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DL-8280 o> Fifiry, BRARAIIRES

RARER - HUAET - FAEHT - SHEX - BRAE
HEFEA - ML— - BHE B EF
E S WIRBE AR

DL-8280 oDV TR - BRI & 1TV AT DRl & 87,

1) il : BBERDRED Staphylococcus aureus, Styeptococcus faecalis @ 80% MIC ¥ hd
0.78 ug/m! C, Norfloxacin (NFLX) 0#h LV ENIEMTH o, ZhiCHL, 75 LBIERED
80% MIC 2 hFhKRDHEY Ch o, Escherichia coli, Klebsilla pneumoniae Tiz\¥h b 0.10
pglml, Proteus 0.20 ug/ml, Serratia 3.13 pug/ml, Citrobacter freundis 0.39 ug/ml T, NFLX iz
{EHELIT B3R TH Y Pipemidic acid (PPA), Amoxicillin (AMPC) IZ =33 » iz RIFRIAES
ERL,

2) BEOKAUK : M & PR BB 23 5], REGRRIIE 12 4, BFEMYE 6 SR 41 Blicfifd Lice
ZORER, EF6H, AZ26H], PXFYRVWLES Y, WERELIATHY, FHRIZ80% TH
o, BWER L LT, TH - BEARB LA, BRRRER AROFELERXIABIUD EV DL
#l, 33pTHo. MEREMBORYE L LT, S-GOT, S-GPT 0 LA 14, S-GPT 0 LB 14, #F
BRSEE 1 AIRALREY, WTFhIBETH- T,

UEDZ &b b AKNIIER BRE, REBLES X UBEBRLEOARICENHRERL, BA

HoHsZ LEBD LT,

DL-8280 i3#7 L < R S /=B RIE K T, TOMWEX Fig.1
ILRTEY TH B,

SE, bhbhRFAICH+5 E#, BERORMNE 1T-/-
DTEDHEBZ OV TRET 5,

Fig. 1 Chemical structure of DL-8280
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AR CHOMRESR TR B RBGETEE S. aureus,
S. faecalis, E. coli, K. pneumoniae, Proteus, Serratia,
C. freundii \ZoWTAFIOBZMEE ARLEREFS
BREEICEVWRIEEL, NFLX, PPA, Cefazolin (CEZ),
AMPC 0% h & gt L1z,

2) M .

Fig. 2 » MIC B#EBRITTRTEY, S. aureus 14 BiT
SUVT i, 105/ml $#fERs ¢, DL-8280 @ MIC  80% i
0.78 ug/ml BTz L, NFLX @ 3.13 ug/ml ,CEZ

® 12.5 ug/ml, AMPC 0 12,5 ug/ml X 9 330
hagkcdhol

S. faecalis D 21 BRIZ DWW TiX Fig. 3R+ Z&4,
DL-8280 ¢ MIC i 0.39~1. 56 ug/ml i243%5 L, AMPC
® 0.20~0.39 pg/ml i213% 3 b DdD NFLX % CEZ iZ
HA_Eh T,

¥, 75 LRMED E. coli 15 BRIZSWTIZ, Fig. 4
2T+ & ¢, DL-8280 @ MIC 1248k 0.20 pug/ml LA
Tiz4#iL, NFLX L REROMHE R LT, %7z, PPA
TiX 0.78~6. 25 ug/ml, AMPC TiX 3 ¥4 3.13 ug/ml
T, BY O 7HIE>100 ug/ml THolz,

K. pneumoniae, Proteus \Z->v T i Fig. 5, Fig. 6 IZ
R LK, E coli LiZERROBEMERTHETH-
720

Fig. 7 IR+ X 5T Serratia 12 BRIZ>WTiX, DL-
8280 ® MIC i% 0.39~25 ug/ml iZ434i L, 80% MIC i
3.13ug/ml Tdhofc, NFLX Tit 0.39~50 ug/ml iz
7L, 80% MIC iX 6.25 ug/ml Tholc, 723, PPA
Tit 3.13~>100 pug/ml, 80% MIC iX 100 zg/ml G,
AMPC Ti2£#:>100 pg/ml Ch oz,

C. freundii Ti Fig. 8 IZR+ &<, DL-8280 @
MIC % 0.05~0.39 ug/ml, NFLX Gt <0.025~0. 10
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Fig. 2 Sensitivity distribution of clinical isolates

F.g. 4 Sensitivity distribution of clinical isolates

S. aureus E. coli
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MIC(ug/ml) MIC(ug/ml)

DL-8280 6 3 3 11 DL-8280] 1 8 5 1
NFLX 4 412 3 NFLX| 1 8 5 1
CEZ 12 23 1 2 111 PPA 11 3 1
AMPC 112 2 2 3 1 2 AMPC 3 7

(Inoculum size : 10%/ml)

Fig. 3 Sensitivity distribution of clinical isolates

(Inoculum size : 10%/ml)

Fig. 5 Sensitivity distribution of clinical isolates

S. faecalis K. pneumoniae
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£0.025 0.05 0.10 0.20 0.39 0.78 1.5 3.13 6.2512.5 25 50 100 >100 $0.0250.050.100.20 0.390.7 15631365125 % 5 100 MW
MIC(ug/ml) MIC(ug/ml)

DL-8280 215 4 DL-8280 13
NFLX 4106 1 NFLX 310
CEZ 3 512 PPA 2 8 3
AMPC 4 17 AMPC 2315

(Inoculum size : 106/ml)

uglml, PPA it 0,78~1.56 ug/ml I253# L, AMPC
T 3.13~>100 pug/ml IC53 76+ 5 R TH - -,
II. BRpRAYHRET

D REFE

FBFN 56 4E 11 A» LWIFIS7T4 10 B ETICRBFELI-A
ET, WRIBBBYE 23 5], REBRLE 12 4, R & R
E6PINAFH 41 FlE Rtk L L CHREMRMN Y I 2 7o

HRNTE 174, & 24 BT, FEIT 1385 79 BE
TTdh -7 (Table 1~Table 3),

DL-8280 i¥ 1 [H] 100~200mg, 1 H 3~ 4 B, 18&

(Inoculum size : 10%/ml)

ELT600mg ¥REEL LTEOBZELY,

PHRAEIFRBBLETIIERER, BB VAT
H, RERMICESE, REBLE, B2 RATHEA
HIERZ U ICHMEORNE LTHREDR ¢ WEL
2o

BUERICOWTIZ T L ¥ — ek, CEERE Y
KRBT S L L bIChrleE, Bk, OE, RR2LO
Tk F-v L,

7, FREDFORE, TORRACOVWTRHL
7o
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Fig. 6 Sensitivity distribution of clinical isolates

Fig. 8 Sensitivity distribution of clinical isolates

Proteus C. freundii
100~ v D’,—o ’ 100
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<0.0250.050.10 0.20 0.9 0.7 156 313 6.25 125 25 50 100 >100 $0.0950.05 0.10 0.0 0.39 0.78 1.56 213 6.2512.5 25 50 100 D100
MIC(ug/ml) MIC(ug/ml)
DL-8280 1 5 7 3 3 DL-8280 6 2
NFLX| 5 6 5 1 2 NFLX| 1 5 2
PPA 512 1 1 PPA 6 2
AMPC 1511 1 1 8 AMPC ' 2 2 1 2

(Inoculum size : 10%/ml)

Fig. 7 Sensitivity distribution of clinical isolates
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FEDR BRRRULEE D 5 HRHR 19 FlP 14 ), KREXILRE
DOBSH 4 FlF, R 2 M, IPRBBILIERA Tit 23
#1716 1 69.6% ICHF THh -7 (Table 4),

MiRD 14 GEFl No. 1, 44 5%, B) RBEEAFABREL
KRB L L, DALSRBCTABRL TWeA MK, KE
ML, MR REEOHNME Al AK%E 1 H 300mg
B’E5 L, BIERETIX K. pneumoniae S Eh,
£0 MIC i¥ DL-8280 0. 10 ug/ml, NFLX 0,05 ug
/ml, PPA 3.13 ug/ml, Gentamicin (GM) 0. 20 xg/ml

(Inoculum size : 10%/ml)

Thot, HEIFALVEENELRPL, 588
iz1 k5L RRol, ¥, BEHOMBERE TIX
B LTW,

REBYIE 11 F)Tid 10 7 90.9% HER ThH -1
(Table 2, Table4),

fEH No. 29 IXRIEMEIZT Citrobacter B3,
PR, SRR EOWRREREBD Rl oleicw, B
AR T E L B2, - pt, DL-8280 %5 7 HigIC
R L T, REAREMIZESY L EEE
i b %, cyclophosphamide, predonisolone, 6-MP %
i A

RIBBUE 11 FIFE OB S Wi E. coli T, Citro-
bacter, Klebsiella £ 1 ¥k D 9 B2 HI3MEE A B L 1=,

FRLIAESRMEBRAR AT TH - &
(Table 3, Table 4),

FHD 1P T ¥ 7 ~DOHITHE CRREBRERICT
BRIE S. somnei HRRHL, YUPTIZ AR LEH T, DL-
8280 1 [E 100mg 1 B 3[E% 7 HMi¥EL, THOEEK
LD, BRHILLI, S. sonnei I2xt+5 DL-8280
MIC i 0.05 ug/m!, NFLX 0.05 ug/ml, PPA 1.56 ug/
ml, NA 0.78 ug/ml Cdh -7z,

PEnZ b BERN LKL 41 fihES 6 fl2 St 32
Bl HZ T, BT 80% Th o7z (Table 4),

S|IEERID 5 BIEF] No. 12 OEERML GEIRMER
FEED]D TIRAHMERA Josamycin (JM) % 3 HRY,
& B IT Tetracycline (TC) # 10 HMRE L o3 &Rh <,
FRNTEIY 27y, BB, B, FWREL LERET,
&biz, AMPC1 A 1,000 mg KEET 3 bEROKE
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Babhieholk,

FEH) No. 22 |3 4UE HARE DLEM T, IEEIRT IM,
TC S Sh—MuT 3 VHEURAL, YRRy
L7, DL-82801 A 600 mg, 1 AM#E T2 bk, "EK
&, '"PRERE, 77—, WERURFTRE QIIHEBL
R ofed T, AMPC, Cefmetazole (CMZ) ##RIZ81Y
B EE B,

FEH No. 31 D REEREEOH Tix, A#/1 B 300mg
5 AWML L, SR, BREBL LEBHNEFLEN,
BUBERER, MBEMFL, Cefatrizine (CFT) ¥ 1R
1.0g EFT 2L REThof, 2B, RifFKkIvh
LM THoMk,

3) BMERBIUHRAREMHRE

BIfER L LTTHRBIVCEHNRBERL 16, &
MARE ONOERERFX 1 ABIUDENEHFLR
H3mr@Eni,

FEH] No. 20 i3 KB XILFREE D 60 ROXMETAHE|1 B
300mg 3AMRRELLZAORDELREF L2, &
biz, FEEHELLLZA, 2BEBRRONDEARHK
%z, BEERIELYE,

HEWD 14 GEH No. 36) 1249 ROKBR D&%
T, XA 1H 400mg 25 L7225, 1 BEICEE
DHENEFRZOTHREEPIE L, THOERIZHK
FEMETR LY, 1LEMEBRUOTASIVERZHR
720T, BUAKZ 1 H 400mg 5L, DD
Fxizhdhol, FEFIERCHERRZBETHY,
FHZ X 2BHWEA»E» R BRI BRI 2 LR
c'/'Ca

BERREMERE L LT, S-GPT A% 20—68 (U) iz k-
AL 1FEBOH, FEFIBMY o EE EHE
Biz bR T -7z (Table 5),

%7, FE4] No. 33 Tix S-GOT 15—46 (U), S-GPT

25—57 (U) L EH L7z, HREEERIEEERL 2 ICE4

ELTWS,
SEH No. 23 [25FEEERAS 2.7—5.9% 12 LR L7,
IIl. #wEELD
1) #HEAH

DL-8280 i3 /"5 LM EICIZRBE 2 S5 46 B o
BMWRBEMEEEERLTRY, &6, ko ngk
HOEANIHEEBRME DA DN o1/ 5 LBMEIC
HLTHBNAENEE T 5, %72, B. fragilis #4t
WD, M. pneumoniae IZx L TH TC RX V&
hicHEAEBELTWS?,

bhbh oM T S. aureus, S. faecalis, E. coli, K,
pneumoniae, Proteus, Serratia, C. freundii i3t LT
HTRIFRBREMER L,

ZORHEORH T 1, # € iX Nalidixic acid (NA)
DML T PPA MR EShTRY, ERRBBLEES
Ble+3 75 LREENEELEEES T 3515,
NFLX Tix, —f0 7 7 LABEBIZ S 227 S LR
FTRTBY, &biC, TR T LIBE, Bitkic
M AN, v~/ 275 X< VI LHEGEE L
e R, SHOBKERA S MBTES,

2) HE

24 B0 > %6 Fl, B 26HT, 80% 0F
WAL, KB H, HERELIATH- X,

Z DR OEK TRIERDROMBG TE 25 - ebpgk
BRYET 2 HIEDI LI I6 A T0% ICHH T
ooz LIXKEIMT 3 LBbh D, Zhizkfog
KPBITVEDTREF T, BXTHTRED1/2~238
EcBoohsdz L, T+ hicidihicdkxt
3b0LEZLNBD,

BITER L L TIB(LERIEIR, HEWEBoHsrERL2L
DTN o, ¥72, OROEFAEHX AL EDE
2B, ZThidAFoERPBITIEL, MkPozhly
RO EVBREOREBITNDSZ L b, KMITL3)
nEEXLBORNR?, '

MERREMERAEHA L LT S-GOT, S-GPT, FEEN
LR UERE 3HEBDINE, Wih b BE0—B
DERTHo,

Zho OBHERCHREKREBREIZ, wWThbok
FHORMIZIKFEDO LD TH BI04, 54 L b5l &g
B2 0BRd5 5,

e, AFORERE: L THEBRLECR1FE
300~600 mg, FREZBYAECHE & e fE T 13 300~400
mg CHMRERBRLBOAB LD LEL LR,

X ™
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EXPERIMENTAL AND CLINICAL STUDIES ON DL-8280

MASANORI ADpACHI, YUMIKO MURAYAMA, KUuNIO IMATAKA,
HisasH1 TAKIZUKA, MasaTo NakaNo, Mieko Kawari,
KeNIcHI OkAaYaMA, SHINJI Okul and MasaTaka KATsu
Department of Internal Medicine, Kasumigaura National Hospital

Antimicrobiological and clinical effects of DL-8280 were investigated and the following
results were obtained.

Antimicrobiological effect : MICs against clinically isolated Staphylococcus and Streptoco-
ccus faecalis was 0.78 ug/ml and this value was superior to that of NFLX. MICs against gram
negative bacteria were 0.10 ug/ml for Escherichia coli and Klebsiella pneumoniae, 0.20 ug/ml
for Proteus, 3.13 ug/ml for Serratia, 0.39 pg/ml for Citrobacter freundii and these values were
almost the same to NFLX and superior to those of PPA and AMPC.

Clinical effect : DL-8280 was administered to 23 patients of respiratory tract infection, 12
patients of urinary tract infection and 6 patients of intestinal tract infection in a total of 41
patients. The results showed 6 cases of excellent, 26 cases of good, 8 cases of fair and poor,
1 case of unevaluable and the effective rate was 80%. As a side effect, 1 case with diarrhea
and stomach discomfort, 1 case with anorexia and bitter taste and 1 case with vertigo were
observed. Laboratory examinations revealed 1 case with an increase in S-GOT and S-GPT,
1 case with an increase in S-GPT, 1 case with an increase in the number of eosinophil but
these were slight.

From these results, it was concluded that DL-8280 is a useful drug for the treatment of
respiratory tract infection, urinary tract infection and intestinal tract infection.



