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2-(5-Nitro-2-furyl)-5-alkylthio-1,3,4-thiadiazole was prepared by oxidation of 5-nitro-
2-furfural alkyldithiocarbohydrazone with ferric chloride or by dehydration of (5-nitro-
2-furoyl)alkyl dithiocarbazate with conc. sulfuric acid. Antibacterial action of these
compounds are shown in Table I.
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1944 45, Dodd %5 L ¢¢ Stillman® 3= t v 7 7 VEREEAEOWMENZ BB LTUE, BE D= 1rr 775 v
BEOBRBIELTlobhCE k. ZOM, =t r 73 VERENLORENEFIAT S DI, ThDHE
AR LT, 5-nitrofurfural Z49% 2 ENMETH D EE LSBT, Lich - TEIC hydrazone-type
DFBAEDOEHIMT e TE .

L2, 1960 42, Rubinson $s X ¥ Ifverson® (% furan #% & thiadiazole M EEHSA L 7o 2-(5-nitro-2-
furyl)-5-amino-1,3,4-thiadiazole ¥ L O % DOFEENHMPIMWTENEZHE TS 2 L xFA LK.

SO Y5 furan %2 RIEBENAEESE Licbamit, FRESLETH D, 5L S-nitrofurfural %4
FTHEIZEZLNT, 6HD= 1+ v 77 VHEEEOHELRE—TE L LTHEER) DD, TTIRWLO00OHED
RHRTwn5.9 g8 2 0—HO R HlEA L E X thiadiazole %> = + v 7 7 viFEfF L LT 2-(5-
nitro-2-furyl)-5-alkylthio-1,3,4~thiadiazole DARLAEITIely, L DOHEITEH R LD THET 5.

dithiocarbazic acid~hydrazine (1) &7 & FA-~F A F&{EH X4 % & dithiocarbazic acid ester (II) %
8%, = opE methyl ester,Y ethyl ester,® benzyl ester® 7¢ X% 3 CIACEEEAITH 52, propyl LI LD
TAFL=ATAERLBREG. FEFHEL TR D OARERRIC, - ) LB ohisnot. I
Iz S-nitrofurfural diacetate % /A& o §iEE O FAET I {EH & 4 % & 5-nitro-2-furfural alkyldithiocarbo-
hydrazone () 85 h %. = Cicfic I % Sandstrom® OFEEwIGH L C2MOgkE (LS8R E)
TEE{b5 % & thiadiazole (g% ¥k = LT 2-(5-nitro-2-furyl)-5-alkylthio-1,3,4-thiadiazole (V) 2355 5.

7c3 N 1% Young %o 5-alkylthio-1,3,4-thiadiazole & py:ic #£ U C, 5-nitro-2-furoyl chloride % I
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ARl XA, 357 (B-nitro-2-furoyl)alkyldithio carbazate (V) ZibiEsrF CRUKEAB L TEL W bEY
LIRENC X 0 EE DK T HED T, IR A7 b 5Eeic—F Lz (Chart 1).
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TasLe 1. Antibacterial Activity
(Minimum inhibitory concentration (¥/ml.) (37°, 24 hr.))

Compd. Furazoli-
Bacteria 5 AN il v Va Ib done
Staphylococcus aureus 209p 25 50 3.13 3.13 0.8
Staphylococcus aureus Terashima 50 100 6.25 3.13 1.56
Bacillus subtilis PCI 219 12.5 6. 25 0.2 0.1 C.1
FEscherichia coli O-1 100 12.5 0.8 1.56 0.2
Shigella flexneri 4 50 25 6.8 1.56 0.4
Shigella sonnei MATSUNAGA 50 12.5 0.8 1.56 0.4
Salmonella typhimirium 1406 100 >100 6.25 12.5 1.56
Salmonella paratyphi A 1015 50 25 0.8 1.56 0.8
Salmonella paratyphi B 8006 - >100 >100 6.25 25 0.8
Proteus vulgaris OXyyg 100 >100 >100 >100 12.5
Pseudomonas aeruginora A-3 >100 >100 25 160 6.25

Table T e Xt thiadiazole BIEIRT D/LA%4 12 H L thiadiazole fkix 10~100 fEDHE I #HH X
BRI Vo Furazolidone X DTS IIANS % & OOl Tes—fD=1tr7 F7 vHlLFE
275 AEME L b 77 ABEECRWER 2R T, ZFEEONCEREICIIS F D FIEERZRL Tointe.

2 B o #
5-Nitro-2-furfural alkyldithiecarbohydrazene (Iif) 5-nitrofurfural diacetate 13.4g. (0.1x 1.1 mole)

s rot I 0.1mole % 109 HoSO4 200 ml I8 L, 20ml. © MeOH % ¥, 60~70° i Lhr. ¥, A%
i § ‘Ta’gi’ﬁfb—( MeQH b EERT

2-(5-Nitrs-2-furyl)-5-alkylthio-1,3,4-thiadiazole (IV) (a\ ?ﬁfhftﬁﬂi““‘“
40.5g. % 250ml DKKEN LERCRE L, 80° L YRR, BN RS
T 5.

(b) BREspAZRE:  V 1.0g. % conc. HoSO4 10ml. gL, 3min. #, JkoKic Z 2 <. Bl Licis ik
AR, EtCH 2 l‘o?%‘{’*jr?,’x Va oi#@ebkg. e 0.6g., mp. 172~173° = cw@icfbaie W 28
BLCHM L0 EREMBLCLESEETE2RST, IR bELc—F Lk,

(5-Nitro-2- furoyl)me{hyldlthlocarhazate (V) 5-nitro-2-furoyl chloride 3.9g., I (R=CHj;) 2.4g. %
dichloroethane 50 ml. iR L, lhr. 34 5. @i 2 g5, 7E 2 kyE, dichloroethane 7y & i .

TI 0.05 mole %, FeClzetHO
% P, Kpk#, MeOH 251
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OzN“ﬂo H_CH=N -NHCSSR

Analysis (%)

R m.p.(°C) Yield Formula Caled. Found
(decomp.) (%) c H N C H N
Ma  CH, 183 85.0  C;H,05N;S, 34.31 2.88 17.15  34.27 3.06 17.65

b CH;3CH, 160 31.0 CsHyO3N5S, 37.10 3.50 16.23 37.09 3.66 15.86

Analysis (%)

R m.p. Yield Formula Calcd. Found
)y (% c H N c H N
Va CH; 174 58.5 CH;03N;3S, 34.80 2.07 17.29 34.60 2.28 17.44

Vb CH;CH, 140 19.4 CsH,03N;3S, 37.39 2.75 16.35 37.59 2.89 16.23

BHERER & LE 1.9g., m.p. 159°. CH,0N:S; Amnal. Caled. : C, 32.21; H, 2.70; N, 16.10. Found :
C, 32.27; H, 2.40; N, 15.68.

HENRBHE 23Rk % MeCO Kk wifh Me,CO © 2 A RAINEIER L, ChOERHRI LY
1ml. % & P < brain heart infusion agar £:#h (Difco) 10ml. & x <EMUCRABRFRE AT L
7o (PH 7.4). zh b oFHiE Me.CO »E# 3 % ¥ ©f 3hr., 37° BBEMPICER L, slant ¢ 24 hr.
R LA EREO FRE (B 4~8x10Y/ml) X v 1 B&HELY PR @i kL, 37° @ 24 hr. B##E,
B FEHIEEE (MIC) 2 3E L.

Bhh e ABREREOBE YT 2 bhic=—¥ 1 RN A&k NEBEBRLEE, BLUERHERIIR, BZ BH%E
B b CRTESNLES S R EEBRLE, FAGTFLHR, IR 2 <7 bt 4 OoJIERHEY S Ll 0k
K, IETRREYEH IR ICHBRARCE R#HT 5.
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