75 R DAL I SRR R
78>

2-(5-Nitro)—furylacroleinamnoiguanidine hydrochloride

DHFRFHICE T 5 ER KT

ERAEBEZVEDZHRE

= W OF R

5 & %
R AR XT3 [E3RerEic oV T
P ERAVIC R L, H9MEE LT
Sulfaguanidine, Sulfathiazol iz Shifaphth-
alidine A3 { AL BN TH %. X—FiEEiR
$#ElE LMD Streptomycin H35REE o
UIB At 248 LT 5 D TEBCHI
T RBNBOTHIe. RLEBBALTZ » 3vF
el Streptomycin T L T IRIBIABE S
Tl S LEHROFER LRV T oK

BYRTC LBRELONTHD. HOTME .

i EHFEREORASELL LN THBH
RTH2. RERED D090 L7 5 HY
f& 2-(5-Nintro)-furfurylideneaminoguanidine

hydrochloride -(Guanofuracin) (I) ZSFHFHBEIC
AN LAREANCRWT 1:64000 FHERICH

| ]

OB B 5
iR R T

TE(EEL, HoxB@EMmEkchroTIH
HSHHBIC T B BRI D 18 5 O WREREIC

DWTHE Lie. 195048 R ASHBER/N
HHE ® LRV TR AsER CH B b
BOTHME S ¢ EBEEL b, RBEXN
T~ T Guanofuracin |46 Streptomycin 25
LTEHDBLUTREZFRIULAHR L D
ECBEN: 2R ERTA AR UK &
TRz,

SEATAMEICH L 2-(5-Nitro)-furyla-
croleinaminoguanidine hydrochloride (II) (I F
Neo-guanofuracin 2% 2 ) B CTEARS
PEMY BT 5 DOT »OT  Streptomycin
CEDLL FEoV DT HBT LY BHL
7. BOoTHREeBBHBIcOWTRET 3.

(1) N0y N07 \CH=N—NH—C—NH,-HCl “Guanofuracin”

oo
NH

[T

(1) N0~ N0/ \CH=CH-CH=N_NH—

C~—NH, HCI

“Neo guanofuracin”

E R 23

I fesefEin:
&4 5-Nitrofurfurol &~ Acetaldehyde &

DOREAIC L D THE % 2-(5-Nitro)furylacrolein
CXBERE 7raz~L OFEDY T Amino-

N

* FBPR O MR ILARI25R10 8 FTHIC THRE o H A EHMBRSMRITRTRE L.
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guanidine ¥ Y LT HEBREICEMET
LR LS. ARRBEEROGHRER TS
D TKICHYEME (1:100 F1R) THoTHES
Ml 256°C TH 2. OXKEBREIC Tre=

TEOHT AR Y ESA Rt oBERTRT

%. 1:100#» pH=6.2 TERLET . Hi%
12 REsC Semicarbazide, Thiosemicarbazide %

(1) 2-(5-Nitro)-furylacrolein
(2) 2-(5-Nitro)-furylacroleinsemicarbazone

(8) %-(5-Nitro)-furylacroleinthiosemicarbazone

(4) 2-(5-Nitro)~furylacroleinoxime

. (5) 2-(5-Nitro)-furylacroleinaminoguanidine hydrochloride

2-(3-Nitro)furylacrolein T/ L i THhx
st s 2-(5 —Nit.x‘o) ~furylacroleinsemicabazone
B 2-(5-Nitro)-furylacroleinthiosemicarbazone

Y L7e. RicHEE, R S35

BEARLEELTHS.
RICBeHME OB E Y RFT 5.
116-118° a)
231° b)
>250° )
156-7°

256° )

B, HEHEE: a): 117~118%, b): 238~240°, c): >250°, 4): 259~260°

IL srEtesEs:
A, BRERiH:
(1) 2-(5-Nitro)-furylacrolein
(2) 2-(5-Nitro)-furylacroleinaminoguanidine
hydrochloridc (Neo-guar;of tracin)
‘(3 ) 2-(5-Nitro)-furylacroleinsemicarbazone.
(Neo—furacin)
(4) 2-(5-Nitro)-furylacroleinthiosemicarbazone
(5) 2~(5—Nitro)-furylacroleinokime («4-8)
(6) Furacin .
( 7) Guanofuracin '
(8) Streptomycin
(9) Acrino! (Rivanol)
(10) Carbol
EREHE  Furylacrolein FHiER 5 ik K
#ﬁim#mrAm&&gorzor%@mu
TR TS 5.
B. MEHRE:
(@) WP &k 2PERER:

%

1

] Nltrofurylacrolem ;ﬁ-%ﬁ:@ﬁsfﬁ ¥
Guanofuracin & i Lo g Rk 87,

(1) Nitrofurylacrolein X% (X ZDFBE K DER
SRIIBIC S T 2 I FRELIE AR A '

(4) Bk FAE (BH) * (UTHHE L
RS 3) -

(») 2FVa: WES 4+ v (RFFC TR
TA4FOPHEBRTT2 L L)

(~) BE: —EBRERAF YA 2cc T L24
ﬁ@”ﬁ74z/@§ﬁoumﬁﬁﬁﬁ2ﬁk
):: -

(=) FerIws: E‘i‘%ﬁ& 24, 48, 72m%H,

37°C

(&) Z3H: ‘“&ﬁfzu-

(~) EBO BERT $5E: BROETHR
A FY & 2ec [CHR L EM LIERRNE 2 5 v
A DEBOFEIC L O THREMIEI T 5.

#

' R OB M B EWHLE® B
® B OB H - 2w | e | o7

2-(5-Nitro)-furylacrolein
2-(5-Nitro)-f ury]acrolemsemxcarbazone

2- (5-Nitro)-f urylacro]emthxosemxcarbazorﬁe

1:256,000 | 1:128,000 | 1:128,000
1: 64,000 | 1: 64,000 | 1: 64,000
1:128,000 | 1:128,000 | 1: 64,000

* BHEIS CERAZESDHESREL bV AWLBOLIOTH S, REEEANBICN LEST 2.
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2-(5-Nitro)-furylacroleinoxime («+8) o

‘2-(5-Nitro)-furylacroleinaminoguanidine hydrochloride

Guanofuracin
- Acrinol-
Carbol

3,

1:256,000

1:128,000 | 1:128,000
1:128,000 | 1:128,000 | 1:128,000
1: 64,000.| 1: 64,000 | 1: 64,000
1: 32,000 | 1: 32,000 | 1: 32,000
1: 500 1: 500 1: 500

EFeowTR B Furylacrolein Rk
HEc L BT BAR2EEE RBELT
H%. O EEH RN RRIHHIRA &
LTsbiThH Acrinol 9 4~8LTH D,
R Z@ Oxime J%7F aminoguanidine 4& (Neo-
guanofuracin) ZFRA & B IC TEET 5 ERN
Y BELThH 25, '

I Neo-guanofuracin OHLE MY Guano-

furacin & 1F Streptoncycin & M LRO Y
Bre. -. » .
(2) FFEERBEBICHT 5 Neo-guanofuracin
OfER | o
ERHH: HROEROBS AR LTE LS.
BRI 1) 8%, 2) A BuE, 3) X
&, 4) s ‘

% 2 -
: : BEHIEGEE  (ERERER)
B2 By R’ & & -
2° 48° 790
% ® | 1: 64,000 1: 64,000 [ 1: 64,000
Gu nbf . BEA B 1: 64,000 1: 64,000. 1: 64;000
cin
| uanoturach % B | 1:64,000| 1: 64,000 | 1: 64,000
W @ | 1:€4,000| 1: 64,000 | 1: 64,000
% ® | 1:128,000| 1:128,000 | 1:128,000
| mBm | 1:128,000| 1:128,000 | 1:128,000
¢ . (
Neo-guanofuracin | X B | 1: 64,000 | 1: 64,000 | 1: 64,000
M ® | 1: 64,0007 1: 64,000 | 1: 64,000
"% B | 1:128,000 | 1:128,000 | 1:128:000
Streotomyein A By | 1:128,000 | 1:128,000 | 1:128,000
T m'
ptomy % | 1:256,000 | 1:128,000 | 1:128,000
W @ | 1:128,000| 1:128,000 | 1:128,000

Neo-guanofuracin Dﬁ%ﬁlﬁjﬂj A,
EpARIcH LEHTH o THH Guanofuracin
CELTh s, KEH JIEECIL TR 2E
H&ETd 5. X Streptomycin [ H:$ % I Neo-
guanofuracin |EH, EHAREICH L TREA]
MEMLTH 2, KEE RS LT
HDOTDS. o

(3) Neo-guanofuracin ‘& Furacin & DI

kB B1REARTHS.
1). fEBAEBEBEHELEZE LT, LD
. fﬁﬁ"l’%fﬁm‘fo 1ASELE RERIZBHEL, *h
PEIC2URF 37°C ORMBICHD 5. i LTHEE
#oRBOFEE IO THREIZET 5.
2). -Neo-guanofuracin {¥7Ki=C Furacin {X7 ¥
F iz 1:800 A RM LE®E Liz.
3). BeigE: HHH
BROmL.
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~ % 3 *
BBy B Furacin Neo-guanofuracin Neo-furacin
fEERm | 24 a8, | 72° 240 ag° | 720 | o240 | 48° | 72
BREH BLE | RE | Bk | Bk | B | B | EAE | B | BUE | B | B | B
1: 8,000 — = = =] =] = - - | = - -] =
_ 1: 16,000 — = == =] == == =] =] =
" 1: 32,000 — | =] = = = = = =] = =] =1 =
1< 64,000 e I e B e e T e
1:128,000° | ## | # | # | W | . — | — | — | — | — | H | # | #
1:256,000 | | | HE | Mt | HE | M| e | BE DM | M| M| M
1:512,000. | 4 | i | | M| M| HE | M | HE | | | | M
M WEO| M | M| | CBE | B W | | M| M| |

Furacin |2 24B5REECI12 1:64, 000 &I T
BORE LMIET 545, 4SBT 1:32,000
L VFNBETT 5. #5 1:32,000 #at
ERAHEERATS 3. chicy LEE s
{ Neo-guanofuracin |3 1:128,000 %SfHIRFRR
THHhEBERIMEOER 4LBRTHE T
E\kD, fdE” 9k 2-(5-Nitro)-furyla-

croleinaminoguanidine hydrochloride {zD\WT#1 .

ESRERE 170, AR50 REFREC 8T
B24BSISHRLILIBEEE 1:100,000 T3 b,
10gm fREHWHRICH T 2RI 1.50mg &
HELTHS. '

# v 1:100,000 FRTR S 5.
(w) 8 % &: &HE
() B B 24msiEiEE 1:100 %2
i
T E R S E R CE R I~ A
Dk 37°C FEEpzS & i & BRI S 1,
2, 4o ﬁmﬂméﬁ%ﬁlblaﬁﬁtﬁ
DERER BT 5. RHB2ARBMIEEIC
TH=n= —o%i%@’ﬁ#ﬁ%ma LEE N e
T 3.
(1) 2(5-Nitro)-furylacrolein m,uﬁ“@c?ﬂ‘

BEREHCOVT, BlesBREEFRT LR

(b) HEHER: omL.
REBAMW: (1) ERBRE: SRRRYo BE 1
% 4 &=
oW OB M| CRERSCEBEKE (RE) | |RaEE
% & w B 1] 20 | ao | 70 | 240 | 78° | (mEERD)
2- (5-Nitro)-furylacrolein #l == =1=1]-= 2
2-(5-Nitro)-furylacrointhiosemicarbazone + + + - - — | o~7
Furacin Wl #H H H i H .
_Guanofuracin 1+ # # # o] H .
Acrinol i H H # HE o H .
Streptomycin H H + | - - | - 5~7
% —: BERPRLICEME 2w = -2 WOV 0.

#, #: B v = -~ oBEBIC LTBAERVEE.

+:
+4:

Hhizar= -0 ON530 (KEI~SHoan ——%‘%’.Ab‘é%@)
+kmtommkrk#&~WMOnw——%%b%%e
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RFRARE B < BRI 2- (5-Nitro)-
furylacrolein 3t b 71T &0 T 107 HEOHMIE
TR CHEERR D 2 Bl TR RET
5. ¥h71 Streptomycin b 2-(5-Nitro)-

BT 7V 7~ A 3FhA B 105 KT TR
EREE L. o

(2) BBABuBiicy+ % Neo-guanofuracin
DOEE OV T. : -

furylacroleinthiosemicarbazone ¥ T D% & & EERFERKOmL.
2T &L ¥82. Furacin, Guanofuracin HCI :
# x
. FHAREBB2OoERETKK

w B B H fERIREE :

. 1307 If’ 20 13°|4° 5% |6°|7°|8°|24°
Neo-guanofuracin 1:100,000 4 i |+ | = | = | = | — | —|.= | —| ~
comea T1010,000 | = | — | = | = || == =|=1=
Guanofuracin 1:100,000 | # [ (W[ H | H I+ | £ £ |+ | H
Streptomycin 1:100,000 | H4 [ [ |+ | — | — =l ===
Acrinol 1:100,000 | 44 | 41 | H | H | S | B | MO | W

5t i MW M M| |

LRI DEETEWHLMIET BcKkOm DX OTEANEEEET 5.

L. : ‘ Rle 2 BERKOmL.

(1) B A S50 GHIR) B4R |
HIOFCHREFRIHEREL RS, : % 6. £ T
@;:)gfgzia;zgcz&zé’;;;s&ﬁiz FRBRE | RERE&ON (mm)
2 & 7 : BHmE 1:100 ]1:1,000{1:10,000
. 2 1:100’ 000 Iﬁfﬁzﬁ‘ﬁﬂf 7""{‘:’%1«: ﬁ%}"ﬁ‘ Neo-guanofuracin | 11 7 2

. Streptomycin 10 5 2

. Acrinol 0 0 0

(») ity L Streptomycin ik 1:100, ' -

000 EOERKEFER I 4R TS 3.

(=) 7279 7 ~ni21:10,000 & TIRFERSE
ERERAE L., )

(&) Neo-guanofuracin (EFHARICH L Tik
Streptomycin L H: LR \BEATH .
(c) BESEERES:

(1) Neo-guanofuracin, Streptomycin F1F

Acrinol OFREFERTIRY » THRIK IO TH
=0 _

ERGH: SRESEE ORI R L RS

12 1:200,000 (=1 L ERFH R BRI L2 0 iz <

=¥ VBB Y I B HGREY - hITEAL

37°C DESREHIC D2URIMEET 5. AR »

Y IORAETAEREHLEOMRRE LT DX

+rFELOWTR B { Neo-guanofuracin &
& X RS0 BESUE T ¥ R

Streptomycin
ToE%5.
I EHRER:
2~(5-Nitro)-furylacroleinaminoguanidine HCI
O~y A CHT 2EMY
Guanofuracin. & HAMfr L, kO By 5.
RESH: wiGmE Neo—-gu:;nof uracin ¥R &
e LIRS E BNICHEAY 5. Nitrofurylacrolein 1
RETHETHS bk 0.02 2 FE L BEAGHT
BEEREL lecc Dr3FAY P o AR H LA
LABRET S, CRKECHEK le.c 2ip~-T 1:100
BEWUT 2. BESIERHR LR CHERY
YT RRAOTCERICEATS. 2 VR IKE 15~

{Neo-guanofuracin)



g ORMEL DS OXMUKE 08 KT SRIEE KRR LOBETH 5.
BRUBATRERD 5. ' e g
% 7 E S
. EORR (mg) | ETEM (v | WRA % H
BBy HE BOBRR BATE BIRER BATHR \BIEEE BADE
- 2-(5-Nitro)-furylacrolein 2.0 1.0 . . . .
Neo-guanofuracin . 8.0 7.0 2.0 1.0 2.0 1.0
Guanofuracin 8.0 6.0 2.0 1.0 s .

EFRreEsC Neo—guanofuracih ZEFER I
T T 3 T Gnanofuracin L 754 EF&EC

&

SETR I 2- (5-Nitro)-furfurylideneamino-
guanidine hydrochloride (Guanofiracin) il
HCH LB n B L U, ASGRRRE
CRAEbN TR 729 7 —n] LK
BOZNERETHT L b HE L. HT19
SOERERAEMBES NI ICR Y TH
T EMRICHR LEERBEEREYS,
APED HFEAE LTO FHkE £5E L.
4 E H%iE  2-(5-Nitro)-furylacrolein itk
DETEHEL, REow THEMHEECHHE
T+ 230 E % Guanofuracin, Streptomycin
& BT L,
gnanidine hydrochloride (Neo-guanofuracin)

2-(5Nitro)}~furylacroleinamino-
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Chemical and chemotberapeutical studies on the furanderivatives.. Part 7. The bactericidal action of
2-(5-nitro-)-furylacroleinaminoguanidine hydrochloride on Shigella dysenteriae. By Koji Miura,

Masao Ikeda, Minoru Yumoto and Yoshiko Igarashi.

Summary
Antibacterial action.of 5 compounds of furanderi- compare with streptomycin, acrinol and carbol.
vatives was tested against Shigella dysenteriae Results are given in following Table:
Minimum gk0wth M. L. D. .
Compounds tested - : Inhibiting for 20 gm mouse
. . Concentration (per os)
- 2~(~Nitro)-furylacrolein 1:128,000 ’ 2.0
1 2—(5¥Nitro)—furylacroleinsemicafﬁazone 1: 64,000 - T
2-(5-Nitro)—furylacroleinthiosemicarhazone © - 1: 64,000 .
2-(5-Nitro)-furylacroleinaminogunidine hydrochloride 1:128,000 8.0
2-(5-Nitro)—furfurylideneaminoguanidine hydrochloride 1: 64,000 8.0
Streptomycin : : 1:128,000 .
Acrinol 1: 32,000 .
Carbol o ' : : 1: 500 .
} Rcsulgg_s}}ow that (1) 2-(5-nitro)-furylacrolein- (2) By mouth 7.0 mgm of 2—(5-nitro)—furylacro- .
’ aiminoguahidine hydrochloriyde, its  Parent vle_inaminogua;nidine hydrochloride is tolerated
’ subs:tatvxée. (furylacrolein) and streptomycin are and 8.0 mgm is lethal for 20gm. mice and it is

rinost\powerful in the compounds tested. less toxic than the Parént compound.



