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REERIEC X35 AB-206 OfEKMBRF

BREX - BRIEY - LHRE - BII—5
BERFEFBURBAERE
(X : BII—5B&H)

4

R S

B+ FIRE R AR

AB-206 X EREETERASECESVTARES R
Nalidixic acid OE&LEH T, FOHE XS 7 A
B E s LT Nalidixic acid % Piromidic acid =
HERTEERATH Y, 77 » % EE 1 Piromidic
acid & A%, Nalidixic acid X Y bTH BV 5 TH
B2, RAPBHHEEEZECSE > TV 2%

Lirl, EFO in vitro T 5 HE DR RE R
HoELT, RBERMMECHT5HEERTS T
x230rBbhi0T, BREFERKORBREERC
GHRL, BROEYRNT 8L BL0T, TOKK
2BET 50

I. MRELVB/EHE

H R BT B S X OBERERAREZZ LK
BRURERE 55 BIC, £ OPIFRIT B IR B RGE 30
B (ZbkREREA 13 41, 1BMEREME% 13 4, BUELE
K30, AERERLH) &M IRBERE 25 FI(18
PeREDELS 19 B, IBHEEELS A, BiEREL1 B
Choteht, DO b3 HULEIER DD AB-206 O
St chk Liciod, BRBEORT 52 flco
WTITTn o o

BEHERgER (1 gehic AB-206, Finb b 5,8-
dihydro-5-methoxy-8-oxo-2 H-1, 3-dioxolo-[4, 5-g]
quinoline-7-carboxylic acid 250mg &%) &LT1H
1,000mg % 4 [@% #oit 1,500mg % 3 BliC 7R 3,
BEAKZLHAT7 ARE Lo

1II. HRYEHRE
R IME (BaE), RFR (AMR), HEKE
RO IENLTROERETIT RS T
% % REAEOMNE RPAMmROIEHR (4/hpt
L), BREROHERAID Do

A % BAEOME LKA (108/ml LITF),
R EmEROBY, BRKEROKEFY &
i) OO

PRER 3 EDID, Wihh 1 DL ERHESS

- bhicd D,

& B3 FBoWThRIHEEHADRIEh T

Do

1. B K 3 R

(1) BijfitkREBPIE (Table 1)

FB A SR S Bk BERY 4% 83.3% (12 6D, 18
PR RERE S 69.2% (13 Bl), B BMMMTERER
100% (3 #), AvEBipbERE LR 100% Q1 F) T £
Tk 29 Gl ER 18 B, AR5 B, LXHHS5 B, &
%1 FT, ﬁ%ﬁg 79. 3% THholo

(2) HMehIRBRRGYE (Table 2)

ERIEDRGIER SRR 35.3% (7 61), 18
HEMEEREL 40.0% (5 A), BHEEEREL
100% (1 8) T, &&4Tix23FEL5 G, R4 6,
a2 6, £ 12HT, FHEK39.1% ThHotwo

LI, B PR B REYE & SR PR B R GE D FR IR %
BrErbsrl, 52 fihEL 23 B, BB, =X
BT 0, &% 13 AT, BHEIX 61.5% THo i
(Table 3),

HER, BERHRrEAENCERSE, E coliix 23
Bl 18 4, BHR 2B, LXER2H, EH16T,
BRI 87.0% LBmLEL, Klebsiella 1% 57.1%,
Streptococcus faecalis 13 16.7% THh -1

F Ol DEBITERN A Teh o 7o By, Proteus mira-
bilis, Enterobacter cloacae ¢ ¥ T iR TREER
»ELhIC (Table 4o

1IV. SEE¥HHR

M RIRh R % Table 5 iR L7,

4 52 ¥Rl 26 Bk (50.0%), WA 12 # (23.1%),
FE 14 Bk (26.9%) T, BEIITIX E. coli 13 23 £k
4%k 20 Bk (87.0%), WA 1#k, TE2#k, Klebsiella
pneumoniae 117 Bk 2 4k, WA 38k, FE2KT,
Streptococcus faecalis 13 6 Brrhigsk 18k, B 2k,
I 3k, Serratia marcescens |t 4 BkFIER 0, BA
18, TAE 3 TH o fco Proteus mirabilis (1.3t
Wk 28k, TE 18k, Staphylococcus aureus 3.3 Bkt
WM&k, WY, RELE ST 13, Enterobacter i3 3 Bk
R 2 ¥, TF 18k, Proteus vulgaris O 2 BB
L 44, Proteus morganii O 1¥IIHEA Lo
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Table 3 Clinical response in UTI
cNal;I:sb er of | pycellent Good Fair Poor Eﬁ:czz/:‘;

Acute cystitis 12 9 1 1 1 83.3
° Chronic cystitis 13 7 2 4 69. 2
E’: Chronic pyelonephritis 3 2 1
) Acute urethritis 1 1

Subtotal 29 18 5 | 5 1 ~ 79.3
° Chronic cystitis 17 2 2 9 35.3
5 Chronic pyelonephritis 5 1 1 3 40.0
"é. Chronic urethritis 1 1
S Subtotal 23 5 4 2 12 l 39.1
Total 52 23 9 7 13 61.5
(%) (44.2) (17.3) (13.5) (25.0)
Table 4 Therapeutic effectiveness classified by causative organism
Organism Num‘l))ferc ases Excellent Good Fair Poor Effective rate

E. coli 23 18 2 2 1 87.0%
Klebsiella 7 2 2 1 2 57.1%
S. faecalis 6 1 4 1 16.7%
Serratia 4 4 0/4
P. mirabilis 3 2 1 2/3
S. aureus 3 2 1 2/3
Enterobacter 3 2 1 2/3
P.vulgaris 2 1 1 1/2
P. morganii 1 1 0/1

Total 52 23 9 7 13 61.5%

Table 5 Bacteriological results

Organism | NUmeer | Taved | ased. |changed
E. coli 23 20 1 2
Klebsiella 7 3 2
S. faecalis 6 2 3
Serratia 4 1 3
P. mirabilis 3 2 1
S. aureus 3 1 1 1
Enterobacter 3 2 1
P.vulgaris 2 1 1
P. morganii 1 1

Total 52 26 12 14
(%) (50.0) | (23.1) | (26.9)

V. B % A
BEifE ClAHoREXRIELIcb O3 HHY, £
DREEEOD LUK, FROLVOAh, WLFeETH-
oo

26 13 RO LT EER 49 OFROLURIL,
Wth b FEIRARE 30 - LTHEL, 2~3 REEficix
HEL TS,

SEG 48 DRV 3 PR AER AR L fofcd A
RA LT3,

O TRARRIRS fl, BHMARE 10 6 Flicil
{LBERNZ ORI, #EEXFETHIRIELRD
oy

¥, Bf, BitetkE (GOT, GPT, BUN, Creatin-
ine) TR TELEACOWTREAFOHERL B
NDRELELE - B bhiah -7 (Table6),

VI. # ®

DY, bhbhiiAF % WRBEFIRO Btk s
X OB HEVE RS IEHE 55 B (S0 5 b 3BIEIER D
Fobiybdl) REAL, WEEhDHMEERRE .

AB-206 D EHFETERADOKES A 1 E 500mg
1 3@ (Gt 1,500mg), 7 ARITH - fc ¥, Dose
response X3 BABENIfT oL h o0
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Table 6 Laboratory findings
Case | BUN (6~17mg/d1) . ?fft;’g‘éj ) GOT (15~37Ku) GPT (4~35Ku)
No. Before After Before | After Before After Before After
2 10 11 0.9 0.8 29 26 12 13
16 9 10 0.7 0.8 38 35 13 15
17 12 11 22 22 12 10
18 32 33 19 20
20 28 30 16 19
22 15 12 1.0 0.1 23 20 11 14
24 13 11 18 20 8 11
25 12 11 0.8 0.7 36 38 18 12
26 18 17 14 15
27 12 9 0.9 0.7 21 24 12 13
29 19 21 8 11
33 10 12 1.0 1.2 22 23 10 12
36 24 26 12 8
43 14 12 0.8 0.9 29 32 16 12
44 36 29 24 25
46 13 12 0.9 1.0 36 29 20 17
51 43 33 18 15
52 1 1 0.8 0.7 39 38 40 32
55 34 35 23 13

() : normal value

Bk RMRRYE IR, 29 B 25 BIANEME E fidig
MRt TH Y, SMBEKT 12 AREDH IR, B
160, 2ER 16, EH1ATENRIL 83.3% T,
RAEITES D Proteus vulgaris O 1 HlxBRVTTN
C E.coli THoT0

b ppt s 13 BIREL 7B, BR 26, ©LEL
ABITHEER 69.2% L AMEBHRCHETRRE DK
BCiRhoteh’, BEAECOWTHRSE, E. coli 6 f,
Streptococcus faecalis 3 5, Klebsiella 2 5, Proteus
mirabilis, Staphylococcus aureus ¥s D D 1 T,
KD 4 Fish 3 B AS Streptococcus faecalis T B
Y, FHORECHTHHENNLAT, YROFERT
HolckExbhb,

B R RYE T, 23 Bk 17 SIAMBMEERES
T, EWAG, BH26, LXFH2H, £HILTH
b, WTFhLFEREI T — T VERANTD - Tic bbb
53, BZEIL 35.3% LfEh ol LA L, REHR
DNWThRBE, EHD 9B, Serratia iz X 5HDh 4
BT, Foftit Klebsiella 2 ] (NA fijth5§), Strepto-
coccus faecalis, E.coli (NA fiftt8§), Enterobacter
cloacae BEDED 1 HH LR, HREFADOBRC L R
EhbotkdBbhis

¥, AB-206 DEERZIE ENARZX T 5 disc KZ

Table 7 Correlation between disc sensitivity to
NA and clinical responses of AB-206

%—1?{ to ﬁ);(;el- Good | Fair Poor | Total
i 15 3 1 19
i 2 1 1 8
+ 1 2 3 7
— 1 4 7 12

Total 21 6 7 12 46

MR L THRS E, WECH O HEBEERRALR
t= (Table 7),

L L, NARSZM + o E. coli (ABPC —) DfES 2
L NA RRZM: — o Streptococcus faecalis DFEF) 31 1%
ZHERL, i, SO NA RS #t © Proteus
mivabilis DIER) 52 13 4E%), NA Bz H 0 Klebsiella
DIERI 24 & Enterobacter cloacae DFED) 42 13 F D
DRRELEIT L L E D, AB-206 DEEIRZIRE L NA
a5 disc B3 O {VEVW R LR BERD
ﬁo‘ﬁ:o

ElfE ik 55 Bl (5o 3 Blb &) 961 (16.4
%) TAibh, £OPFRIZHLBRIERS 6 61 (10.9%),
FROLVA, BOLVR, $HOERFLILONE
161 (5.5%) T, BRGNS LRPHEHET
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ﬁoto
VIL. # 5

WRBHFIRO RBERYGERE 55 61 (ZD5H 346
REWER O 5w THik) @ AB-206 % # 5
LTCO

(1) #E5HET1H 1,000mg (4 M), % ik
1,500mg (3 43HR) %7 AL Lo

(2) 52 BIDEERZRIIES 23 61 (44-2%), BZ
98l (17.3%), X H% 786 (13.5%), #%) 13 #l
(25.0%) Lish, BRI 61.5% T, KAHEIFHR
VBN PR RRYUIE 79. 3%, BHEMIRERRRYE 39.1%
'C'ﬁ-')‘ﬁ:o

(3) MEBEAYZIEIT 52 BRhiE % 26 # (50.0%),
W 12 ¥k (23.1%), ~E 14 #% (26.9%) T, E&EI
Tk E. coli 71 23 ¥k 20 £k (87.0%) #HELicz &t
i}: B ghfio

(4) AB-206 DEEKR#FER JOCME¥HZIEL NA
Xt B oMEO disc BFZH: & ORI IXHEBIBIRAER
X 6hf€.o

(5) EIEmIx 55 Bih 9Bl (16.4%) wibh, &
D5 b 3L EERFTHIEL .

(KPR, BM5148 ArLMME2EZAT
H%5o)
X R
1) AGULH.; T.MITANI, A.IZAWA, T.KOMATSU
& T.NAKAGOME : Studies on quinoline deri-
vatives and related compounds. 5. Synthesis
and antimicrobial activity of novel 1-alkoxy-1,
4-dihydro-4-oxo-3-quinolinecarboxylic acids.
J. Med. Chem. 20 :791~796, 1977

2) AEEX : 5 24 B ERCEFRFESTARIR
Be Ty vEv v A AB-206, #LiR, 1977

3) BENER : BMERB A C3T 5 Nalidixic acid
OEKRS, EELBEE 3(4) :193~197, 1975

CLINICAL STUDIES ON AB-206 IN URINARY TRACT INFECTION

Nosuvo Funmura, Masaakr Yuasa, Kenzoo Uema and Kazuo Kurokawa
Department of Urology, Tokushima University, School of Medicine
(Director : Prof. K. KUROKAWA)

Axio IMacawa

Urological Clinic, Takamatsu Red Cross Hospital
(Chief : Dr. A, IMAGAWA)

Clinical studies were made on AB-206 in 55 patients suffering from urinary tract infection, but in
only 3 patients administration of AB-206 had to be discontinued due to side effect.

AB-206 was administrated orally at the dosage of 1 or 1.5g for 7 days.

Results were excellent in 23 (44.2%), good in 9 (17.3%), fair in 7 (13.5%) and poor in 13 (25.0%)

of the 52 cases.

Bacteriological results were eradicated in 26 (50.0%), decreased in 12 (23.1%) and unchanged in 14

(26.9%) of the 52 strains.

As for side effects, gastro-intestinal symptoms, heartburn and obdormition in the extremities or the
mouth were observed in 9 cases of this series, in 3 cases of them AB-206 was discontinued,



