl or styryl
a method of preparing the sodium salt of 6- radical. :
chloro-7-sulfamyl - 1,24 - benzothiadiazine- 2. Thiadiazine compounds having one of 95
1,1-dioxide and a method of making a tablet the general structural formulae -

55 containing 6 - chloro - 7 - sulfamyl - 1,2,4-
benzothiadiazine-1,1-dioxide. It will be ap- -
parent to those skilled in the art that salts in
accordance with the present invention and tab-
lets containing compounds in accordance with

60 the present invention may be made by

analogous methods.
It should also be noted that compounds hav-
ing the general formula

and
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di azi ne-1, 1- di oxi de may be obtai ned as col or-

| ess needl es m p.
338-339[err] C. with decom 40 position.

——andtt+—shouldbe noted that the conpounds 6- . R2
chloro - 7 - sulfanmyl - 1,2,4 - benzothia- diazine - 1,1 - dioxide, 6 -

_z bromo - 7 - sulfanyl - 1,2,4 - benzothiadiazine - 1, 1 - 45 dioxide, and 6

')-- methyl - 7 - sulfanyl - 1,2,4- benzothi adi azi ne-1, 1-di oxi de and processes

far preparing themare clai med in the specification in which Ris a
hydregen or hal ogen at om or82682lour copendi ng plicatioW No. 37102/58 a

[erfr] alrkyl or ferr] al koxy, nitr | 826, 923),, which
has been divi radféal ; [errfargﬁl%]ggylhy rogeﬁrzaelzli1 (L:‘&‘n%£ %L al kyl 50 from
the pres i"Chtion. In this speci - radical; and R2 |s a hydrogen
atom a [err \ \on there are al so desga/p¥d and claimed al kyl group,

or a phzg, Y, | R'styryl a nethod g epari ng the sodium salt of 6-
ra I 1,2,4 - benz® adi azi ne- 2. Thi adi azi ne
co%kg%g%lh Sn | 5@8&&5’};%{%%{&%&, 1- d| oXi d@’”and Akt hod of making a tabl et

heompuiny @k beizaneidtg thatlis dabstinuet o @easng thedprien v @i toiideged - 7 - sul fanyl -

, Dya Clbé?*!‘dﬁﬂlﬂdﬂ‘&%’l%?‘l’fr aley; SYATHE havips ¥°P°r dogP2 parent to those skilled
Brdance with the pemsent invention and tab-

I n
crﬁ&ghﬁu Bhp @hwm &elelgEh-aCCOI’danCG Wi t

| et 53 " the present invention nmay
be erahstercioal fomllegous, met hods. It should & e ‘not ed t hat 5€orrpounds hav-
I ng- the general f a HoN 5D 921

 a disulfon ofr de having the genefﬁz’il 45 f"grrmla in which R and [err]
are as defined G¥aj,m 1 and F@dlhatxmtharqamxdeamaﬂfnmhq adii¥ orar al kenyl gr oup
cont ai ni ng#swses’ Beddene ring tha}t‘; 3 B4t iy treducer L Aeneethiyy the latter with
amppi a to produe & 5 by a [ & ég Br“’[“@?“t“]‘ RExy*gr oup or hal o-

di am de having t hg, gener al forrrul a gen atom or.ds an unsubstituted aral kyl
or aral kenyl groun'contalnlng one benzene ring.} 3. Thiadi azi ne conpounds
havi ng the gen Atructural formul ae A,

50 10 and hes .%j;n s diamde with form g_fcilld pr ethyl: orsfshoforrrat'_e to
produce a- dXMA. di azi ne-1, 1-di oxi de = c8gpaufd having the and
general formufa Y n which R is chlori Me®&brogikpe or fluorine. 4. 6 -

Chl i@ rwich R3s ehld#ié, bytmine of flworiaed| f amyl - R and RL being as defined in daim 1.
1 0 zﬂihlﬂmbeanzmthﬁlad’ agilfsreyl-- Raﬂd R1 ]d:[n@)ﬁk Gfined in Clhitn 1A process. as cl ai med

or s ks cljimed @ Clhimnid, in  whi ch t he
ingragﬂ Sdgﬁ%‘ J? 1 3’"

I'n

E‘Ftﬂl d’dﬁ‘d&zisné“d“‘m 1,1 - dioxide,

chl oki Ze sulﬁmyl?— }z,suﬁnéﬁayihdlazmé- 2 ApS &gsq;gmgd ﬂ?dlﬁgm or 171860 A Process as

%al:h’edh"x €Cl aim n]a%Y 60 lmilwh:chdhewhlodﬁﬂfonauon step ‘is carried . in
{n r ég 1 BRI o tib$a®1§gdrﬂ1€edllwmv€n% :égyhledrachl oro - 6 -

sul T @Myl s 24b@,&§,&ha¢% b%‘ Iﬁ’ﬁe fUPTyan r*l ative to chloro-

t hi Biiagdene - 1,1 - di oxide anﬁﬂ%:ifmfgihe h’@iﬂt,fré)hlsrl%%u_ o r@pwl se and

19. A modification of the process. clalmed
in any one of Claims 16—18, in which R*
represents a C,_, alkanoyl group.

7 - ulf 1 - 1, ,4-
Zybgenz%%eglazngg ﬁiqd- dloxsldeamy

* 10. 6 - chloro - 3 - phenyl - 7 - sulfamyl-

30

35

124 -

1,24 - benzothiadiazine -~ 1,1 - dioxide.'. S

11. 6 - chloro: - 3 - amyl - 7 + sulfamyl-
benzothiadiazine - 1,1 - dioxide.

12. 6 - chloro ~ 4 - methyl - 7 - sulfamyl-
1,24 - benzothiadiazine - 1,1 - dioxide.

13. 6 - amino - 7 - sulfamyl - 1,2,4-benzo-
thiadiazine - 1,1 -~ dioxide. .
. 14,6 - fluoro - 3 - benzyl - 7 - sulfamyl-
12 .4 - benzothiadiazine - 1,1 - dioxide.

15. 2 - methyl -7 - sulfamyl -1 2,4-benzo—
thlad»lazme-l 1-dioxide. .

"16: The-process that comprises reacting an
amﬁne denvauve having the general formula

m~wh1ch R is as defined in Claim 1°and R¥ is
a hydrogen atom, a C,_; alkyl group, or an
a%group, with chlorosulfonic acid in the

of an alkali-metal halide:to produce

20. The process that comprises reacting an
aniline disulfonyl chloride havmg the general
formula

o
’: .
Sgpct
with ammonia to produce a diamide having
the general formula

€250o

' B
X
. mekndY Sy

70

75

and heétmg this diamide with formic acid or -

cthyl orthoformate to produce a benzothia-
diazine-1,1-dioxide compound havmg the gen-
eral formula .

N



8. 6 - sulfanyl - 1,2,4 - benzothiadiazine- ing the alkali-netal halide in
smal | portions 1, 1-dioxide. and then heating

the m xture at 100-200 -C—65-9—6——mpthoxy - 7 - sulfanyl - 1 2 4. = 19

A nodi fication of the process clained 25 benzot hi adi azi ne- 1,1 - dioxide.: ,

in any one of Clainms 16-18, in which R* 10. 6 - chloro - 3 phenyl - 7 -
sul fanyl - . represents a [err] al kanoyl group. 1,2,4 - benzothi adi azi ne -
1,1 - dioxide. = 20. The process that conprises reacting an 11. 6 -

chloro: - 3 - anyl - § -, sulfanyl-" aniline dsaeefonyl chloride having the
general 70 1,2,4 - benzothl adiazine -_I,I - oroxide tormora 30— 12—6—~ °

chloro - 4 - nethyl -.7 - sul fanyl - 1"’2 4 - benzot hi adi azi nex: 490a?
dioxide. 13. 6 - amno - 7 - - 1,2, 4-benzo- thi agl ne - . 1,1 -
dioxide. 14. 6 - fluoro - 3 - 7 - sulfarryl- 35 1, XA
benzot hi adi azine - 1,1 - di oxi'de A2 - methyl -7 - suf%rryl ddpcz
1,2,4-benzo- wth amoni'a toWuc 32 di am de a

t hi adl azi ne-1, 1-di oxi de. ._oa t he g%ﬁgﬁmdgm v&%m’
t hat conprises react iR)gadoR elbi lak B&indf){nlm ye- hawmmhef benkothigliaziné-11-45 -
40 in which Ris as deil nAd:mcess@é elammd:kndnyl%nelcﬁ OXifie hER ¢ en&“‘t‘ﬂlfgfméﬂaam de =
with formc acid o &k ?=‘.501 Wg &ekyl group,: or fét hyl
orthoformate to prodig ;a- % edr8up, with chl opQswl fopic acid
in the djazine-I,1- qhom d,eﬂaep uné avi-ng the gen- pres f

l

al kali -netal halide t 022pTbel proeess  dmtatondpcisesnheaging 2 r eacti ng t hil yl
derivative with amo#is lamglaniineibaving theragrepth dorm@a ul t i ng N-4OYY Tl 5 farryl R
and [err] being as defined in Claim,1. corrpound

benzot hi adi azi ne-1, 1-di- 21. -A pyad@s as cl ai med gﬁ Clafliyll
havi ng the generalmforrrul ad af' -20, in whi cho{. —

ani l i ne d| sul fonyl chloride pnia is carri eu Amroaaslamglammemamm,

al cohol i ¢c: am noni um hydr oxi‘de.

€22

YeMe process W@%‘ @br’rﬂ*”i@l@?‘ healide iy sgdium-
di sul fanyl - aniline haith kh&dgneaﬂﬁylakhofoﬁiidwbgml-n r;
defined in daim1 4uea dg:g@%fm ¢-3,1-diokideirompamnd atzs;nihowhma %{,}F(ﬁ ti: %
or a nononucl ear aryr“fﬁg foypals ocess as cl sirriwichut by e@ﬂlas the 2diline; derivativeai
the alkali-nmetal halide is sodi-um cHfori de. chlorosulfonic acid dropwise and subsequently

adding por-

45 with formc acid or ethyl orthaformate to prohomm%%gﬂélﬁx at 100—
claimed in daim24 or in whi cjg. " cipl.or osul phopateicon: step 1S having t he

general fornula ifMd out- by add’n tmaiqaﬂonnéthdemcasatclamd

to chlorosul foni c aci d dr opmﬂs’@"zaq,n’ ubsequent | gg@qg} 5 Cl jpeid
halide in small por- 50 tions. andthen heating & %:)2, alg
27. A nodificati orlsok gnhemn; @$ 8efifddtih Emi 1 anyomﬂk o&&eﬂz&emg
whi ch the acid chlori &a. Arpr ﬁdralaﬂnedhasanvm‘e éné’ maVaothmaF@@@tkm 6f—5
[err] where [err] i sChimsal6 b W‘E‘@r;@ Wﬂm 3

or aral kenyl group ci lﬁi ]gf ecr 01_5 alkoxy, or halogen substltueml:_ﬁm the -

20 . 24, The process that comprises reacting an benzene ring.

iline d t1 he the general formula
aniline derivative avmg gen aniline dnsulfonyl chloride having the general

o JIM, L formula:
in which R and R* are as defined in Clsim 1 | a’soa :a;c: |

‘with chlorosulfonic acid in the presence of an

35.

U

0

28. The process that comprises reacting an '
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25 alkali-metal halide to. produce a dlsulfonyl with ‘an acid_chloride or acid anhydnde de-

rived from an alkanoic acid containing not

chloride ha the eneral formula
o oride having & more.: than six carbon atoms or from a mono-

2 S nuclear - aryl carboxylic ‘acid to roduce_an
”“ . N-acyl denvauve havmg the genpfal.f_o_@&la .

LRy

cs0s Y 30éf’

_ reacnng the latter w1th an acid chloride or
.- .. acid anhydnde derived from an alkanoic acid -
30 containing' not more than six carbon atoms or
from a mononuclear aryl ‘carboxylic acid to
_produce an N-acyl denvanve havmg the gen—

eral formula |

. R Sl et e




~nucl ear aryl

the gener al

nore thﬂlﬁ&’ll@@scﬂaﬁnbbm@@ rad- or reac

_._-anhydrl de has t by

- chl oros
. thiadiazine-1,1-dio i

. with

23. A process as clainmed in any one of which may or
alkyl, [err] Cains 16-22, in which the reaction with al koxy, or hal ogen
substituent, or is a nono- formc acid or ethyl orthoformate is carried -
group containing a [err] alkyl, 60 out at a tenperature of 100
to~1500 C [err] al koxy, or halogen substituent in the 20 24. The-
progess that conprises reacting an benzene ring. aniline derivative having
formul a 28. The process that conprises reactlh% an aniline
- disul fonyt chloride having the . tral formila ... . . .
65 in which R and R1 gre as defined. i3q ﬂeaprmtmtkbmﬁig&mla‘omc acid in
- the presence of an 25| al.kal i - et al cotnabundieavung qmrmm®mmd| sul fonyl wth an
. -acid chloride or Msnlpedr i de de- chloride pay rﬁ‘b‘zthe general fornula
rived froman al# -add cont ai ni ng N - than si x carbon atons or
~.froma nono- n ar'yl carboxylic acid to ROthgoenaR? 70 N-acyl
derivative hav ft hg? Ogneral fornula reacting the latter with an acid

chl ori dia which&Cind Iarakeyardbﬂiai wleCiimed 1‘36?1 é& nlka @d&ell"éd Bois ato%t ai ni ng not

may not have a [err]

Wth

| amon, |ai,n @8815% 2P ?ag or °dca[ WA Qo thgvm ng the
resulti fgy @gayltgjl bnmﬂt acyl der| vat i ve haV| ng the gen-

. Coeroun(tRzCD(@zd@ﬂhé&k*baﬂlﬁ&hloadiaméﬂyme 1,1-di- Lul a
-oxi de hgroupregn tppwhich may 826, 92R ~-R‘

9 3410 Tﬁf{gﬁf L@%&r A cﬁ;\p b %’s“}' eacting a co having the general

fornmu 1as defined in CPa‘Pml V\here[err] Is a
n sildiuentlin fa

_-[err] nb&n@s and ;iﬁg%&;%ﬂ% :ﬁgﬁ%a on of the

. defined 3% '@egf peess thagicenprises repcting ciC |
- process“EPY" “gdﬁ“’tﬁ"l‘ﬁﬁ% fFale to prmdmea,lbthmwmnmchnavhg-thé in daim
28, in which the ag ori de or &aealdergyiade conpound having the general
formula [err] or _f P’QE,QRZCO)ZO where [err]
group cont ai ni ngho efjzgne ring whi ch may or
d¥eét| , [err] al koxy, or | 6gen substituent, or is
: 'a NMONONKGIHEAR @H R afll49 din€OR@dAIINg a [err]m kye,o[err] "al koxy, or haI ogen
‘subst i tandR® mdnﬁndd@slueﬁlz:em}oﬂzai,gmth and treatifhg the latter with '
flg) SPOWC?WRS’E@SS BhatA ey hﬁelﬁmfeﬁaﬁnaﬂﬂ s, scid and
138“3 a benzo- rvelmbrwl co-gunbemtnes or nul a
npound ha %fg“; m ‘ih $hY1f°6ti) n3te 1 i n which R
in daim1l an ﬁw‘&’z a,z aim 24 or 27,
niato for m&.mumesp,mnoulmeqmmﬂmﬂ 60 35 A
process as cl aigusgy’™n gagg m 34, 55chipsidé bygheating Og;gmhshlerbsuﬁmmda '

whi ch ‘conpri ses heat i ng o- ani noben ﬁ@at“‘g yf%:‘gwg'g th et hyl

~or t hof opatdieating the lattesdaicydlize it and roduge m&“’“ Y |
1, 1- di okFRpound gf eenera] %gm%. s to 2- rreBblyTheJ;rI&essifhabedma’ﬁehlhaﬁh 5i e - 1,1 -

dioxide 7 - sul fonyl 60 chloride biroheat] ﬁgulfa!nyl/\n-tlki,‘lchlbmzmbmfom c aci d

is al aral kyl or

t hen. antioRs

and Eg. are as defl

and treating the 7-suff onyl chlori m: ﬁeﬁ_ )
2- met hyl - 7- sul f any, ,” 42 and heatiz‘lig.b ;ﬁ‘g’, &1 m ¥P'E§%e§}?t and produc
benzot hi adi azin xilde a conpound3angmge&rabI:(llammgm 16, sub- 70 36..
Lt s described in any one of Exampl
The process th/%wz { es heating }Sﬂ-ﬂ 4 and 9herembefmy ples
: o ¢ 38. A process as claimed in Claim 22, sub-
stantially as described in Example 3 herein-

31, A modification of the process claimed

before. 5
25 in Claim 30, in which R? in the starting

30

35

material is an aralkyl or aralkenyl group con-
taining one benzene ring which may or may
net thavea G, alkyl, C,_, alkoxy, or halogen
lent,” or- is a_mononuclear aryl group
‘oontammg a\Ci_s alkyl, C,_; alkoxy, or halo-
.gen “gubstituent in the benzene ring.
32, A process as claimed in any one of

o Claum .24—27, in_which the reaction with
- amifionia is carned out using agueous or

. alcoholic ammonium hydrox1de
~=33, A process as claimed in any one of

. Clanns 24-—32 in which the final step of heat-

; the N-acyldisulfamyl compound to cyclize
Tafried out at a temperature of 150°—

* ¢ L M S x

39. A process as claimed in Claim 28, sub-
stantially as described in any one of Examples
5, 6, 7, 8 and 11 hereinbefore.

40. A process as claimed in Claim 35, sub-
;l:zfnnally as described in Example 10 herein-

ore.

41, A process as claimed in Claim 34, sub-

stantially as described in Example 12 herein-
before.

42. A sodium or potassium salt of a com-
gouxlusi as claimed in any one of Claims 1 and

43. A sodium or potassium salt of a com-
pound as claimed in Claim 2.

44. A compound having the general
formula :
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brono - 7 - sulfanmyl - 1,2,4 - benzothia- diazine-1,1-dioxide with an
excess of ammoni a under pressure to produce 6-am no-7-sulfanyl-

1, 2, 4+be cess as clainmed in Caim16,
sub- 70 stantl ally.as described in any one of Exanples 1, 2, 4 and 9 @ .
herei nbefore. 38. A process as clained in daim22, sub- stantl_al ly as @ x-
described in Exanple 3 herein- 31. A nodification of the process clai ned EJ'
before. . 75.25 in Claim 30, in which [err]
in the starting. 210 39 A _process as. C|all’réa’?2ﬂ Caim28 ‘sub- material s
an aral kyl or ar aI kenyl group con- stantlgl 1y as descgn bed in any one of
Exanpl es tai ni ng one benzene ring 8 .~ f?8 and 11

her ei nbefore. net have a [ err],.3 al ogen 40. - A
process as claimed in Caim 35, B tuent, d . nononucl ear aryl
group stantially as descri bed ln B?gnﬁle 10 here| n- 7 containing a [err]
al kyl, [err] al kgx m;lpﬁ ﬂﬁw&edﬁ%%suw shinl A€ sdh8 6L Rl ! 18-
41. A process as heh 34} prog alamu@ alnmed.i n arny. one
of stantially ashldsémrmbwofﬁhﬁsaﬁapaiﬂmﬁerelGnAcﬁhpnsnnm B/ ladned in Claishdsh
the reaction \A?tﬁ%Pb?fewv‘ﬁﬁ‘ﬁﬁBPﬁnﬁlP%“V@a‘FMeéP daformsof dgalifueous or 42, A
sodi um or pot assf‘lﬁb osttioh wﬁém_ al cohol i g 35tRRE Wiedydr oxi de.
pound as cl ai med g aﬁrhﬁtlv@nﬁgﬁlen% 2| dfpolmd® Al - - 10, Staple Ind) DnBGHEWECAS :
clainmed in any oxeined in &y bbe of Climsd, 2-4-1532ndn whi chAseinefdrlthaApI&taep- of heat-
43. A sodi um or pot agg i, S h&%@n‘&%eu&ﬂﬁafo&@d&eéﬁywéoﬁh&i’&glhsssomound
to cycli.ze pound asrublisRd iBE <mc6;nz SoutHamptén Enikdidgs, E6hdé}) mperat

of 150-. = 44. A conpound having tFeiegRESr ALY 40 250[err]C. %
formula 826,921 or in which R and [err] and [err]. are as defined in

42- 44, toget her with ~a -solid i quid. 10 Caim -1, when prepared by a
process as pharrmaceutical dil uent clai-med in any one of Clal ms 16-25, 27,
and ., 46. A conposition as clainmed in Caim45, 5 29-40, ‘an obvi ous
chenical equivalent or in the formof a tablet. such a process. 45. A

phar maceuti cal corrp05| tion contain- o - D. YOUNG &-CO., ing, as.
active ingredient, "a conpound as $10, St apl- e. lnn, London WC 1,
clainmed in any one of Clains 1, 315, and Agentsfor t he
Applicants. Leam ngton Spa ‘Printed for Her Majesty's- Stationery Ofice, by
the Courier Press.-1960. -Published by The Patent O fice, 25, Sout harrpton '
Bui | di ngs, London, WC. 2, from Wm ch copn es may be obt ai ned '




