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DL-8280 o> {3 FfXBk

B R—-H X
JiggHa S2) || B A A Fd

AR ARRIEIC DL-8280 #EA L, ROREREBx,

1 30 BIPHRE 29 4, AT 96.7% ThHork,

2) E. coli iTxt+2% MIC i 1.56 ug/ml 25 18kdb o7, o 6Bkt <0.025~0.10 xg/ml THh
o, S. aureus IR L T2 0.78 ug/ml, Enterobacter 1zt LTz 0.10 ug/ml Td -7t,

3) WRERLEGONLH, TH, AREELE LR 18D N,

4) BHATKICKRIENI, FFlAE, BHRERELKITLEY, FAcL3 LBEbh3ELIBEH LR
Mhote,

SHOTHEE L PRSI L Y HEDROMRBIZ BEABNY Xt LTHRRIEFERAL, EOBREDE 26U FRAEERML
WCEA TV D, B—NEKXLH TR X h /- DL-8280 i D THRET S,
Fig. 1 »X 97 benzoxazine & H+ 2 HAREOMEHT

Staphylococcus, S. faecalss, E. coli, Klebsiella, Proteus, .
Serratia, P. aeruginosa, H. influenzae, N. gonorrhoeae, SR I3) 1 1 S2) || ARG I ABE A 36 & U5 SRadbe

B. fragilis %e¥, WKREERG 77 LBE, 77 o SHEIVATHY, FRIZISRLY TTRICDES T Y

B L, BECHEALY b5 LL ROREAEEL, E0 2
ERARRENTH Y, Lo rT ABHEICIR, EFEORS SHRE BRI REBIBLLE 15 5] CRMERERE 25 7 5, #F %

EHL 0 HEHOEBR TV AR TH S, BERER 8B , (IBEBR7HI, EWR3IF, Srbyyr
&E, bhEHIRERIEE 35 LU 2 DR ARSERRLE BRARE 3 B, FEMNER, ASTIRE, & 1410 A &30
BlTh B, WMEBHERD 8 HITiL, TARFEAICISNTI

HF—FNERRE OLBIIFKEL T2V,

MRkELUHE

Fig. 1 Chemical structure of DL-8280

o o0 BEHEZ2MEORET, 1 A 150~300mg & 3[E
F SR TR, RESEE T50mg 25 HH 3,000 mg
I/'\N N LigoTW3, RAIE LTREBEICIZ1E 150 mg
e N 5 RMEE L L, TOMOBREICRERICLY, 18
Table 1 Clinical results of DL-8280
Effect
Diagnosis No. of Side effect
cases | Excellent Good Poor Undetermined
Cystitis 4 3 1 (Nausea)
Cystitis (post surgery) 1
Adnexitis 1 1 (IS)it:xr-nra;]ce};paln>
Folliculitis

Bartholin’s abscess

Endometritis (post partus)

e R 7 R TN
- W W

Wound abscess

Total 30 5 24 1 2
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Table 4 Sensitivity test and antibacterial activities of DL-8280 against strains isolated from clinical cases
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NT : not tested

+ I about 1,000 colonies in one plate, - : over 1,000 colonies in one plate

about 100 colonies in one plate,

.+

150 mg ¥7-ix 300 mg 5 AMHEE£TV, LETELT
RRFARANG & IES L e,

HRAERK XM EREHEL T -,

Excellent (%) : sRHEOHEB XU, EEAMNE
R (THUK, 1B%, Rk, #T) 53 BLRICKS
L, RiELEbLD

Good (F%h) : EHEAMMER 2 3 BUNICHEFOH
FEREDIE LD, Tl ERE L, M2 Y 0N
B Lt o

Poor (%)) : BWWERM5 A2 TETLRE L 2
A% N7

[ |

Bt oYERBIESC THEKDREE LEHB L
Table 1 DX 51223, REBLAEIC 8\ Ti, %
561, HHI0ME, 2RI BRET <% EROMNE
NBHE LI, FEOMOMARKBICE TS, 9H
75 2HBH), YIBRLEOARGLRE ML Tty
200, FBRBRD 1ML BRE UFICHEHTHY,
RETHLI0FP29F], 96.7% 2 BHTH 57,

HMEEIR L BRI E £ L » 5 L Table 2,
Table 3 DX 5223, BHRTIXLHA» 6EXRH
EhTEY, ARIT E. coli 94, Enterococcus 2 #,
Enterobacter, Klebsilla, P. mirabilis, Pseudomonas
F10THB, 113 P. mirabilis OFITHELRHELS
nrcHs, oo 14 FTIEE 750 mg L F o FH T Eilk
R Hts, BEROA LN HTHLREKIERHRYL,
HERD O A IBEBHRIIENTH o7, 7 HOBHS
DS LEDORHTEIDIX E. coi D1FDHTH 3
2, ZOFITREDHERALR TS, ok
L VBRI &hic E. coli, S. aureus, Enterococcus,
Enterobactor, Bacteroides, Klebsiella, Serratia %3t
750~3,000mg DFEMTHEEIBMP L TH Y, &
HEDHERD b 47 MIEEHZRIT B0 R Shk 22
#ieb 20 B, 90.9% 2%+ 3,

RHEED > 5, MIC JIED MK~ il KRB L
3tiz Table 4 iZ7R¥, E. coli iz %L Tix —& NFLX
CRIBEDLDLH D, LA LRERETHEYTH
Y, PPA, NA LOUEBTIRIZZDICIERECHYTH
%, ¥ S. aureus ZxtL Tix NFLX, PPA, NA @
DI BXE R CHEN % 7R L, Enterobacter it
LT% NFLX, PPA X W EhAHEHEE LT3,

BIfFRZ 2Blic & bhre, SEM 1 BRA% 2 B BIZIE
SBHB L7, 3 HMOKEZ X WEUREREL S
olce ¥EFI7TIX3BEICTA, 7TAHICERE T
L7eds, RARHPLET3ETIRE» o7,

Xl R Y B E /%I kMM, mk, CRP,
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Table 5 Laboratory findings before and after administration of DL-8280 (1)

RBC Hb Ht WBC Platelet ESR (1hr) CRP
Case| (10%/mm?) (g/dt) (%) (/mm?) (10¢/mm®) (mm)
No. Before| After |Before| After |Before| After [Before| After |Before| After |Before| After |Before| After
3| 451 | 427 | 10.9 | 10.5 | 33.9 | 32.2 | 6,100| 3,500| 23.4 | 23.8 | 24 = -
4 438 455 | 12.7 | 13.5 | 38.9 | 41.9 {11,400 9,200
71 427 390 | 13.5 | 12.1 | 41.4 | 37.2 | 4,100{ 5,100 47 32 * 4+
9| 374 403 | 11.9 | 12.3 | 35.4 | 37.4 |14,000| 5,300| 60.8 | 34.7
10| 335 | 322 | 10.1 | 9.6 | 29.9 | 29.1 | 2,500 3,100/ 26.3 | 20.1 | 71 86
11 | 331 376 9.0 | 10.2 | 28.6 | 33.0 | 8,300 4,900 6+ +
12 | 423 | 431 9.6 | 9.9 | 29.8 | 31.3 |13,700| 5,100 36.0 | 37.3 + +
13 | 459 443 | 13.9 | 13.5 | 41.6 | 40.3 | 4,000| 3,600 20.3 | 16.7 -
14 | 390 406 | 12.0 | 12.3 | 36.6 | 38.9 | 5,800| 3,900 + +
15 | 367 | 366 | 11.3 | 11.4 | 33.9 | 34.3 | 5,300| 4,900
16 | 436 | 399 | 13.0 | 11.8 | 39.4 | 37.5 | 5,000 6,400( 29.8 | 25.8 | 17 7 |4+ -
17 | 421 | 462 | 12.7 | 13.8 | 39.3 | 40.8 |13,500| 6,400 16 17 | # +
18 | 422 405 | 10.8 9.9 | 34.2 | 32.9 | 9,600| 7,300 29.4 | 28.1 45 22 | 4+ +
19 | 457 446 | 12.6 | 12.4 | 40.5 | 39.2 | 8,000|11,400 12 7 t -
20 | 442 434 | 13.2 | 12.5 | 41.6 | 40.1 | 4,400| 4,800{ 23.1 | 37.3 31 12 5+ +
23 | 393 403 | 12.0 | 12.2 | 37.4 | 38.4 | 6,600] 5,900 20.9 15 13 + t
24 | 384 374 (12.2 { 11.8 | 37.3 | 36.5 | 8,400{ 5,100 23.5 14 9 -
26 | 408 435 8.1 10.1 | 27.1 | 32.1 {10,200{ 6,400 27 +
29 | 372 348 | 12.0 | 11.2 | 37.9 | 35.1 [13,700| 6,400| 30.8 | 43.8 4+ *
30 [ 381 386 | 11.5 | 11.7 | 36.6 | 37.0 | 5,300 5,000 31

S-GOT, S-GPT, ALP, BUN, CRTNN 7 ¥ k41t
FHBREY H ST L (Table 5, Table 6, Fig. 2,
Fig. 3), fFH%, AMKREEEIVFhH b &EL, ©u
LECLREAEE RLEbDIZEd o/, CRP biT
EAEEELTEY, 1H0ERLER CGERT) &
BEBRERETOS 3 b O CHEENICIEONE LR
O, BEROIZBEYZ LD TCH o, FFEERTEA
EFL7 X ERLURD S ETOALR LD TH B, &
FERBICERED» b RECLEREEIHSNAEP
o
£ &

DL-8280 i3IBEVWHE A7 FSA LRV E N &
T2 HARENAEHC, RORREAICHS, &
SERCHBLE X D BohBEAE R, Al
B~OBITLRELWDRTWVAY,

SEFHZ 30 flofERARBILECHERA L, & H
BOMWRE90.9% LWV 5MNAESI L 96.7% LWV O H
WEENESRRE LN, REBEESERE DT

W5 Litnx, EROFENREEBLTHES LS
LRVWEETREFMTH S,

BROBEE D MIC I288WTi, E. coli IZXL T2 6
R 5 B2 0.05~0.10 #g/ml & NFLX o MIC LLF T
HY, Zhix PPA, NA it~ 3I~4 BELUTDET, S.
aureus, Enterobactor 1238t LT % FEOHALRL TR
Y, TChBRYREETSREBI2L0TH B,

2P OBHERIIROAMARFIC IS AONEEDL, B
W, THTHOANLLIEETHY, EALEEMICE
T3R8 TP, BRREE~OEE LA LA
¥, BAFIE W EREBEOEEME LS, FAIEAR
FIROBLYE~DERICAKNHIFS N B,

X W

1) %30 E BR{LFREFS BAEAXERSE, HHS V8
<7 ., DL-8280, 1982

2) Sato, K.; Y. MAaTsuura, M. INoug, 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
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Table 6 Laboratory findings before and after administration of DL-8280 (2)

s-GOT | s-GPT | ALP |  Total | BuN | CRTNN Electrolytes (mEq/L)
Case| (KU/ml) | (KU/ml) | (IU/ml) (mg/dl) (mg/dl) | (mg/dl) Na* K o

Before| After |Before| After (Before| After |Before| After |Before| After [Before| After |Before| After |Before| After |Before| After

3 |10 10 4 7 | 111 | 105 (0.45(0.38|13.8/12.9| 0.9 | 0.8 | 140 ( 138 | 3.9 | 4.5 | 106 | 101
7] 16| 20 | 10 | 19 | 216 | 147 11.3|12.21 1.1 0.9 | 137 [ 140 [ 4.2 | 4.3 | 109 | 95
8 | 14| 12 7 6 | 77| 87(0.68|0.48|26.5/24.5.| 1.4 | 1.6 | 140 (139 | 4.0 4.2| 97 | 101
9 | 13| 15 9 | 13 | 134|151 |0.74]0.73| 7.0| 7.4| 0.7 | 0.6 | 139 | 140 | 4.4 | 4.4 | 99 | 102
10 | 20 | 16 0 5| 98| 104 [0.45 10.2( 7.9/ 0.8 (0.8 | 142 | 138 [ 3.6 | 3.3 | 103 | 98
11 {13 | 12 8 6| 89| 99(0.69/0.50/11.9| 8.7/ 0.8 0.8 {143 | 143 | 3.4 | 5.1 108 | 104
12 | 10 | 13 5 6 | 80| 74)0.56({0.30| 6.6(12.6| 0.7 | 0.7 | 140 | 140 | 3.7 | 4.4 | 100 | 100
131211 4 4 | 113|110 (0.7210.71{14.6|11.1| 0.7 | 0.7 | 141 | 142 | 4.0 | 4.1 | 109 | 105
14 | 16 | 15 | 10 6 | 104 | 118 {0.66|0.50|10.7|13.6| 0.6 | 0.8 [ 141 | 143 | 3.8 | 4.4 | 106 | 103

15 | 10 9 103 0.39 14.4 0.8 139 4.3 107
16 | 30 | 12 | 15 6 | 64| 63[0.36/0.31{36.1|13.1( 0.9 0.9 139 | 142 | 4.2 | 4.1 102|101
17 | 83 (124 |213 |288 | 107 | 120 |1.44({0.49) 8.4| 9.3 0.9 | 0.9 | 139 | 138 | 5.1 | 4.9 | 100 | 107
18 | 13 | 18 8 9| 81| 76/0.40(0.10| 7.5{10.2| 0.6 | 0.7 | 143 | 142 | 3.9 | 4.2 | 108 | 110
19 | 10 | 15 3 4 | 97 0.61{0.57(12.8(15.2{ 0.8 | 0.8 | 140 | 142 | 4.1 | 4.1 | 108 | 111
20 | 13| 14 2 7] 94| 95(0.49|0.40( 9.6/10.7| 0.9 | 0.8 | 136 | 141 | 4.0 | 4.8 | 107 | 103
23 | 23| 18 | 16 | 16 | 122 | 130 (0.71/0.58(|20.0/19.5| 0.8 [ 0.9 | 143 | 142 | 4.4 | 3.9 | 107 | 100

24 18 11 70 0.30 20.4 0.8 142 3.5 100
26 | 17 7 79 0.62 7.4 0.8 138 3.6 109
29 16 6 225 0.41 18.0 0.7 139 4.9 103
30 [ 10 4 0.40 13.6 0.6 137 4.2 106

Fig. 2 Laboratory findings before and after administration of DL-8280 (1)

S-GOT(KU/ml) S-GPT(KU/ml) ALP(IU/ml)
(124) (288) (216)

100} 100F(213) 200

801 (83) 80

60| 60 E/é
L e=——————

ol 0F — |

e

Before After Before After Before After
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Fig. 3 Laboratory findings before and after administration of DL-8280 (2)

BUN(mg/dl) CRTNN(mg/dl)
4o 4o
30F or
20 20+
/
10F 101 s
Before After Before After

CLINICAL EXPERIENCE ON DL-8280

KEeNICHI SEKI and SHIGERU HAYASHI
Department of Obstetrics and Gynecology, Kawasaki Municipal Hospital

1) Excellent and good response were seen in 29 patients out of 30. An efficacy rate of
96.7% was obtained.

2) MIC against E. coli was between <0.025 and 0.10 zg/ml in 6 strains and 1.56 zg/ml in
one strain. It was 0.78 ug/ml against S. aurexs and 0.10 ug/ml against Enterobacter.

3) Nausea was observed in one patient and stomach pain and diarrhea was in another.

4) No abnormal changes were recognized on C.B.C., liver and kidney functions.



