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Fig. 1 Chemical structure of DL-8280
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Chemical name :
(+)-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

Molecular formula : Cy;sH20FN;O,

Molecular weight : 361.37

Melting point : 260~270°C
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Table 1 Clinical summary of A.S.C. treated with DL-8280
_——r © Treatment Bacteriuria® Evaluation®*
Case Side

Age|Sex|Diagnosis| poge | Duration | Symptom® Pyuria®

Count| MIC : 10°{m1 UTI| Dr | effect

e (mgX/dey) | (day) | Species | (ml) | (ug/ml
. + H E. coli 10° 0.05
1 |e| F| As.c. | 100x2 u Ex | Ex. | -
+ + | a-Streptococcus| 104
Ex. { Mo. -

2 {3 |F| AS.C. | 100%x2 14

Un. {Nausea

3 (45[F| AS.C. | 200%x2 3

. - E. coli 108
4|16 F| ASC | 1w00x2 | 7 Ex. | -
M e¢ Ex. . Excellent, Mo. : Moderate, Fa.: Fair, Po.: Poor, Un.: Unknown

* After treatment

ko BEIASRE RT3 &, BARLSIZ ST
27-7VERF LB 5 HHEEEhEh 4.4 %,

57.1% Lo e RPDMEBE OHEBIX, 34 Bkeh 27
(19.4%) KHOHEREATRY, FHEE 1T E. coil
¥, P. aeruginosa 1Bk, S. marcescens 2 ¥k, S. epider-
midis 11%," Flavobacterium 18k, Y.L.O. 1¥C, ¥/x
ERBIC P. aeruginosa 1 ¥k, Candida 1#%, Acinetoba-
cer 18, Y.L.O. 2piehEnHBILTW3, Zh b
ORRL Y AFNL 7 7 A MED A2 b TR OF R
LT, WIEWHES LRV EH S5 T L RK
fExh, Kiz BERLTBMICEZRLTWVWS S, marces-
cens THLOBEP 7 ¥k (77.8 %) Mk L TR Y, 48K

WICHERZRAHGCEDR b0 LRMA LTV,

BIERR, 1 HICERBHR L 0H T, Mk

BRECLREIIWDH Y o (Table 7),

X ™

1) Saro, K.; Y. MAaTsuura, M, INoue, T. Ung; Y.
OsApA, H. OcAwA & S. MITSUHASHI : In vitro and
in vivo activity of DL-8280, a new oxazine deri-
vative. Antimicr. Agents & Chemoth. 22 : 548~
553, 1982

2) H30E AKRLFREFS THHEAXRRSE, FKL LK
¥ 7., DL-8280, 1982 ,

3) UTI#HEL:UTI (REMBLE) K2 WML N,
Chemotherapy 28 : 321~ 341, 1980



CHEMOTHERAPY FEB. 1984

780

- ‘ g | oxd =5 i miear S | —F v 2x<002 | ¥-9 - ..wuw..w W | 89 / 12
i | or | Twwes | | M| @xe [0 - s | 4| |
B S I N " ,m@mﬁ Y - TSR] 4 | e | e
- | x| = = i | | vo| exoor |40 - e W | 28 | s

- | on | e | —— t | zxos g0 - m_mo.hn.__.ww__.w_;m Wy |u

- | ow | on =3 i | T | t | exoor |eo - e W |z | o
= | w3 | ow % | T | M| Zxo00z |€-9 = e e a |6 | st
— | ea | o - o = v 2x002 | €-D - 55 4|

- oW | 3 %|~ Spapd S | 61 £X00T | 2-9 - ”u Hm ..mo W | 99 | €I

~ | oa | a ““” - .w ”“ H i M| axoog | p-p (AHOIEONERN) Bakiine N [ QS [

"L | osommniosog |+ 42"

— | oa | wa = o | e | — L axoor | 1-p |(FERD ) DERSEE | W | v | 1
— | ow | 3 o o | T | L zxoor | 1-p |(SeFERD ] SRR g |1 | o
R el - o | " | 2 | oxoor |1-p [(OEQMEN)_ ZEEIT alw|es
Toe | ea | ow o | s | ¥ exo0z | 1-p | (RPN = g | e s
BRI S L | [ [P e T T
— | xg | =z - o | Ty | — L exoor | 1-p | (€0=000) e e ERRAK
— | on | ow e e | exoor | r-p | (PRI 242 W e | s
mwn_”w» aq | 1Ln _E\A\Mmuﬁ\ww—z “.“..Ec\uv. _ satdadg evankg :“_MMW.NQ A.FWMMMWEV QMMMM <.-AMauo:Mamnvv uorpuod Burkjrapup) v | o8y w.M«Z
LJuonenfeay JelInLIadeg juaweaa ] sisoudel(q 2

082810 Y4 pajean; L) Pajedi[dwod jo Arewrumns [ed1wWl[) g 3[qeL




FUETTSLERSIRERPL%4

CHEMOTHERAPY

yoL. 32 S—1

UMOUNU U} ‘100 ;0 dle : B ‘2]RIIPO[y 1 Ofy ‘JUI[[BIXT : X e —jusungany 70y
01 | siprwiopida g v
B . o <01 1702 + ) JUOIS [BUIY
g d 01 | mprwiopidag 4! 2x00T | 9-9 - W | SL | ¢¢
951 01 o> g * 4272
— — — - EXURRIRLERTRTCER )
- xI xq 29 0l Y TEE 14! 2Xx00Z | 9-9 - W | ¥ | I€
¥4 01 | susssasipu-g + RO R0
- - - - ‘H'd'd
- N oW %1 01 S15390] 5 — 14! 2x00z | 9-9 - : W | €L | o€
01 | stprusopida g + 000
01 ‘0 T°A ,
i i Mcm psourdnion ‘g - (Lwo3soxyday) U0 Jeusy
— od od A1 | mv0s0rdariso S X001 | S-9 T W | 25 | 62
951 0| s1p290/'s * 4979
00¥ < 18 ‘0 TX ¥ ‘H'd'd
- oW N 01 | siprwiapids g L gxoot | 8- Am.EHZDV W €8 | 8
020 O | smqounuyg | W 000
o1 Dp1pun)) _ S
. Moﬁ SU2252040U ' + (eayzaan) H'd'q
— od ‘od ol S10950] S 41 €X00I | S-9 + W | SL | L2
0S 01 | suaasasupu-g H D00
— — — ¥ I 13)ued dueISOL
- 3 | oW 0 5 |~ i gxoor | g-p | (PR W |8 | %
6€°0 mcﬁ SU2252040U °§ - D00
s
01 | sudssaoiou-g 4+ P Jowny 1appe(g
B od od 01 13391701 6t exoot | 50 ¢ Esm..nzo:: 4 16| s
cz'9 ME SU3282310U °§ + 4070
0s osournsan ‘g n 21n30113s [RaYjaIf)
— | ea | -a —— |5 |~ v | oexoor |g-p | (PO W9
520°0> <01 psourdnion ‘g +# ‘00D
] — — — - JIappe[q dtuadoana N
- od : 148 ¢X00 - -
— = — T ¢ | ¥-D 295 K| (4 2 I 14
_ g = I - - ¥ Zx002 | #-D B :%.qu.w.wwo.:sz 4| v | 2
3n -
e IR TN ) R O RO ) oo ey T vy B
PiS —! JuonienjeAsy # JelIntIaloRyg Jusunwerl ILN hvuﬂ——.ono J— xag | 28y s

(panurjuo)d) g IqeL



782 CHEMOTHERAPY FEB. 1984

Table 3 Overall clinical efficacy of DL-8280 in complicated UTI

e
o Pyuria Cleared Decreased Unchanged Effect' on
Bacteriuria bacteriuria
Eliminated 8 4 3 15(62.5%)
Decreased ( 0%)
Replaced 1 1 1 3(12.5%)
Unchanged 1 1 4 6(25.0%)
Effect on pyuria 10 (41.7%) | 6 (25.0%) | 8 (33.3%) | Petient total
&) Excellent 8  (33.3%)
Overall effectiveness rate
I:] Moderate 9
17,724 (70.8%)
[ Poor(including Failure) 7

Table 4. Overall clinical efficacy of DL-8280 classified by the type of infection

I:&‘e :tfs Overall
Group pSh d Excellent | Moderate | Poor | effectiveness
are

( rate ) rate
1st group (Catheter indwelt) (33 83%) 3 3 2 75.0%
2nd group (Post prostatectomy) (4 12%) 1. 100.0%

Monomicrobial 3 o
infection 3rd group (Upper UTI) (12.5%) 3 100.0%
4th group (Lower UTI) (12 35%) 3 . 100.0%
Sub total (63 5%) 7 6 2 86.7%
5th group (Catheter indwelt) (2560%) 2 4 33.3%

Polymicrobial . 3 0
infection 6th group (Catheter not indwelt) (12.5%) 1 1 1 66.7%
Sub. total (37 59%) 1 3 5 44.4%

24 9
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Table 5 Bacteriological response to DL-8280 in complicated UTI
Isolates No. of strains Eradicated Persisted Strains appearing
after treatment
S. epidermidis 5 4 (80.0%) 1
S. faecalis 6 6 (100%)
a-Streptococcus 1 1 (100%)
E. coli 2 1 (50.0%) 1
P. mirabilis 2 2 (100%)
P. rettgeri 3 3 (100%)
S. marcescens 9 7 (77.8%) 2
P. aeruginosa 4 3 (75.0%) 1 1
F. odoratum 1 (0 %) 1
Acinetobacter 1
Candida 1
Y.L.O. 1 (0 %) 1 2
Total 34 27 (79.4%) 7 5
Table 6 Clinical summary of uro-genital infections treated with DL-8280
Treatment Bacteriuria® .
Case . . e . _se| Side
No. Age | Sex| Diagnosis Dose Duration | PYuria Soecies Count | Evaluation effects
(mgX/day)| (day) pect (/ml)
. + S. epidermidis | 10?
3 |66 | M [ChrOME 1 pg0xa 12 Fa. -
prostatitis + — —
3 |65 | M |CPOMiC | agox2 14 Fa. -
prostatitis — — —
: + Staphylococcus | 102
3 |75 | M| Chronic 1 ag0xs 14 Mo. -
prostatitis — — —
: - S. epidermidis | 102
% |32 | M |Chromic g%y 14 Fa. -
prostatitis _ — —
. Before treatment »+ Mo. : Moderate, Fa.: Fair -
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CLINICAL EXPERIENCE WITH DL-8280 IN
URINARY TRACT INFECTIONS

TakesHI SANEFUJI, HirosHI KANETAKE, KAZUHIKO SHINDO and YASUSHI SAITOH
Department of Urology, Nagasaki University School of Medicine
(Director : Prof. YASUSHI SAITOH)

Thirty six patients suffering from urinary tract infections, male genital infections were
treated with DL-8280. DL-8280 was administered in doses of 50~ 200 mg/day.

The clinical effects were excellent in all 2 simple urinary tract infections, and were
excellent in 8 cases and were good in 9 cases out of 24 cases with complicated urinary tract
infections. Overall effectiveness rate was 74% out of 26 patients.

As for the side effects due to the treatment, nausea was observed in only one case.



