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3-Amino-6-(5'-nitrofuryl-2'—ethenyl)-1,2,4—triazine
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1. (1) 2275 8% 130°C, 165 f4mEE &0
BY 3, (2) EHAEC, 305RAMmEELNLET 3,
(3) iEEeE# 130°C, 154X MEKEERE Y — & L RS
LEd 3, (4) HEEZC) DVIKBELAR (0°
C) TeFnsu 4 FefEAELYHE. 420%H

ITTT 2 F VR, & OBAEFICRNTHESR
275°C %583 A1 KU 204°C 2R3 A D 2DOD7T
L FNEEE D C LW TiCE ORISR ERBER
BEELT A 2, (BIR 100°C DUFEARICE &
LT A B5h3 E2BD. W v7 7 v
2O viREBB LAY Y s A vsaF{ K%
ERE LD THE—D 252~4°C OOREERT VY
+ Ak (Panfuran B (&4 5) 257,

Dk A1, Ag, B @ 3/LAYDTTRGITORR Al
E/T2FVETHD, A BF T EFALETHD,
Blde /Ry Y 4 AVETHET ENHELHEEDIR
HIORTWERZHET 5 ¢ Lasiskre.

SRIT T SO bR ER L Table 1 ©
EHTH 5.

1) 38-Amino-6-(5’-nitrofuryl-2’-ethenyl)-1,2,4~

triazine OT & F vk

Panfuran % 1g A WL 10cc icFfnlL 130°C T15
STEAMBALE LS T 5. BAOREE L TKESHT
H¥3, che—BREETNER T SERERL
HELK, BHELTrE=TK DWTKIETEL
MBLEBEREET 2 yXGzFrv s Ya-ve
JAFvZ—-FTk BRET A, SR 276°C %
Y. B8 0.8g, KT MESTIAIRS &K ICH
MUBELT 22 REERUKERET v E=TKITT
KBEEL, TP XD BT S, S8R 204°C
DFEEDOEHIREEES. BE 0.05g.

% 1 f&5L mp 275° (decomp) (Panfuran Ag)

CuHoO4N; St C48.00, H3.30, N25.45.

SZER{E C47.63, H3.64, N25.35.

Chemical and Chemotherapeutical Studies on the Furan-derivatives XXV. On the Chemothe-
rapeutical Properties of Acyl Derivatives of 3-Amino-6-(5'-nitrofuryl-2'-ethenyl)~1,2,4~triazine.
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Table 1 Chemical Properties of Acyl Derivatives of Panfuran
mpC*® Solubility in hot
Compounds
(decomp) | HO CoH;0H | CHsCOCH; {CH2(OH)CH,OCHgs
8-Acetamido-6-(5~nitrofuryl- s very slightly| slightly sparingly
2’-ethenyl)-1,2,4-triazine ‘ 2758° insol. soluble soluble soluble
3-Diacetamido-6- (5’-nitrofuryl- . slightly sparingly
2’-ethenyl)-1,2,4-triazine 204° insol. soluble soluble soluble
3-Benzamido-6-(5'-nitrofuryl- o s slightly sparingly ‘
2’-ethenyl) -1,2,4-triazine 252°-4° | insol. soluble soluble soluble
soluble : from 10 to 30 parts solvent

sparingly soluble :
slightly soluble :

very slightly soluble :
insoluble :

o %E5 mp 204° (decomp) (Panfuran Ag)
CisH;1OsNs Ml C49.21, H 3.49, N22.08.
SEEAL  C49.25, H3.60, N21.97.

2. BAaLtic X % Panfuran O 7 & F 4l:

a) Panfuran ¥EH: 1g, EEE 10cc, 100°C, 3045+
INBBEE L 3. kbt BERICEURREE2ED T «
PO ERRTS. A @E&id\ifﬁ%/m/& Ag mp
204° (decomp) %153,

b) Panfuran iEFRIE 1g, ML 10cc, MmKEERE Y —
& 1g % 130°C, 155 M, BUSHIMS bkice
fERELDT X DERKT B, KBS mp275°
(decomp) DFEE: A1 218, LED 204° OAREA
AT bDEE,

¢) Panfuran 353 lg 2 ) O 10cc iICEEL
ZhnEKALDD lec DT Fvra s 4 FE ML
| BREHRER S Lo BKKBICEA UITH Lok

from 30 to 100
from 100 to 1000
from 1000 to 10000
more than 10000

RIERL e T kD Bi&EL 0.6g © mp
204° (decomp) DD HE1E.

3) 3-Benzamido-6- (5’-nitrofuryl-2’- ethenyl) -1,

2,4-triazine DHLE:

Panfuran i 1g 2 ¥ 9cc iIKIBE LKED
HE Thit lec ERYY + A vmEnit BIsEL
BHAKBPTED2ES LOBHEIR C kg
AL, FHUEEBEE DKRESI TWOT VE=TK
TELMFELE, T YEXDFFETS. mp 252~
254° (decomp) DFEEOEHREERS. KE 1.0g.

‘CmHanNﬁ Bl N20.77, FEEE N21.01,

noE R R

WD 8 ME A O RRYE: (dilution method) T
LRT A4 hTO HREIE HRIEEL Table 2 DRk
Z1B.
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Table 2 Inhibition of Bacterial Cultures by Acyl Derivatives of
Panfuran and some Reference Materials

: Minimal Inhibitory Concentration
Compounds (mcg/ml)
N . hControl
Panfuran A Panfura Ap | Panfuran B. Panfuran Puradin
Zp: 275°C Zp: 204°C Zp: 252-4°
Microorganism N ous new preparations 7 \Takeda/
Eschericha coli 0.18 0.39 0.76 0.10 0.97
(Gakusei-Strain) (0.76) (0.39) (3.13) (0.10) (0.97)
Shigella flexineri 0.76 0.18 2.50 0.18 0.97
(Komagome Bi) (0.76) (0.18) (5.00) (0.18) (1.80)
Salmonella typhosa 0.18 0.18 0.76 0.05 62.50
(O-Strain) (0.39) (0.18) (1.56) (0.10) (62.50)
Staphylococcus aureus 0.39 0.39 0.18 0.39 0.97
(Terashima) (0.39) (0.39) (0.39) (0.39) (1.80)
Streptococcus pyogenes . .
(S-Strain) 0.76 0.76 0.39 50.0
Bacillus subtilis 0.039 0.018 . 0.011 .
(NRRL) (0.039) (0.018) (0.011)
() : Minimal bactericidal concentration
Test performed by dilution method.
BiL 1) BRES 7 AREEE UTRBE (2 R EEANRONZRERSZCELETS.

¥E), FRFiEE (BvA Buinkk), 77 xE (Ok) RUs
FLAGHEELTRTF - (B, v roHE S
), RER (NRRL) 207, 2) EREEBIIEE
T A& 2RI D0 ERRIED 2 #% 2cc ©
BB ET AT LIKERE L. 8) TOLHRL
Jo AF Y AIC BB 37°C, UMIHEEL AF UL
DOREBEOFIC LI DO THRBHEILEBEELR LEICENS
AFUALD I AEEEE D UORIERICERE LT
°C, UM R OBEFRE OF LR LY OREE
BEERE LK. 4) gBEHIAhdbzFLr /) o
—wE ) AFrT T (GM) ICEBRURKRELT
iz, GM BRI O EkICHEA & B ELE
ZI5uy, WHB & LT Panfuran, Puradin % iN7z08
B AKICEEIL GM IKIERLUTERE L.

ERic kg Panfuran Ay 12477 ARRMEE, KB
B, FRRE, 77 AWICH LT #7384k Panfu-
ran £ DVe~UICHY L T35, LhLEHEST
¥ —Hic LTl Panfuran O 7 & F b3 %555
EREITNC EBEH SN S. X Panfuran Ag |3 Ag
LFEALE MEDHIMRONSE, D2 DD Acetyl
BRTRRO=1rn7 7 VHEEEKT 7V ViIckUE
WCHENTE L EBHENS.

Panfuran O~ + 4UERE 75 MBI L
TREBFEIEEZTNED 7 F —HHICH LTIEESE»

= i3

Panfuran Aq, Ag, B O 3{LAEYID = I RIT KT 3
FHERT B 1 DIRDOERET Ok,

BEES FAVEYD R A2 ROKE 20g il 20
mg, 50mg, 100mg F ¢} 180mg A EORNICB5 L%
OHBRERLCICHFHELA KR L. BRYERFED
TIEY T LD EEDS LICKE MATHAML £
%OIALH A VEEL L Z D 0.5cc % V' Y FIRTERIC
BRAEFEA LI, BP0 A RO B 3EMEDT
#< 130mg 1 EHHICN TS & HBEBEES L
5T BoME0 hBERED 20 hDR A i3

Table 3 Toxicity of Acyl Compounds
of Panfuran (oral administration)

Compounds|
Panfuran | Panfuran
Dosage Ay Ag
20gM. _(mg) ™

Panfuran
B

20 0/3 0/3 0/3
100 0/3 *1/3 0/3
130 0/1 1/1 0/1

numerator=death mice
denominator=tested mice

* P10 B R ICFT L.
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180mg T hBFEIRD BB T 5. 3 2DLE
VAN BURBD TN D TH 5 LEHDI:

RiC ¢ DRk Panfuran (3 LDs (FRM%5) i 8mg
/20g <= 2T 0 Panfuran % acetyl {3 (P IC Ben-
zoyl b3 C itk 2T EHOFUOETHEDS
N3z LidBEnRbZC &L EHT 2.

i B3

bibhidEiic Panfuran @O 2D T + F VERD
LBONYY 4 AVFRER L, 2SO EBELT
ICALZERMEIR A5 3 L IC C NS M EIE BB LS
L, WRO="t1o 75 (A4 Furazolidone (Pura
din) XDEMICHATHZCLEEE L, X2
BB IZ 8 F ks 7 slatbdic 33 U Cid B4R D Pan-

furan [TRRELECAHH BT F —BHICHLTIEE
LnpetEL5 1223 5. LT3 HDOHMEITE
DT 20mg EE=v icxd L 118 100mg &5
KT MED RHEERED 230 &% AL
fo. 2T D3 MARBANGEROBEICISHAL
BATRESESDEETS.
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Abstract
Several new acyl derivatives of 3-amino-6-(5"-nitrofuryl-2'-ethenyl)-1,2,4-triazine were
prepared. Their chemical properties, antibacterial effects and toxicities on mice were exa-

mined.

We found that twe acetyl compounds (monoacetyl- and diacetyl-compound) and benzoyl
compound are more active than Furazolidon (Puradin) on the gram positive and negative

bacteria in vitro.

They have very low toxicity to mice. When they were orally administered at the 100
mg pro 20gm body weight of mice, they caused neither death nor toxication to the mice.




