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4.8 g of 50% sodi um hydri de\i\n 200an] qof di et h7yIf0r mam de. The mi xture is
stirred, with gentle warm ng,‘g F the evol ution of hydrogen has ceased. A
sol ut®on of 15 g of 2-thienyl |socyanate in 100 M of dinethylfornman de s

then adggdicHPeQWA SiRtushifidak 28 PRI, § R oifdeR R, lsS-tRdryl dnB R, i Afardheh Whh hET 24
hour s %Itgé%;m%egwmcﬁc&%;&geﬁ?;ﬁﬂs Hiy °ufde e DB s i Biband hen
added. cbApoidaditheformtiiaCch t hen separ at es out is extract ed with ethyl acetate

and 40 the extract is washed with water, dried over sodr um sul fate and
evapor at ed. ' Ph G, (n

00' -Bi s-[[err]-nethoxycarbonyl - ‘(\% thrLerA) car barryl met hyl ] - di phenyl
disulfide is obtained . and this can

Q)



érrpl oyed without purification. —&—g—of——cr‘de"’f

0, 0' - bi s-[ a- net hoxytar bonyl - N- (2-t hi t hyl ] - di phenyl >
di sul fi de are 45 suspended in 300 nmﬂ[ mim “Imm“‘; g of sodium ¢
bor ohydri de are added in portions, csterrang. Fhe mxture is stirred a
room tenperature for 4 hours and evapor at ed, wat er is addedGseozmorfesr dué
and th a—ur - S a
‘aci o reas,xah,g)uto congo red and extracted with ethyl acetate. On

: e\%a.por at i Gablet€dodRing 0IMoCk{E thieple Kb ZEl diltytio- mnaﬁ:}&huq;ﬂaem burmymn)de ambegared
obt ai nedasfoldwshi s can be cycl i sed without further purification. 7
GB 2 024 220 B anpl e 4: Tablets containing 0.1 g of

N- ( 2- trﬁs‘ff%"f’"?”{ﬂ(oooﬁta\?'e&ﬁ) hydr o- 3- benz[ b} - t hi gphen- car boxami de are prepar éd

as follo or 1000 tablets): -
S fam ﬁﬁ;gnQQépi R ‘;élrghydro 3- benzo[b]thr ophen Gad.6pyxam de

N-(2-T, n%]
100. 00 g 10 Lactose _
50. 00g10 Lactose 10 Corn starch - 50.00.9 10
73.00 g Colloidal silica : : '
13.00 ¢ Goynstarch -~ - oo S cos e -7300g -
35wagneéarrama.ssr..§aar ate T Thaeeg’ '13' 88
g 20 V\zt Magnesium stearate - _-: 2.00g
g.s. - 20 The :

N- (2-t hi &lg| ) - 2- 0x02, 3- di hydr o- 3- benzo[b]thl ophen car bota®ade is nixed with
a portiap of the corn starch and with the | actose and the colloidal silica
and th® "% ure is forced through a sieve: Afurther portf&n 25 of the corh
starch is mxed to a paste with five tinmes the anount of water on a water
bat h and trhen-gaay)-22éxo DSuRdro-BFodrzélbEhidphercdaaanidavs nfked WitiSa goasdn®f thelédrh A

sl i ght | y stplcaaridivathasatdsaandftioreniizibal sliiveansltsestikioreriefosed throfigivaxizsle. turgiaghortion

si eve ef otthenotn sBirehis mmowmw'@ﬁwmqsw aqu"tpﬁeatﬂroga yetarhathesd theabaygai n 25

f or ced tn?vrﬁs 'ﬁ"l‘&"%'F efedn*f@thr S" hivplgeoRpThas fogpech they :L‘t'aﬁse's epdt he
?Eg?gzi u he emauéie'( thecgrr:’:t ﬁ%\% ﬁ&nﬁgﬂi%m m E)Ix tLg %@mFessed
30 oxo I:Sf di h ytdnrggzbgnzo[b]thr ophen conpound of the for mgba

35 [err]CLAnMﬂ,hr ch Ph is an unsubstituted 1, 2-phenylene radical, Xis
oxygen, Rlerr] is:2-thien and R2 is hdro and saltsthereof wth
bases. 457 2TheA@%%QHW’%%Q'H@'FIHY%?%WP%E68‘8‘?fﬁ{j’f‘%I aimi1

i nt het ggtLJtorrerr c2- hydr oxy- benzo[ b] t hi opgenf orm 45 3. A pharnaceuti cal
preparati on contai ning one of the conp undS)B clainmed in clains 1 and 2.
4. A processforthe prepar afthl_o.n.._oi.cﬁhe_ 13 di hydrobenzo[b]thr ophen
conmpound oftheformula [err{ 55 \ Iy _
55 in which Ph is an unsubsXituted 1, 2 phenyl e?re radi aI X.is oxygen e
R[err]‘“Is 2-thienyl and R2 i Jq»ydrogen ‘and salts thereof wi.th bases, whi%h
conpri ses i nt.roduci ng a group of the fornula - C(=X)- -N(R[err]) - (R[err]) (la)
i Nt o t heiGHiBRPH RGN Qrﬁsuﬁg?lﬁjtécdqrzmﬁlala/lepbradrcal Xlsoxygen R.is 2-th|enyl and R, is hydrogen and

(I'l') C sdhsthereof with bases.
45 2. Acompound of the formula ! according to claim 1 in the tautomeric 2-hydroxy-benzolblthiophen form. 45

35

?. 3. A pharmaceutical preparation containing one of the compounds as claimed in claims 1 and 2.
? " 4. Aprocess for the preparation of the 2-0x0,2,3-dihydrobenzo[b]thiophen compound of the formula
3
R .
50 - || P : 50
Ph CH—C — N g
) _ . . ;o 5B

in which Phis an unsubstltuted 1, 2 phenylene radlal X |s oxygen, Ry is 2-th|enyl and R, is hydrogen, and
salts thereof with bases, which comprrses mtroduclng a group of the formula —C(= X)- N(R1) (R2) (la) into the
compound of the formula C et e ST :



L7

AB 2 024 220 B 7 Exanpl e 4 ymmﬂmﬂ"m 0.1.g of: . -
r:]( -t hi enyl ) - 2- oxo- 2, 3-di hydr o- 3- ml War boxam de -are prepared
follows:. 5 Conposition (for 1000 ‘taffl ets)® s

5 N-(82 Thlwn)dz),zﬂrlxo 2, 3-di hydr o- 3- benzo[b]thl ophen car boxam de 8

1 00 UU g J.U Ld.bL UScC
0. 009 g chsmgacompoundofthéh@rr%n st arCh ' N
73.0096’0 ilica . S e )
13.00 g 15 : - : () _ :
15 Magnesium stearate }lf P : 2.00
g 20 Water T - _' S _
g.s. 20 %he c=0 \n2 ' ' ' f
‘N (2-thienyl)-2-0x02, 3-di hy(ﬂ‘o - benzo[ b] t hi ophen- car boxam de is mxed with ¥
-a porpi on of the corn starch and®with the |actose and the colloidal. siljga
and the mxture is forced throu h a sieve. A further portion 25 of the corn
st ar ch i whigh Bedgpnethedfi aswsw'ﬁq# %" PR @ hatityiRd e rsubptitiiad ¥ninegrowp. Okt er
“bat h arfgelt heregfspac ure is kneaded with this paste until a

: sllgq l-y._pl asti-c mass has forned The plastic mass is forced §/fnf ough a 15
Si eve of about 3 mv nesh width and d |ed}ﬁq the dry granul es are again
forced through a sieve. Thepge.rm:an:de -of8t he corn starch, the talc and the
magnesi um stearate are then mxdd |n and e resulting mxture is
conpressed to tablets wei ght

30 Cl22I M5 1. The 2-o0xo0-2, '3-diﬁdro benzo[b]thl ophen conpound of t hef orn%ﬂ a
35 X

35 [ er rih whith #H £ndthutd for BRbubdtihinb YloBswiiciis m@&mﬂlﬁﬂﬂ'\eroﬂgérﬁﬁﬂ by hfdrofysis,

OXy gen, hykioBking Rjt5 oxb; ard ideyitedadbtlverithgities réslin@Btompoucld Bied dsait britev@aing wi t 1
basews r45|ltmasalﬂntome]beuwdwpoﬁnctdnmtd@pmsaltI accordi.ng to claiml in the 25

t aut orrer $-c AProsess ?ﬂ"lséﬁéii["lﬂ | wherehphesadicai phihe famnuta la isinpdycedipiegstetian -

pr epar a.'f‘?tﬁﬁ?'?,‘o'?ftf%ﬂ*w HGY BRENGP CATROUBLFISIEYI= AWt P SaRoUN] FithefUHE 1 and 2.
4. A process for the preparation of the 2-oxo, 2, 3-di hydrobenzo‘[“p]thl ophen

- conpgynd of the formula [err] 55 Ry

55 in which Ph is an unsubstixued—2 phenyl ene radial, X is oxygen,:
Rlerr] is 2-thienyl and R err] i!i‘ hydhs and saltsthereofvmth

‘bases, whi ch conprises introduci n® a gro&ﬁofthefornul a C(=X)-N(R1) (R2)
(la). |ntothe conpound of the formula . 8 GB 2 024 220 B

8 Or yﬁ; JN §ﬂ l-pgs a% e&%ﬁ%(a QFI gro rgH;L & aQLt}Qltqu Bwsﬁt}teﬂdﬁﬂg Lrobéan%n
et her i Treggh o maam.nsaafﬁea At ﬁ,i " fcmfzy ndBE QRS Ford a®
unsubst i é Uh@fbc@s@h&@rd&bmlm 6/)wherein the compound of the formula il which is employed is
carbamate, a carbamic acid halide or an isocyanate.
40 7. Aprocess accoding to claim 4, wherein the radical of the formula la is introduced into a startlng - 40
material of the formula Il by reacting a compound of the formula Il with a compound of the formula
RE—C(:X)—R2 (IV), in which R3 and RE independently of one another are an ethenﬁed or esterlfled hydroxyl
group, and treating a compound ‘of the formula :

Y

- 35

—
Q
Dl Wiy

50 . S o 50

which is obtainable as an intermediate, with an amine of the formula Ry~HN~R; (V).
8. A process as claimed in claim 4 carried out substantially as described in Example 1 herein. .
9. Aprocess as claimed in claim 4 carried out substantlally as described in any one of Examples 2 and 3
'§5 herein, 65
- 10. A compound as claimed in claim 1 obtamable by the process of any one of claims 4t0 9. :
1. A compound as claimed in claim 1 obtainable by the’ process of any one of Examples 1to0 3,
12. A compound as claimed in any one of claims 1,:2,10 and 11, or a pharmaceutical preparation as
claimedin claim 3 for use.as an anti-inflammatory agent, an analgesic, a uricosuric agent, an anti-allergic
60 agent, and/or an anti-thrombolytic agent in a method of treatment of the.human or animal body by therapy. 60
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a salt thereof, or, in a conmpound of the fornmula 15 -

(Vi) 15 [err] in which Rerr] is a substituted or unsubstituted
imno group which is convertible to the oxo group by hydrol ysis,

hydrol ysing Rlerr] to oxo, and, if desired, converting the resulting free
conpound into a salt or converting a 25 resulting salt into the free
conpound or into another salt.. 25 5. A
process according to claim4, wherein the radical of the fornula la is
introduced into a starting material of the formula 11 by reacting a
conpound of the formula 11 with a conpound of the fornmula 30

(ren) 30 X- C N[err] 35

35 in which Rlerr] is an etherified or esterified hydroxyl group or a
substituted or unsubstituted am no group and R err] has the neaning defined
for R2 or in which Rlerr] and R err] together forma bond. 6. A process
according to claim5, wherein the conpound of the formula Il which is

enpl oyed is carbamate, a carbam c acid halide or an isocyanate. 40 7. A
process accoding to claim4, wherein the radical of the fornula la is
introduced into a starting 40 material of the fornmula 11 by reacting a
conpound of the formula 11 with a conpound of the fornmula [err] in which

Rl err] independently of one another are an etherified or esterified
hydroxyl group, and treating a conpound of the formula 45

45 [err] 50

50 which is obtainable as an internediate, with an am ne of the fornula
[err]. 8. A process as clained in claim4 carried out substantially as
described in Exanple 1 herein. 9. A process as clainmed in claim4 carried
out substantially as described in any one of Exanples 2 and 3 55 herein.
10. A conpound as clainmed in claim1l obtainable by the process of any one
of clainms 4 to 9. 11. A conpound as clainmed in claim1l obtainable by the
process of any one of Exanples 1 to 3. 12. A conpound as clainmed in any one
of clainms 1,2, 10 and 11, or a pharmaceutical preparation as clained in
claim3 for use as an anti-inflammtory agent, an analgesic, a uricosuric
agent, an anti-allergic 60 agent, and/or an anti-thronbolytic agent in a
nmet hod of treatnment of the human or ani mal body by therapy. 60 Printed
for Her Majestys Stationery Ofice, by Croydon Printing Conpany Limted,
Croydon, Surrey, 1982. Published—-by—Hre—Patent—Cfice, 25 Sout hanpton

--Bui I'di ngs; London, WC2A 1AY, from which copies nmay be obt athed. ERRATUM
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