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DL-8280 > JLTfErY) « BEA I FR

&R %
BRRBEAR

1. BEEER5 M ampicillin (ABPC) 4@ & S tr Neiserria gonorrhoeae 9 BEiZxt+ % DL-8280 M

MIC X 0.006 ug/ml 225 0,012 ug/ml 2534 L7,

2. ERk/rHME> ABPC Tifd@ix & te Haemophilus influenzae 138RIC8H+ %5 DL-8280 @ MIC i1

0.012 ug/ml 325 0,048 ug/ml T4 L7,

3. DL-8280 i Escherichia coli i X 5 RIGGULE 1 HlICKS, 1 PICHBTH -7,
4. DL-8280 it Streptococcus pnewmoniae % fH L7 IS 1 PliCEZHTH -7,
5. DL-8280 iz k3 LBRbh3BHERIREEIRITOWTAHALRRN T,

DL-8280 i3, H—REMERTICE W THRBREINFHRL Y
Fr i BROBHRIERTH D,

FOLEME EOSIIL, 9fLic7 v F, 10fLZ A Fr xR
FOUNERL, FORBIC XU XA XS UL EFTBILET
»% (Fig. Do

Fig. 1 Chemical structure of DL-8280
0

F COOH
N N

H:C/N\) O\ACHa

(%)-9-fluoro-2, 3-dihydro-3-methyl-10-(4-methyl-
1-piperazinyl)-7-oxo-7H-pyrido [1, 2, 3-de][1, 4]
benzoxazine-6-carboxylic acid

BEICPAR &N TV 5% nalidixic acid (NA), piromidic acid
(PA), pipemidic acid (PPA) L& L TEDHENIZ, 77

LERMERE LE XY, V7 LEMES, FERKHERICETR
BEWARY M EFETBIENBRESNTVSY,

IEEMEEOHRN BB L 20 XROHEPEI WIS B
fiL LThH N. gonorrhoeae 3LV H. influenzae (=3t 5
HEAERHL, SOICRERE BIUPPRBRICERLE
RBRICOWTLBRREMAD Z LD CE-DTHRET 5,

I. HEEaORRET

BOETHER o MBS EH ShEERYICAE L 2> T
% N. gonorrhoeae, H. influenzae IZxt L CAK|D in
vitro FUEE 1 & Rt L 7e,

N. gonorrhoeae & L Ti%, BRK/YHED ABPC itz
BU 9Bk, H. influenzae L LTV R BRI 5> B o
ABPC TEE % Sledt 13 8kE AV T HALEREFES
HRHEED (10°/m] H:AK) 12 fE> T MIC 2B L7, A

Yol L U T 2 N. gonorrhoeae 1Zi% 5% s A E M
Mueller-Hinton %3t (BT + = 7 s : AAD,
H. influenzae 2% LRI EHFT5F 3 21— h K
wHE Hv e,

Table 1 IZRT X 52 N. gonorrhoeae DFPHIL B-
lactamase #E4 > ABPC fit 3 #k & ABPC R 6 ¥
DOMICER AL h ¥, & » MIC it 0.006 zg/ml »» &
0.012 ug/ml iZ 3 f7 LU 7=, %72, H. influenzae & B-
lactamase FEADREN D iz 4 Bk, B-lactamase FEEE
A 1 BE 5 Bk ABPC itk ABPC @tk &
FIBRIC/h& W MIC 271, DX 0.012 pug/ml 225
0.048 pg/ml iIZHF L1z,

II. BEEkpYREE

REGBILIE 2 5, PR ERRBYLE 1 P {E R L7z (Table
2),

Case 1 63 B SMBEEBR

¥, BEWmAERFLLTAR, AMmBk 14,500/mm?,
RHF LY E. coli 107/m] 2, F4HRA XV AKZ 1
B 100 mg, 1 A 3EKET, ALY FTHLEDNA
b9 BMo#E TLRBR LI (Fig. 2), /M HEE &
Hhizxt+2 MIC i2 0.048 ug/ml T ofe, %d, A
TREREX CREICRARE 0ERWEE A bR
hole,

Case 2 687 &t BMEEEDER

FURRBRER T IE CHOKME) TABEIg+S, R A
mBROMH, RERLKE T E. coli 105ml #HKHL,
BERER L 2B S h 7 fER ©, AH1[E 100mg, 1H3
Bl s, 6 HRICHESHEEL, BRLIGENTH S,

Case 3 631 BH WA

SHATX Y B3, AMEHY, F4RAAR MWEX
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Table 1 Susceptibilities of clinical isolates

N. gonorrhoeae

MIC : approx. 108/ml (ug/ml)

Strains 0.003 | 0.006 | 0.012 | 0.024

ABPC sensitive 4 2

ABPC resistant®
f-lactamase( +) 1 2

* MIC : >1.56ug/ml

H. influenzae

MIC : approx. 105/ml (ug/ml)
0.006(0.012)0.024{0.0480.086

Strains

ABPC sensitive 6 2

ABPC resistant®
A-lactamase( +) 1 3
A-lactamase( —) 1

« MIC : >1.56xg/ml

Fig. 2 Case 1, 63 y.o., male, acute pyelonephritis

1982 June July
T T T T T T T T T T T L
Date 27 28 29 3 1 2 3 4 5 6 7 8 9
Admission | DL-8280 (100mgXx 3/day X 9days ) ]Dilclnr;e
? 140 I 40
S b
=
E 110 :5 38
QE 80 = 37
B0 M 36
C 4+ 1+
ESR(1hr)(mm) 24 37
(2hr)(mm) 52 72
WBC(/mm?®) 14,500 5,100
Blood urine -
Bacterial culture E. coli 107 - -
Sensitivity
DL-8280 TC (4)GM (4#)

MIC:105/ml NA (4) ABPC(H-)
0.048xg/ml CER(4)CP

()

MCTETEDN R # & 3B ¥, CRP 5+, [k 9, 200/
mm®, fipk 71 mm (1 B, 108 mm (2 B5M), ®kEk
1 B 70ml TZOMERIZME, BHEK LY S, preumoniae
B, DM LRE, 5KE LY ANE 1H 100
mg, 1H3E, 7AMKE Lk, #EMBREALYH
LhRTHREMERL, 2ARNLRLTHRL, HER
LIEOITEER LI, 228, S S. preumoniae (293
Fi 0.096 pg/ml O BBEME % 57 L £ (Fig. 3~Fig.
6),

HERK b, BRI ARIC X 3RHERIZ L bz d -
2o Elt, WRRRERMRL L MR, e BiseE,
ERHLEL BHiE Abhish o (Table 3), Case 2
TEEEEDBUN LA (12.5—24.1mg/dl) #4562,
HRERB & OBIR U BRI LasTe <K & OBl R ©
Hote,

£ %

EY Pt omRoOERLE LT, REBEILT
W3 NA, PA, PPA 37 5 s 3R BIIC g2 il N E
~L, REBBREECR LTI, AREOFAELBOO
hTnd, LdL, EREBREECH T3 ERERXNO
BFRER—ENIZEED ShTwizn,

SERMNLEEANR, SRERMEOERERTS
S. pneumoniae 33 L 1R H. influensae IZR\HEN &I
T LEBLRREh-2HY, HEL DO, WK
ERU H. influenzae TRV EF - LEAPD
BTENTER, &bIC S. pnewmonise ¥t 5HETK
FRIEFEO RS CHEE 4 b h iz o iz, 5 ES
presmonice KKRVWHEHEFRLEZ LG HRTH
30, &HRMER~OTRMEL Tz L bEDR,
IOHE~DRNEALELELONS,
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Fig. 3 Case 3, 63 y.0., male, acute pneumonia

1982 August
T T T T T T T T T T T T T T T T
Date 2: -8 4 5 6 7 8 (o TR | o 1 (i e s s i U O oot (oo o SRR - S K
Day of illness e 2 3 4 5. %6 7 8 G R0 11 MR T8 AL 16 e AT 18
| DI1.-8280(100mg < 3/day X 7days) ]
Admission Discharge
140 40

Mot

é 120 39 -

o0 o

F100 38| o

E &

- 80 37 Sah

Z U% /P\ D o . ° o

60 36 d ® .
100
Volume of sputum (ml) 50|L
0 —\_\_\_‘—

ESR(1hr)(mm) 71 82 16

(2hr)(mm) 108 124 50
WBC(/mm?®) 9,200 4,900 5,000
CRP 5+ 2+
Blood sputum g :
Bacterial culture S. pneumoniae

Sensitivity

DI.-8280 ABPC(H) CEZ (H)
MIC:106/ml AMK (—) MINO( + )
0.096ug/ml GM ()

CF for M. pneumoniae 154G) 1:4(—)

Fig. 4-1 Roentgenogram of Case 3 Fig. 4-2 Roentgenogram of Case 3 (L—R)
(Before treatment) (Before treatment)
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Fig. 5-1 Roentgenogram of Case 3
(3 days after treatment)

ABPC it H. influenzae HJi  BIEL, FERERT
b-olc ABPC TORBRICKELRBEEIIRY >OHB 2
ERAMDOZ L THBHN, KKHIIZ, SREIOBRN Tl
HICH LT OREME L AROMWE N 2R+ &8
FED o Hiv, PRIRBRERE OIEHIC b B 72 AT REMEA 3R
(M ahiz,

—7, N. gonorrhoeae [&3u\Z X ZMEBRIPIE L B-T 7
s LRIEEOHBIC L v, BFICKERREEE ML
223 %A%, N. gonorrhoeae \Z3EV\E 1 &R+ AK O
HBUE, ChEBRT5—>DOHERWAT M2 b
%,

€Y Frh K BRI, EELBERN RN
EEDhTWaEY, FACLZEWERA L 1 FI VRS L
Tehote,

X 3
1 #3000 BREEREFS BAEREHRS, FEL > F
<7 4, DL-8280, 1982
2) MIC MEESITEAS « R/ BEMILAE (MIC) il
EH B & T I o T, Chemotherapy 29 : 76~79,
1981

Fig. 5 2 Roentgenogram of Case 3 (1. +R)
(3 days after treatment)

Fig. 6 Roentgenogram of Case 3
(7 days after treatment)
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BACTERIOLOGICAL AND CLINICAL STUDIES ON DL-8280

Yuraka KANAZAWA

Department of Internal Medicine, Toyosaka Hospital

1. MICs of DL-8280 against 9 strains of N. gonorrhoeae including strains resistant to
ABPC distributed between 0.006 zg/ml and 0.012 zg/ml.

2. MICs of DL-8280 against 13 strains of H. influenzae including strains resistant to
ABPC distributed between 0.012 zg/ml and 0.048 ug/ml.

3. Clinical results of DL-8280 for 2 cases of urinary tract infection caused by E. coli were
excellent in 1 and good in 1.

4. Clinical results of DL-8280 for 1 case of right-middle lobe pneumonia caused by S.
Dpneumoniae was excellent.

5. Noside effect was observed in 3 cases described above.



