Osaka University Knowledg

Title —hO7 S UFEEXRDEKRNE
Author(s) |#2JR, BHH
Citation | KPrRKZ, 1966, {E1HNX

Version Type

URL https://hdl. handle.net/11094/29291
rights
%%#b4/& v NRBEDEFEIMTELONTWLWAW
\miwﬁaw&%“ﬁbfmit ENXDTH
Note Fﬁ’a’:(_%t’?@i &ld. <a

href="https://www.library.osaka—
u.ac. jp/thesis/#fclosed”> KPR KZEDIELTF/ITIC DL
/D% TBRIEI N

Osaka University Knowledge Archive : OUKA

https://ir. library. osaka-u. ac. jp/

Osaka University




(6]

K& - (B8 £ = B3

+¥ w5 BED
FHoEE R F¥ £ &
FNELEFES B 1042 £l

EhEEOEMA B R 41 &£ 11 B 16 H
EBREOEE FHAES LB 2 EHEY
¥PURXEE ZPATSUREEOSRKRHR

RXEBERR  GH)
" S e @ oa—

(Bl
¥ 2 HM —E # 2 KRR OBER % & |mR 3%k

Nitrofuran FFE I3 —MICLHEFHSHIEREZ R L, MEHEORERE LB LV I EEELD
DT, 2, 3 FALINTHS bOMH 2, —HEESMH MEPBEBEDED I READLDIT,
ZORBRPRESN TN 5,

LA L1s 235 pitrofuran FHBADOUEZHAS S & &, RXOMRIEGERO bOEB S IcBTHY
ZROVWTOREICKRTD LT AMHEIIICEZ NI,

UredS»> TEZERBEROMEDOFAERZRIL > TEFHTH L C LAFAOEEICL, & 5ITHERK
NTOREWEHE LD > PFEEED % 15 5 I nitrofuran FHEKD & ORI OB BEAE LD LD 1535
POBHOTFO T SNIILEYORRALRS TS S EE X /o, F /2 nitrofuran FE(KICEET 51
ROMBRBELEEEOMELZR L O SHELZED S LiCERITH L EbELoN, BRI
BIEF & LT OFH nitrofuran (LAY DOFKRLZHWE UTEAMREITIE - 72,
5-Nitrofuran ZE3ERD 2 AL DRBHIT 2 OEHENIEAORITICH 12 D BHIERAR & L CoBRE LT
HBLEEZONDEODTHD, HHIZE T pyrimidine |\ FEEFIOMIEABE LTS TED,
POEERBRSDO—D2TEHBCEKER L, TN EMERANE T3 C &iC X - T nitrofuran &k
BHEBRBISEDLCEEMR LI, —HOARETRE 705, EEICHOE M) a2+ XEfA% b
L, POBEOHWILEMER I, CDT LIIETE, SEHO nitrofuran FEK O FLE O WM E R
LIBTERBETH 1208, ZOPRAERIC OV TRBRETNEBDTH L -7,

—7, thodaninefE BT AR S PR A EEANS 2 bDONE L M LN TV B OT, rhodanine
BRI Z IR BR A AR L, ZOEMFHIMEERIT Lz, £ OME, REMPEEROBWLS S
bESNIH, BHICIRILBRMEND - 1o

C D7 HH ORI & LT oxazolidinone A BFE & L TRA R, HEEOTICH LY 2

— 340 —



EF ZMEAOROLADEB 20, ARAZEENBIPRI VBRI RS bDOTR TP 21,

& 5iC amide #, hydrazide iz Dfh 2, 3 ODRFEICOVT ORI EMA D, WTNBIFR/HRE
85 T EhMRI D - T,

C O, EH:ERFEIEOBERS 7 BEFROES EEEE OBBEELZ IOV T A DAR
B lc, DK, INSOMAERDBEICL TRERE L T oxadiazole Fif 5 UMIC oxadiazoline JR% 2
A, AREDILAEUKIZOEOH DY EF. P OEEREL VS FHORELZ D260 TH Y,
invitro DAHIS 5 in vivo THEIEUERT T E Wb o1,

Kﬁﬁwszé&btmé%MTﬁw3i%p%ﬁmk%énéo

| J |
AJMme%éC—C=N—N=C—)ﬁ@@m—C=N—N—?—@5E?ﬁWW§éﬁmé%

i. pyrimidinylhydrazone 3§

Ry
N
0, N (CH=CH),~CH =N—Nﬂjt |
O SN
R, N7 R,

ii. rhodanine 3§
Ry

|
OZNQ‘(CH:C% —CH= N*N—;EO
S

s R,

iii. oxazolidinone %

1 0
|
O,N CH=C), —CH=N— \'—‘Q
2 ( n

N\
N o]
_/
iv. oxadiazole 3§ .
| 1
CH=CH —J\ /L
O,N o ( In o~ R
v. oxadiazoline 3§
I\II—"‘N—' Rl
()ZN—[ H—CH:CH—,\ )<Rz
0 O Rj
B. Amide §4% 0L A%Y
1. amide ¥§
OzN—[ 0 ]—(CH:CH)H—CO-—NH—-R
ii. hydrazide #§

Ry Ry
| |
OZNUO-(CH:CH),,— CO—N—N—R4

— 341 —



C. zofhoREoIED

i. oxazole k&4

N

Ry
ii. Schiff base ¥§
CH—R,
| /
05N CH=N—-CH
0 N

iti. imidazoline {L& 4

OZNJ\_J—CH=CH —</ N]
N

DEAFEICBNTHOINARMELOHAROER bDEIILT 5,

1. 98 (1) 25 () AR LAIREYL, ULrLEFR (Ta) 24 FVE) Y ERESE
BrEicky (Ila) BB ohs & %M,

N—N
R—CO—NH—-NH—-COOR' —» R—”\OJ—OR'

) (Im

a:R= OzN—onl—CH=CH—-, R’=C,Hj5

2. (I) »5 () MHonrcwmESREVs, (Ta) KHEM) vERIEIEECLiIED (Ta)
PRoNBZEBbh -,

N—N
. R—CO—NH—NH—~COOR'— R—”\O/]LCI

) ()

a:R:OzN—U—CH:CH—, R'=CyH;5

3. (IV) KEELY vEAFVIEMNY vERBEET (V) 28, TORIGE oxadiazole &
TRELHREZ N,

N—NH N—N
. OzNJI o IL(CH=CH)n—mO ):0—“ ozN—ﬂ o )‘»(CH:CH)H Jl\o /H—m

1wy v)



4, 2-methyl-1,3,4-oxadiazole ¥§D ¥ FIVHEHDFEHIC DO TR T SN THEL, (V) &
(V) 25 (M) 25Nz CEickD, oSRERIBULAMOEEET O o LOREFTFICD
CHAFMEEERIC (M) OXFAESERETHECEEWOPICT BT ENTE I,

T Il il
R CHO-}CH J\ ;- U_ _c _'\ .
o FCHy—_ )-R R o~ —CH=CH—_ /LR

1) v (VIII)

R=H, NO,
RO
5. (X) &EFAEIHNNY FORBKICED (X) BELNELEEITZEV, LarL (Ka) Z8FH
DN VYRTF AR I AT FERIBIESLEEIT (Xa) BELNETEBDOD -,
N—N

R—CO—Cl+H,;N—NH—CS—NHy—a RJI\ J—NHZ
0

(1X) X)

6. (XI) KFAYTVBERIES B E, —BICTYVF A4 I ATy FEBEONE, ULH
UL (Xla) &F4v T vBRIEEAHERNTRIEZI®ZETYVF 4 I Iy FEEBIC (Xa)
BondTERbhot,

N—N
HSCN
R—CO—NH—NH; ————— R—”\OJ—NHZ

(XI) X
a:R:OzN—U—CH:CIL
0

FRAFTICBOTH NGO, BCERAMKHAFO NS ORI TREOBEDTH S,

1. 2-amino-5- [2-(5-nitro-2-furyl) vinyl]-1,3,4-oxadiazole (XIII) {37 8% ¢ Nitrofurazone (XXII),
Furazolidone (XXIII) #5 X ¢F 3-(5-nitro-2-furyl) acrylamide (XXIV) 732 X 0 & in vitro | 350> THL
MERR I Y a2 F AEAEZR LK,



N——N
[e) N—ﬂ B—CH:CHJI\ /lLNHz OZNJI ILCH:N—NH—CofNHz
2 0 O (6]

(X1 (XXI1)
J ﬂ_ P ON—[ I[—CH CH—CO-NH
_N-— = — —NHg
ON— /~CH=N N—{ N=N,
e
(XXI1T) (XX1V)

invivo [T BOTHENY AR I OER Y 3 F ARYYEICH LTI SN ehiRBER LI, T L
THERRTHD - 7o

9 . 4-chloroacetyl-2-[2-(5-nitro-2-furyl)vinyl]- 42-1,3,4-oxadiazolin-3-one (XV) {3 in vitro T H\> TH
22D 2-amino-5-[2-(5-nitro-2-furyl) vinyl]-1,3,4-oxadiazole (XIII) & & 2% OHE7 S OUCH M ) 2 &+
APERZER UTco RICEPRE AV HAXIOEBEHFY 227 RBGEICE L TEERITH >7o &
1o KLY % 2-[2-(5-nitro-2-furyl) vinyl]-4%-1,3,4-oxadiazolin-5-one (XXV) & DR SK &T 5 & X,
ZOREENINY A AR I O BRYBEEBRICE T Escherichia coli NIHJ #ricst LT Tetracycline

U T_N—co#cnza I\II NI
‘ _ ): o) N—U— CH:CH—J\ /l=0
O,N o~ CH CH—k o0 2 o o

(XV) (XXV)

EREDIERZRL, X 5IC Staphylococcus avreus No. 50 ¥kicxt LT & Oxacillin (5-methyl-3-phenyl-4-
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Table I. Antimicrobial Activity of Various Nitrofuran Compounds (MIC* ingg./ml.)

Compd; 7 - Staphylococcus Trichomonas
l Structure El‘fcliifﬁf{”:) aureus vaginalis
No. ‘ coli NTHJ FDA 209 P> 4FMP>
Br (0]
X11 OzN—U-CH=(|:—CH=N—-N)\O 1 2 5
VAR
N—N N 0,
XIII oAl cu:qul\o L, v 1.25 2.5 1
N——N—CO~CH,
X1V OzNQ—CHfCH—to}o 2.5 2.5 1.25
N——N—CO—CHy
XV onel Jan-en L7 1.25 1.25 1.25
N—N-COC,H;
XVI1 OzN—U-CH=CH Jl\o}o 2.5 2.5 0.5
CHj
N—N—-CO—CH{
XVII S () P ) B 2 2 1
0 0
N—N-cO ~ |
XVIII ol ] CH:CH_H\O):Q NN 2.5 2.5 2.5
NN CH CHg
XIX %NJ[;jLCHZCHJLO/Lo Mo, 1 2 0.5
N——N—CH,N .
XX o (‘H:CH—ILo):o C> 1.25 1.25 1.25
. /N
XXI N—N-CH-N_ 0 2.5 1.25 1.25
OZN—U—CH:CH-—LO}-O p— 2
XXI11 OXND-CH=N‘NH—CU—NH2 10 20 40
o]
ozN-l[ L —N--
XXIIT o i:fg 2 10 2
XXI1V O;N»II o ]—CH=CH—C0NH2 2.5 5 5
0
XXV ozNJLT'/LCH:cfcm, 0.25 1.25 0.25

*  Minimum Inhibitory Concentration
a) Incubated at 37° for 20 hr. in neutral bouillon medium
b) Incubated at 37° for 48 hr. in V bouillon medium
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