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Ten new N*-furoylsulfonamides were synthesized such as N3-furoyl-N*-(4,
6-dimethyl-2-pyrimidinyl) sulfanilamide( [ ), N*-furoylsuifanilamide( [ ), N*-
furoyl-N*-(2, 6-dimethoxy-4-pyrimidinyl) sulfanilamide( §), N¢-furoyl-N-(4-
methyl-2-pyrimidinyl) sulfanilamide(WW), N¢-furoyl-N!-(6-methoxy-3-pyrida-
zinyl) sulfanilamide( V), N¢-furoyl-N!-2-pyrimidinylsulfanilamide(¥[), N*-
furoyl-Nt-(3, 4- dimethyl-5-isoxazolyl) sulfanliamide(Vf), N*¢-furoyl-N3-2-thi-
azoilylsulfanilamide(VE), Nt-furoyl-N1-(5-methoxy-2-pyrmidinyl) sulfanilam-
ide([{) and 'N‘-furoyl-Nl-(Z, 6-dimethyl-4-pyrimidinyl) sulfanilamide(X).

They were obtained by the action of N!-(4,6-dimethyl-2-pyrimidinyl)
sulfanilamide, N!-(2, 6-dimethoxy-4-pyrimidinyl) sulfanilamide, N1-(4-methyl-
2-pyrimidinyl) sulfanilamide, N1-(6-methoxy-3-pyridazinyl) sulfanilamide,
N-2-pyrimidinyl sulfanilamide, N1-(3, 4-dimethy!-5-isoxazolyl) sulfanilamide,
N1-2-(thiazolylsulfanilamide, N1-(5-methoxy-2-pyrimidinyl)sulfanilamide and
N1-(2, 6-dimethyl-4-pyrimidinyl) sulfanilamide with furoyl .chldride in 4%
NaOH solution. Of the above ten compounds, Néfureylsulf-athiazole exhi-
bited a good antibacterial action against Staphviococeus aureus and Escherichia
coli.
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% Y BEd T BfeAe A9 gomg sulfathiazole EMych o E%Y sulfonamide M
2 s Qlole, EEE olMid W4 1089 sulfonamide J§ Bl sulfamethazine,
sulfanilamide, sulfadimethoxine, sulfamerazine, sulfamethoxypyridazine, sulfadiazine, sulfiso-
xazole, sulfathiazole, sulfamonomethoxine 3 sulfisomidine o] 4% NaOH#FAT ERE{LBI
furoyl chloride & {EMAlA 10 FS} F{t2Y Né-furoyl-Ni-(4, 6-dimethyl-2-pyrimidinyl) sulfa-
nilamide( [ ), N¢-furoylsulfanilamide( [ )* N¢*-furoyl-N!-(2, 6-dimethoxy-4-pyrimidinyl) sulfan-
ilamide( § ), N¢*-furoyl-N!-(4-methyl-2-pyrimidiny!) sulfanilamide(]y), N*-furoyl-N!-(6-methoxy
-3-pyridazinyl) sulfanilamide( V), N*-furoyl-N!-2-pyrimidinylsulfanilamide(V]), N*-furoyl-N'-(3,
4-dimethyl-5-isoxazolyl) sulfanilamide(V]), Né*-furoyl-N!-2-thiazolylsulfanilamide(VI), N+*-furoyl
-Nt.(5-methoxy-2-pyrimidinyl) sulfanilamide([{) 1 N*-furoyl-Ni-(2, 6-dimethyl-4-pyrimidinyl)
sulfanileamide( X) ¥ AH%= = HBfEAE BMMNY &R, Table] 9} zo] furoylsulfathiaz-
ole(VID-& Staphyloccus aureus R Escherichia colio] &t BIFY HEHE Yeld s o

%,

NL.Fm-oylsulfonamide nel &

Sulfonamide X 0.005mole § 4% NaOH 10mlo) 3z #EGE 20°C)) A = oA fu-
royl chloride 0.005 mole ¢ 234 HWTH o MEAAN A 3000 Md KBS THA2
ot ofol ERAEPE F& HCloz hfndtd @Rz HEAAA S RIIWAN e 4
K8 9 A9z AL g o Eo: BREAEYDL. 2 BRe Table[ 3 2t

KRR

BikER 2 4 sulfa MIstc} 0.99ml 4 9] peptone free broth & fndt BERE 4@} positive
control 2 sulfa Mi7} Eol 7} A Y HRE L HE A3l Faikk 81 HY RRBEL v
3¢9 2m 7li&=2 peptone free broth ulo] Soj3le HMEBE 1 fBE negative contral 2 Fwj3d}
32 % sulfa M 25mg & A3 FEdS dimethylformamide 2 25mg/100ml, 10mg/100ml.
2.5mg/100ml, 0.1mg/100m! 7} = =& 3 48} capillary pipette 2 &% 1754 peptone free
broth 7t & tube o] A 43t ol ko] FHKE && Meled BRI . o= AT Hkk
& peptone free broth Sml. o 1 7% WY F£Mel &M 178¢ o) Pasteur pipette 2 4] 2%
peptone free broth 5mle] fndted 4R K 174 S HHENA G o] ghzhe] sulfa e &
el Mol Eviwl WEURESe] Wol 1 Fok(18~24 BEM) 1E3sle] positive control o A  p <]
BEE AEo e 2WMHAT. 2 gRe Table[ 9 2o}

8~ BRMKNE Wil KBES WHRKE %3t dimehytlformamide 7} [Hik
Ev £EMNL2 BEE Y AA gedls mEstdd.
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Table, | NFuroylsulfonamides

U Leom Dy sanse

Compd ' d Analysis (% of
R mp(°C) Appearance ne - "Formula - ysis (% of 2)
No. . (%). Caled. Found.
CHy _
I —@ 246—248  white powder 95 . CnHWONS 15.04 15.24
N s
1 H 269—270  white powder 62  CuHuON:S 1052  10.69
OCH,
/ 1\ .
| | . N 202—228  white powder 85 CnHuONS 13.85  14.04
OCH3
VB
N _<\N / 252—253  white powder 59  CuHuONS  15.63 15.85
) -Qoa-b 227—229  light yeow 74 CuHyONS  14.97 15.21
- powder
Vi -Q} 259—261  yellow powder 88 CuHi:ONS  16.27 16.51
VI l ‘N 228—229  pale yellow 60 CuHuON:S  11.63 11.65
HC - cﬂa powder
| m I] 229230  orange yellow 36 CuHuONsS; 12.03  12.28
powder
X -({: / CCH3 240—241  yellow powder 87  CuHuONS  14.97 15.22°
,‘Cl'b
X {}4 223—225 white powder 26 C1H1sONS 15.04 15.30
Crig
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Table.| Minimal inhibitory concentration of sulfonamides and their furoyl derivatives(mg/100ml)

. Strains®
Compounds
Staph. aureus Esch. coli
Sulfamethagine 10 10
Furoyisulfamethazine () ~» -
Sulfanilamide 10 25
Furoyslulfanilamide () - -
Sulfadimethoxine 0.1 10
Furoylsulfadimethoxine () 25 -
Sulfamerazine 2.5 25
Furoylsulfamerazine (I¥) - -
Sulfamethoxypyridazine 2.5 2.5
Furoylsulfamethoxypyridazine ) V) - -
Sulfadiazine 10 10
Furoylsulfadiazine (V) — —
Sulfisoxazole 2.5 2.5
Furoylsulfisoxazole (Vf) — -
Sulfathiazole 25 10
Furoylsulfathiazole (V) 25 25
Sulfamonomethoxine 0.1 10
Furoylsulfamonomethoxine ([X) - -
Sulfisomidine 10 10

Furoylsulfisomidine (X) - -

a) obtained from Medical Centre, Ministry of Public Health and Social Affairs.
b) no inhibition at concentration in mg/100ml.

EX N BR

1) 108 #Ht&% N4-furoyl-N!-(4, 6-dimethyl-2-pyrimidinyl) sulfanilamide( [ ), N*furoyl-
sulfanilamide (), N¢furoyl-N!-(2, 6-dimethoxy-4-pyrimidinyl) sulfanilamide(J[), N*-furoyl-
N!-(4-methyl-2-pyrimidinyl) sulfanilamide([¥), N*-furoyl-N!-(6-methoxy-3-pyridazinyl) sulfanil-
amide (V), N*furoyl-N'-2-pyrimidinylsulfanilamide(V]), N*-furoyl-N!-(3, 4-dimethyl-5-isoxazo-
Iyl) sulfanilamide(V[), Né*-furoyl-N*-2-thiazolylsulfanilamide(Vl), N¢-furoyl-Ni-(5-methoxy-2-
pyrimidinyl) sulfanilamide(J{) ¥ N*-furoyl-N!-(2, 6-dimethyl-4-pyrimidinyl) sulfanilamide (¥)
+ AR

2) #E:Eo AFRYED Né-furoylsulfathiazole (VD& sulfathiazole 3% H @3t = Staphyloco-
ccus aureus o #ale AER HENE el o] Escherichia coli o} #3ld v £T BE &
€ ek sl ‘
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