
termination of the final point).  From the  6.7 grams of
3-sulphamyl-4-chloro-6-benzyl-          result of the analysis the
excretion was  amino-benzoic  acid, and  the  whole was          calculated
in millimols/kilogram  for each  heated for 20 minutes under reflux. After
ion. These values were designated by (Na)[err], cooling to room
temperature, any  undis-      5  (K)[err] and (Cl)[err].
solved matter was filtered off and the filtrate  65            The
excretion of ions  (millimols/kilo-  was lyophilized. 6.9 Grams of the
product          gram) after application of the test substance were
obtained in the form of an amorphous,          (T) was referred to the
saluresis caused by  non-hygroscopic powder which was easily          urea
(U). In this manner, there were ob-  soluble in water.      10  tained
likewise for the excretion of sodium-,         potassium- and chlorine-ions
T/U  values                 EXAMPLE 2         which were designated by T/U
(Na), T/U 3 - sulphamyl - 4 - chloro - 6 - furfuryl-         (K) and T/U
(Cl).                                   amino-benzoic acid            The
quotient                              10.8 Grams of
3-sulphamyl-4:6-dichloro-                            [err]       benzoic
acid (0.04 mol) and 11.7 grams of      15  shows the degree of efficiency.
With a good  furfurylamine (0.12 mol) were heated in  75         saluretic
agent the quotient should reach a  30 cc of diethyleneglycol-dimethylether
for 6         value possibly near to 1, i.e. it should pro-  hours under
reflux. On pouring the reaction         voke the excretion of a great
number of  mixture into 300 cc of 1N-hydrochloric acid,         sodium  and
chlorine ions and of a small the reaction product was immediately separ-
20  number of potassium ions.                 ated off in the form of
crystals. The light- 80           It follows from  the values given in the
yellow crude product was purified by dis-         Table that the new
compounds are consider-  solving it in 100 cc of warm  1N-sodium
ably superior to the known preparation (III)  bicarbonate solution,
precipitation by means         as regards diuretic  as well as saluretic
of hydrochloric acid and subsequent recrys-     25  efficacy.
tallization from  ethanol/water, with  addi- 85           The  following
Examples  illustrate  the  tion of charcoal. Colourless prisms were ob- 



invention:-                               tained which decomposed at
206[err] C while                        EXAMPLE 1
undergoing a brown colouration, and with         3 - sulphamyl - 4 - chloro
- 6 - benzylamino-  evolution of gas.     30                benzoic acid
a) A solution of 27 grams of 3-sulphamyl-              EXAMPLE 3         4:
6-dichloro-benzoic acid melting at 233-  3 - sulphamyl - 4 - chloro - 6 -
thenylamino-         235[err] C in 42 cc of benzylamine and 50 cc
benzoic acid         of  ethyleneglycol-monomethyl-ether   were 35  heated
for 4 hours under reflux and then     10.8 Grams of
3-sulphamyl-4:6-dichloro-   stirred into 600 cc of 2N-hydrochloric acid.
benzoic acid were reacted with 15.8 grams 26 Grams of lightyellow crystals
separated  of thenylamine (0.14 mol) as described in  95 off melting at
232-235[err] C with decomposi-  Example 2 and the reaction product was
tion. From ethanol of 96%  strength (with  purified as already indicated.
The product     40  addition  of charcoal the  3-sulphamyl-4-  according to
the invention formed colourless         chloro-6-benzylamino-benzoic  acid
crystal-  prisms which decomposed at 201[err]C with         lized in the
form of colourless prisms melting  evolution of gas and while undergoing a
dark 100         at 244.5[err] C with decomposition.
colouration.            b)  Dicyclohexylammonium  salt  of  3-
EXAMPLE 4     45        sulphamyl - 4 - chloro - 6 - benzyl-  3 - sulphamyl
- 4 -chloro - 6 - dibenyl-               amino - benzoic acid
amino-benzoic add           6.8  Grams  of  3-sulphamyl-4-chloro-6-
benzylamino-benzoic acid and 3.6 grams of   A mixture of 10.8 grams of
3-sulphamyl- 105         dicyclohexylamine were dissolved in 80 cc of
4:6-dichloro-benzoic acid (0.04 mol), 27.6     50 ethanol and 100 cc of
water were added to  grams of dibenzylamine (0.14 mol) and 50cc.
the clear mixture. On trituration, the salt  of ethylene-glycol was heated
-for 3 hours to         started crystallizing. After standing for one
170[err] C  and then poured into 300 cc of         day at 0[err]C it was
filtered off with suction  normal sulphuric acid. After standing for 110
and precipitated from a mixture of acetone several hours the precipitate
was filtered off     55  and water (1:2). 7.5 Grams of colourless  with
suction, dissolved in 100 cc of 2N         prisms were obtained melting at
209-210[err]C   sodium hydroxide solution, the solution was
extracted with ether and decolorized at a           c) Magnesium   salt  of
3-sulphamyl-4-  raised temperature by means of charcoal.  l15 



chloro-6-benzylamino-benzoic acid     The reaction product separated  off
on           100 cc of water were added to 0.6 gram  acidification with
hydrochloric acid, was re-     60  of finely pulverized magnesium  oxide
and  crystallized from ethanol and formed colour-
936,417       less prisms melting at 206[err] C with decom-    10. A
pharmaceutical preparation for oral 45       position.
or parenteral administration, which comprises                       EXAMPLE
5                   a benzene sulphonamide or a salt thereof as       3 -
sulphamyl - 4 - bromo - 6 - benzylamino-  claimed in any one of claims 1 to
9 in ad-                      benzoic acid                mixture or
conjunction with a pharmaceutic-          A mixture of 10.8 grams of
3-sulphamyl-  ally suitable carrier.                     50
4:6-dibromobenzoic acid (0.03 mol) melting   11. A   pharmaceutical
preparation  as at 242-243[err] C, 13.0 grams of benzylamine  claimed in
claim  10, which is in the form        (0.12 mol) and 25 cc of
ethyleneglycol-mono-  of tablets or dragees.    10  methyl ether were
heated for 3 hours under   12. A  pharmaceutical  preparation as    reflux
and then stirred'into 500 cc of normal  claimed in claim 10 or 11, which
contains a 55        hydrochloric  acid. The  reaction  product  dosage
quantity of from 0.01 to 0.2 grams        separated off in the form  of a
light-yellow  of the benzene sulphonamide compound or        resin, was
freed from  resinous by-products  salt thereof.    15 by dissolution in 100
cc of 1N-sodium-    13. A  process for the manufacture of
bicarbonate solution and was separated off  benzene-sulphonamides of the
formula (I)   60        in the form of crystals by the addition of
concentrated hydrochloric acid. After recrys-         [err]
tallization from ethanol the compound melted    20  at 247[err] C with
decomposition.          WHAT WE CLAIM  IS:- 



1. Benzene-sulphonamides of the formula
in which X represents a chlorine or bromine
atom  and R represents a benzylamino, di-
benzylamino, furfurylamino or thenylamino                 [err]
group, and the salts thereof, by reacting a  65
compound of the formula II        in which X represents a chlorine or
bromine    25  atom  and R represents a benzylamino, di-
[err]        benzylamino, furfurylamino or thenylamino        group.
2. 3 - sulphamyl - 4 - chloro - 6 - benzyl-        amino-benzoic acid.
30    3. 3 - sulphamyl - 4 - chloro - 6 - fur-        furylamino - benzoic
acid.          4. 3 - sulphamyl - 4 - chloro - 6 - thenyl-  in which X  has
the meaning given above,        amino - benzoic acid.
with benzylamine, dibenzylamine, furfuryl-          5. 3 - sulphamyl - 4 -
bromo - 6 - benzyl-  amine or thenylamine, and, if desired, convert- 70
35  amino - benzoic acid.                      ing the condensation product
so obtained into          6. 3 - sulphamyl - 4 - chloro - 6 - di-  the
corresponding carboxylic acid salt by        benzylamino - benzoic acid.
means of an inorganic or organic base.          7. Salts of any one of the
compounds    14. A process as claimed in claim 13 and        claimed in any
one of claims 1 to 6.       which  is  carried  out  substantially  as  75
40    8. The dicyclohexylammonium  salt of 3-  described in any one of the
Examples herein.        sulphamyl - 4 - chloro - 6 - benzylamino-
ABEL & IMRAY,        benzoic acid.
Chartered Patent Agents,          9. The magnesium salt of 3-sulphamyl-4-
Quality House, Quality Court,        chloro-6-benzylamino-benzoic acid.
Chancery Lane, London, W.C.2.               Leamington Spa: Printed for Her
Majesty's Stationery Office, by the Courier Press
(Leamington) Ltd.-1963. Published by The Patent Office, 25 Southampton
Buildings,                             London, W.C.2, from which copies may
be obtained.  



less prisms melting at 206[err]C with decom-    10. A pharmaceutical
preparation for oral 45                position.
or parenteral administration, which comprises                   EXAMPLE 5
a benzene sulphonamide or a salt thereof as       3 - sulphamyl - 4 - bromo
- 6 - benzylamino-  claimed in any one of claims 1 to 9 in ad-
benzoic acid                mixture or conjunction with a pharmaceutic-
A mixture of 10.8 grams of 3-sulphamyl-  ally suitable carrier.
50               4:6-dibromobenzoic acid (0.03 mol) melting    11. A
pharmaceutical  preparation  as               at 242-243[err]C, 13.0 grams
of benzylamine  claimed in claim  10, which is in the form
(0.12 mol) and 25 cc of ethyleneglycol-mono-  of tablets or dragees.
10  methyl ether were heated for 3 hours under    12. A pharmaceutical
preparation as               reflux and then stirred into 500 cc of normal
claimed in claim 10 or 11, which contains a  55               hydrochloric
acid. The  reaction  product  dosage quantity of from 0.01 to 0.2 grams
separated off in the form  of a light-yellow   of the benzene sulphonamide
compound or               resin, was freed from  resinous by-products  salt
thereof           15  by dissolution in  100 cc of 1N-sodium-    13. A
process for the manufacture  of               bicarbonate solution and was
separated off  benzene-sulphonamides of the formula (I)    60
in the form of crystals by the addition of               concentrated
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in which X represents a chlorine or bromine 



atom  and R represents a benzylamino, di-
benzylamino, furfurylamino or thenylamino                       group, and
the  salts thereof, by  reacting  a  65              in which X represents
a chlorine or bromine          compound of the formula II          25  atom
and R represents a benzylamino, di-                        [err]
benzylamino, furfurylamino or thenylamino              group.
2. 3 - sulphamyl - 4 - chloro - 6 - benzyl-              amino-benzoic
acid.          30    3.3 -sulphamyl - 4 -  chloro  -  6  -  fur-
furylamino - benzoic acid.                4.3 -  sulphamyl -  4  -  chloro
-  6  -  thenyl-  in which X  has the meaning given above,
amino - benzoic acid,                     with benzylamine, dibenzylamine,
furfuryl-                5.3  - sulphamyl-4 -  bromo- 6 - benzyl-  amine or
thenylamine, and, if desired, convert-  70         35  amino - benzoic
acid.                     ing the condensation product so obtained into
6.3 - sulphamyl - 4 - chloro - 6 -di      the corresponding carboxylic acid
salt by                7. Salts of any one of the compounds    14. A
process as claimed in claim 13 and           claimed in any one of claims 1
to 6.      which is  carried   out  substantially   as  75 40  8. The
dicyclohexylammonium salt of 3-  described in any one of the Examples
herein.  benzoic acid.                                      Chartered
Patent Agents,               9. The magnesium   salt of 3-sulphamyl-4-
Quality House, Quality Court,            chloro-6-benzylamino-benzoic acid.
Chancery Lane, London, W.C.2.   Leamaington Spa: Printed for Her Majesty's
Stationery Office, by the Courier Press                   (Leamington)
Ltd.-1963. Published by The Patent Office, 25 Southampton Buildings,
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