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Kichitaro Takatori and Yasuo Yamada: Syntheses of New
Hypoglycemic Sulfonamides.

Ll Y BHME T EA R ME 5 BAYT 4-amino-3-methyl-benzene-sulfon- 2/ -amide -5/-isopropylthi-
adiazole U+ D FEMATEH A 3-amino-4-methyl-benzene-sulfon-2/-amide-5”-isopropylthiadiazole %
ALz,

THED(LAENIE mol ORI A7 47w Y Fr 2-amino-5-isopropylthiadiazole r % vV v~ hC
MESEAR Y ¥ v RIEEE L, Bk 10% FEy ~ 2 Lk BB LTl 7 v #v L, BEINKS R
BHEEBEL oL, THI 2 BEfe I 52 5EECREL AT E .

COE¥ AV A7) FTh D 4—acetamide—3—methyl—benzenesulfochloridel)& EMk T B 3-aceta-
mide—4—methyl—benzenesulfochloridezZn\O’i’b HICEBEED (LAY TH B8 Iy o- b va v rEER
LB, FHEBZIHEEY o-acetotoluide D7 m v vy F VBT K B A7+ IRk DINE X L 1Bz,
¥ 7RI Org. Syn. 27, 88 (1947) O J5HET o-toluidinesulfonic acid # &4, =0 Nathg 7w+ v
fELTobFEE(L Y v COE L CERIE 1B/, MEDARER RO REN S,

AC2O

CH3—O — CHz-( > — - CH,- -S0,Cl
/S / / °
NA, AcNH AcNH mp 142
/SO3I-I /SO3Na SO, Na S0.Cl
conc, H,SO, NaOH Ac,0 7 PCls /
o B0 bty (O e (520 o (S (S
S S /S /
NH, NH, AcNH ACNA  mp 159°

F DO FE¥RCh 5 2-amino-5-isopropyl- 1, 3, 4—thiadiazole3k)i/r VBB 7 v Y ¥ 2mol, #4358
7 F 1mol OFERICL VESIIGLN DA, F4 v 3 A v s P oL, HEERE xERss ¢/ en
LEEEIE LINEE D5 L2 BB LT, BREGRENE LTy Yy ~ VHNEYSTH 5.

4-amino-3-methyl-benzene-sulf on-2/-amide-5/-isopropylthiadiazole |tmp 175°D EAasts, 3-am-
ino -4-methyl-benzene-sulfon -2/-amide -5’ ~isopropylthiadiazole 137ks b HiEd+ 52 1 05D ki &
Temp 96—98° D EEEHH, NV — A bEREGET 5 L kO mp 163° kA E LB bR B, (ke R
@ 4-acetamide-3-methyl-benzene-sulfon-2/-amide -5/ -isopropylthiadiazole (% mp 193° o ¥ir&paR:
&k, 3-acetamide-4-methyl-benzene-sulfon-2/-amide-5/-isopropylthiadiazole it mp 178° B &EE 5T
Ho7).
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2 B 2z #

o-Toluidinesulfonic .acid Org. Syn. 27, 83 (1947) O FEEIL X 27,

o-Toluidinesulfonic acid ¢» Naif o-toluidinesulfonic acid 18.7g (0.1mol) k10%%MEy — % 40cc %
Pz K _ICZFERE Lic, W& 20.9g (FAEER). '

o-Toluidinesulfonic acid Na D FPEFI/IL{t 100cc 7« + v 2 v~ v ehjzigigE Na #5 20.92 (0. 1mol),
4EKEERE 51.5g (0.5mol) % EU, W AICnEuRG 1 H, AReBRROBEEL R L, HEk=—- 7T
FLUEE LTz, 72 F vEDOIE 24. Tg (B0 98%).

4-Acetamide-3-methyl-benzenesuifochloride 7 =7 14k 24.7g, FH{k v v 25g (0.12mol) % 100cc
7w F v a R VRAN, KEE 1 ERMETUEIR (L L CRISETT S 5. BOSEEHRE KRIT T, BrytnD
g 122 (48%) %187z, Xv v — b LT mp 159°,

3_Acetamide-4-methyl-benzenesulfochloride o-Acetotoluide 149g (1mol), 7 mpv=xn 7% »FES83g
(5mol) % Org. Syn. Coll. Vol, 1. 8 (19485 2nd. Ed.) fr#io> p-Acetaminobenzenesulfonyl chloride
OB HE U CAE L, HiESIE 215g (84%). v v~ b EfdE L C mp 142°,

2-Amino-5-isopropylthiadiazole 1 179%E = v~ v FHIZFEAF IR LIz 7 4 & 3 7 ov5s PR 45.62(0.5
mol) % Af, A YEE 7 vV ¥ 108g (lmoD% 7§ T L -o-o7kis RIChil, W T~ T4 30—60 4k i LTl L
WIFTEAYE D I LTS, RISHII R E BRI AA R IR T 5. 15%%™ 200cc & i mrehbit,
GiEEs T v e=7 7w VLT B, WHIEREGE RIE, KEE Ny v - v bEER LT mp 186—187°
$tih, W& 55—69g (T7—97%).

ZILT7H YT I EN-FEFLESER 1747w ) F 1lmol, 2-amino-5-isopropylthiadiazole 1mol %
vy vy EES L Okig b 1REMEY. ) v v i BEREREICKE M % & HEERTTHL

4-Acetamide-3-methyl-benzene-sulfon-2/-amide-5’-isopropylthiadiazole, 7 = — Vb g L
< mp 193° OyFEEEL. CraHisN405S, A N 15.81, SEEE N 15.87,

3-Acetamide-4-methyl-benzene-sulfon-2’-amide-5’-isopropylthiadiazole 7 = w =V 4 I ‘WL,
BER A U B ECR= ~ 7 v % M, KERICHET 2B CHERE, mp 178° oA, CradHisN4OsS:
e N 15.81, HEHE N 15.89,

BPEFLICEBIXLTF LTI KA N-7 w7 ke 45 58D 10%#iE Y ~ £ &z, K - 1RHH
EF 5HECHEIIR 7 « 7 v FIEER L. 2N N1-Acylsulfanilamide » o> Jki@iE, Al & O RO
AT H YT I FPORIRER 7 v 7 ) st AR R L1E 5.

4-Amino-3-methyl-benzene-sulfon-2’ -amide-5’-isopropylthiadiazole kb FfEsL L C mp 175° ©
BEshs. CioH1eN40:S, 2t M N 17.94, SEEE N 17.81,

3-Amino-4-methyl-benzene-sulfon-2/-amide-5/-isopropylthiadiazole k75 HiELT 5 1 4 5D
EEfrkd & A7 mp 96—98° (FKD) @ RAE b, CraHieNyO2Se+HR0 FHEEE N 16.96, HERfE N

17.09. & fr &k fd v v — U HEIAEAE ST 5 L ko mp 163° kS Bz, Ci1a2Hi1eN4O2S,
SEfE N 17.94, S2EafE N 17.59,



