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REBLIEREN ML S. epidermidis, S. faecalis, E. coli, K. p iae, Citrobacter, S.
marcescens, P. mirabilis, P. vulgaris, P. aeruginosa 4% 25 ¥k, &t 250 $kic >vvT DL-8280, AT-2266,
PPA 3 Ao MIC ZRIE L, DL-8280 Rz b DEMICH L TEbD T ChREEHERL,
77 LGHEREICX L THE AT-2266 LY 1~2 Bf¢, PPA X ) HEBAVWHENThHo, 754
BHEREICH LTI P. aeruginosa % RV TERE & RO T H - oo P. aeruginosa &%t LTI
DL-8280 iXAT-2266 X ) R B3RERTH o1,

BERA 4 4% ZHA L BAIC b T &K 200 mg ¥RREE, EHEBTI 30 HEI 1.15
ug/ml DMK PREHE S, 6 FFHKITIT 0.84 ug/ml Th o7chs, EBAR TIT 2BEMIC 1,09 yg/ml
DOMEPBRELRF LN, BERPRETEREE, BABLL 2~4 iR T4 188, 102 ug/ml 234
bivle, SR E TORPEIUNBIZZMIH, ERAR CTHF 43.2%, 35.9% Th o'k,

BEBMMERERER 76, SHEHMMEBETR 15, BUESEMEREBLLE 38 4, BFENERBILRE
3%, 349 plickH % 1 Bk 100~600mg, 3~21 HREHEE Lic, UTI MMM RIC L v R WE
BTV, SHEMMEREDEAR 7 5l TR AEZI®RIT 100% ThH Y, BHEMEMERBBYE 31 4 0K 2
FRBRITES S 5 16%), HEh 214 (68%), &S5 5 (16%) ThHY, RABYRIL84% Lixol,
A RIS BRI IC 351) 5 MBI AN R 40 BRP 32 8k (80.0%) ICiBkE Bwdie, A BAME
EBR 1 FIREREHETOCHY, BFRMERBLE 3 AlRAEHTH o1,

BMERMMEREER O 1 PICEERBS L ORBE, SHTEFRO 1 ICERS IUCHAERE, BHH
BERBBYSED 1 PICESE B, BN RBBYYE D 1 PIICFBRNSE RO,

I. # B 1283, FAIOHE S, BERABFIZHIT S B BIURE

€Y F o hnf o BAEFIOMRE T Nalidixic acid(NA)IZ it RRIFEIC A L7 BRR RIS DO TR & 1T >0 THET 2,
L%9, Piromidic acid”, Pipemidic acid (PPA)®, Miloxacin Fig. 1 i NA BLUEKIOBERE R Lz, HEFHEN AL
(MLX)®, Cinoxacin (CINX)®, Norfloxacin (NFLX)® &% 127 v VIRFOIESN T,
RS BRT &z ZORERIL H4 D REENTARLE Fig. 1 Chemical structures of nalidixic acid
LB LREREN D 75 MBMRRE LS 55— < o DL8280
HEARY bR AN RS B, Ric PPA LUSIC IR & H 0
RERIE CINX EBiHE+~THRIMEICH LTOHEHEH L 0 F COOH
OB, —HHEHMROME bAS <, REMR SN L0 m COOoH (\Nm
P35 NFLX BXUX AT-2266 RMMOKR, W7o VK  HiC N me NS 0 \)N\
FOWAIZE »T EMRLHEHE boIE~Th B, CeHs : CHs

DL-8280 4, ') Ko h A # L BAKAN—- L LTHRSH Nalidixic acid (NA) DL-8280
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Fig. 2 Sensitivity distribution of clinical isolates
S. epidermidis 25 strains
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Fig. 3 Sensitivity distribution of clinical isolates
S. epidermidis 25 strains
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II. EBAxHELUHHE mg ¥FAIE LTS AM, &# 14 AWK E Lk, BT
1) Epsomst BEZSMYE iz 1 Bk 200~300mg % 5~21 [ [l
(1) #HsEH B LT, SMEHMERRERE X GOSN R BT

REBBYAEBE D HIYME LT S. epidermidis, S. fae-
calis, E. coli, K. pneumoniae, Citrobacter, Enterobacter,
S. marcescens, P. mirabilis, P. vulgaris, P. aeruginosa
£ 25 BREF 250 BR IC 0 W T B AR LERREE SBREIC X
Y 10%/ml, 10%/ml ###& T DL-8280, AT-2266, PPA 3 #
® MIC %#JIE L7z, Tryptosoy broth (B ic—7& i
#LICHEBY BMEABEAEKT 108/m], 106/ml 12 &R
L T Microplanter (/A FIRVEFRRY) 8 L 7=, Heart
infusion agar (%#f, pH7.0) # AVv>, 37°C, 18 R§fls%
REHELITo T

(2) R, Ptk

BRI 4 B2 B, BRABRE 2AICH T TEH
200mg ZNAR&H, 304, 1, 2, 4, 6 REIB ICRML,
2, 4, 6, 8RFMIBICRR LTc, MIRITRMMABE HICHEL
LEHESBEL, RiARY) V¥ —CERICREEH
EH, —20°C KRFELE, MFPRENECIa V&
—7 (BK) &, RPBEREICIE 1/15M PBS 2R
e UTRIEMMBRE1ER Lz, B EE ICIX B. subtilis
ATCC 6633 k& vy, MiEPBRE, RPBEL bIC
Agar well % CRIE LT,

2) ERRAIBE

BREBKRZWRER B & MR R BN 0k %
RBULIBERLOVICABRRBE 49 FlExhe Lk, &
0 5 bhiT iR AMEE MM RS X U A E A
R 8 B, @R IR B IRYLAE 38 % X OB FRIMERE R
YUE 3P TH D, FHOREFETBERMERR,
SHEHMEEEERCiX 1 AR 150~600mg & A&
LT 3 AR, BIEEMEM RIS BYE T 1 A & 100~600

Ebiz UTI EhVEERE BIR) ICAKLEETH
BLULFlic oW TIRRIFHEARIC X VR ¥ &2
>, BIWERI ORIMIL 49 FIESME xR E Lz,
L. & % B %

1D Hesasmat

(1) #HEh

S. epidermidis 25 HRIZHT5BSHENRE X URK
ZMENIE Fig. 2 IR+ X 5 I 10%/m] EETHFA OB
S — 21X 0.39 ug/ml, AT-2266 DEhit 0.78~
1.56 ug/ml, PPA dFhit 12,5~25 pg/ml it bh,
AKX AT-2266 L b 1~2 B+ <, PPA XY 5~6
BpEH AR R L, 109/ml £ CiiAN,
AT-2266, PPA 3 Al b 1BEREB S HMU~BTL
72 (Fig. 3), S. faecalis 25 #: it 108/ml R CAH O
B —2it 3.13 ug/ml, AT-2266 OFhid 6.25
pg/ml 24 B, AANiZ AT-2266 X D 1~2BR+<h
TeHEH R LIz (Fig. 4), 105/m] #8 CiXmEA L b
1 BERRZHARF LR EHE T d ok (Fig. 5
PPA i 10%/ml £#:fk C£# 100 xg/ml LA E, 10/ml #H
TbF_T 50 pg/ml P ETh -7 (Fig. 4, Fig. 5. E.
coli 25 BRiTxt L Cid 10%/m] Rk CAR OB — 7
1% 0.2 pg/ml iz, AT-2266 X 0.39 pg/ml i, PPA i3
3.13 ug/ml I2 Y, K AT-2266 LY 1B, PPA
X VB LTS5 BET AT (Fig. 6), 105ml BT
RI3RAIL b 1 BRBRESRIF LRI TH o
(Rig. 1o C. freundii 25 Bzt LT 10%ml # & TK
#l, AT-2266, PPA 3% 0.78~1.56 ug/ml, 0.2~0.39
ug/ml, 3,13 ug/ml KKFEH e —7 FHLTWE (Fig.
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Fig. 4 Sensitivity distribution of clinical isolates
S. faecalis 25 strains

Fig. 7 Sensitivity distribution of clinical isolates
E. coli 25 strains
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Fig. 5 Senmsitivity distribution of clinical isolates
S. faecalis 25 strains

Fig. 8 Sensitivity distribution of clinical isolates

C. freundii 25 strains
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Fig. 6 Sensitivity distribution of clinical isolates

E. coli 25 strains
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Fig. 9 Sensitivity distribution of clinical isolates

C. freundii 25 strains
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Fig. 10

Sensitivity distribution of clinical isolates

K. pneumoniae 25 strains

Fig. 13 Sensitivity distribution of clinical isolates
Enterobacter 25 strains

8 %/m]
~  100p 10/ml < 100 W/m -
S 8
e - ]
g 80 § 80
& 6o & %
> 2
5 qor T
E g
Ed
S 2 © 2
(v v Ly
MIC(ug/ml) [0.15 50.39, , 1.56; 116.25,, <26 5 10050 MIC(ug/ml)
DL-8280 34336 5 1 DL-8280
AT-2266 145116331 AT-2266
PPA, 361236 2 2 PPA
Fig. 11 Sensitivity distribution of clinical isolates Fig. 14 Sensitivity distribution of clinical isolates
K. pneumoniae 25 strains S. marcescens 25 strains
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Fig. 12 Sensitivity distribution of clinical isolates Fig. 15 Sensitivity distribution of clinical isolates
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P. mirabilis 25 strains

Fig. 19

Sensitivity distribution of clinical isolates

P. vulgaris 25 strains
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Fig. 17 Sensitivity distribution of clinical isolates Fig. 20 Sensitivity distribution of clinical isolates
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Fig. 18 Sensitivity distribution of clinical isolates Fig. 21 Sensitivity distribution of clinical isolates
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Fig. 22 Serum level of DL-8280 (200 mg p.0.)
ug/ml
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Fig. 23 Urinary excretion of DL-8280 (200 mg p.o.)
n=2
mg o—e Fasting %
[ o= Non-fasting

s0f

®

2 40 s

2 30 >

g g

= 20 S

(Y

10 =

Group |Case |BW. (kg)] 0—2h 2-4h | 4-6h | 6~8h | Total
RE | 61 245 250 160 125 | 89.8mg

H. 18.4 21.3 28.8 21.3 | 44.9%

. 46 126 100 24 | 83.0mg
Fasting|K.M. | 65 17.9 28.8 23.5 12.8 | 41.5%
" 6 1455 | 188 130 74.5 | 86.4mg

ean 18.2 25.1 26.2 17.1 | 43.2%
200 44 17 20 | 69.2mg

YE. | 67 26.0 20.5 10.9 11.8 | 34.6%

Non- 2.5 160 58 15 | 74.2mg
fasting |AU- | 34 1.7 | 45.6 19.7 7.2 | 37.1%
101.3 | 102 37.5 17.5 | 71.7mg

Mean | 60.5 13.9 33.1 15.3 9.5 | 35.9%

(,ug/ml )
-\“*_-.“ mg

8), 105/ml 7 Tid 3 FH| & bETBEMEM~v 7 L HO, A AT-2266 LiziERZoHENEFL,

7= (Fig. 9. K. pneumoniae 25 ¥RiZx LT 108/ml B8 PPA I V#93 BB+ hTw e (Fig. 12), 109ml £
CAK OBZM C— 71X 1.56 ug/ml, AT-2266 X 3.13 HTIH3IERL b I~2BEBRTHE~BITLE (Fi
pg/ml, PPA i3 3.13 38 X TF 50 ug/ml i by, Al 13), S. marcescens 25 BRizx LT 108/ml SR TAKO
AT-2266 % 9 1B, PPA LV BXZ 4B TN B B2 — 7 1% 6.25 3 L U 25 pg/ml, AT-2266 i 25~
HEH &R LI (Fig. 10), 105/ml #ERETIZ3FEKFIL D 50 pg/ml, PPA i 100 pg/ml A Eic % b h, AH R
BXT 1 BRBSHNRE L2 -7 (Fig. 11), Entero- AT-2266 X D #) 1 B¢, PPA I 0 KBRAVHRNE
bacter 25 BRI LT 108/ml H2f TAHFII X Ut AT-2266 S Ui (Fig. 14), 10/ml STt 3 AL b#1 B
DBEMEY — 21 0.39 pug/m], PPA X 6.25 ug/ml T RPN BT L 2 o 72 (Fig. 15), P. mirabilis 25 HIiC
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Table 1 Clinical summary of acute simple UTI treated with DL-8280
—_— i ; e ,
rr- - Treatment Bacteriuria A Judgement , Side
. UTI _-" o - Ductor's
Sex| Diagnosis - Durati . Pyuria* {Symptoms*® | by UTI effect and
oo | (mglzrj(elny) (l::y':)" Species Count : criteria evaluation remarks
T 11 E. coli 10* # + .
1/59|F| A.S.C. | A | 100x3 3 — — — Excellent | Excellent -
— : 0 N
2lslF| asc | A soxs| 3 [Bcld 07 b | Excellent | Bxcellent|  —
— T G
3/46|F| AS.C A 50%3 3 P.mn_aluhs 10 j-_ —H_+ Excellent | Excellent -
slm|F] asc | a| soxs | 3 |Bcold 00| ¥ | Excellent | Excellent|  —
P 5
slw|F] Asc | A | sox3 | 3 |Ecold 0= |+ * L ixcellent | Bxcellent|  —
. - -
slw|F| asc | A | soxz| 3 |Beold LA | Excellent | Excellent | —
; 7
7lm|F| Asc | A | soxs | 3 |Kpuewmovied 107 | M 1 ¥ g cellent|Excellent| —
E. coli 3
10 H# +
E. cloacae . Nausea
8(5|F| A.S.P. B 200x3 5 — " N Fair Headache
, Before treatment
After treatment
HUT 108ml ERE TABOBZME L — 2 1% 0.2 pg/ml, 4~6B5MIC 26.2mg LB LEHHtSh, SWRT

AT-2266 i% 0.78 pg/ml, PPA i 3.13 ug/ml iz 5h,
AR AT-2266 L © 1 B¥f, PPA 1 b 3~4 i <4'h
kHABAE R U (Fig. 16), 105m] B Cit 3 KA &
b1 BB ERI~BIT L (Fig. 17), P. vulgaris
2% BRiCH LT 108/ml R TAROBZMEL—2132 0.2
ug/ml, AT-2266 X 0.78 ug/ml, PPA it 3.13 ug/ml ic
hbh, XFiX AT-2266 LV 1 BRERIFRBSHEY T
Lk (Fig. 18), 105ml B Tizv i d 1 Bpsm2ie
BRIFL AR o7 (Fig. 19), P. aeruginosa 25 BRI L
T 108m] H#EECARIDOBZ# & — 7 1 6.25 ug/ml,
AT-2266 i 0.78 ug/ml, PPA D% hix 50 ug/ml IZH
bh, AFlix AT-2266 X v 1~2 BEEL 3B H &7
Uk, PPA 19 i3 4 B¥ 3 Chic it e h - o (Fig.
20), 10°%ml i 3 KA & b 10%/ml HAE X 00 1 BRE R
FuBSE R Lk (Fig. 21),

() B, P
AH| 200 mg ARSI AT Fig. 22 IR+ &
5 IRBMRE IR 30 2 B I 35 1. 15 ug/ml, 184

MBI 1.23 ygiml & & —y HICEL, FHHTEOH,
KDL, 6RMIHICIE 0.84 ug/ml IThrofe, BAR
TR 30 48 KRREHEREROVRALTH Y,
1KMW 2% < 35 0.5 ug/ml, 2 REMEIZ 1.09 4g/m!
EE-2MICHL, WiRODL 68 M B ICid 0.68 ug/

ml RMBE Ui, A0SR ch kI ZEAEE C iE PR %

DORFRIEN R 86.4mg TH Y, RPEIURHRT 43,2
% Thol, BEM TIINRE 2~4 FMIC 33. 1mg &
BROELPRES h, SEEM £ CoR PPk K i
71.7 mg, RHPEUIRIT 35.9% Ch o, RERPIME
TR, BAR L LI 2~4EFMHEICEOh. £ 4 F
¥ 188 ug/ml, 102 ug/ml Th -7 (Fig. 23).

2) FRERAYBR

SHERMERERER 7 Plicxt+ 5 UTI 3EhaFEETic
L IREBRDRILFEDTH Y, RASFLHHIT 100
% Cholc, DMEBMETETR 1 AlXEREHWETS
RHEHTH o (Table 1),

PRI PR IR B YLE 38 D 5 HLRYEHIIC B B 1 D
JediZ drop-out Loz 14 (No. 6) BIXU#HER
his AEE LS 6 IRV 31 flict3 UTI
FHEAEIC L o RATRERZIR X, F%h5 5 (16%), AR
25 4| (68%), %54 (16%) TH Y, RAEHRIX
84% Td o 7c (Table 2, Table 3), JRIBEERIMRAHL
RiIE1, 3, 454 8%, 83%, 80% ThHY, #H2, 6
BizWThb 100% OB ChH o (Table 4), HIB
SASHEIT Table 5 2R T X HIC 40 8%H E. coli 4 8,
Enterobacter 1 ¥k, K. pneumoniae 1§, S. marcescens
6 ¥k, P. vulgaris 3 Bk, P. aeruginosa 4 ¥k, i 32 k%
(80.0%) MRE Shic, AFIBEHIZ C. albicans 2 ¥k,
K, pneumoniae, S. faecalis % 1 ¥ASHBL L7 (Table
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Table 3 Overall clinical efficacy of DL-8280 in complicated UTI
Pyuria o . Effect on
Bacteriuria Cleared Decreased Unchanged bacteriuria
_ Eliminated 5 5 13 23 (74%)
Decreased 2 2 (67%)
Replaced 1 2 3 (107%)
Unéhanged 1 2 3 (10%5)
" Effect on pyuria 6 (19%) 8 (26%) 17 (55%) Patiegtl total
I Excellent 5 (16%
_E xeeen (16%) Overall effectiveness rate
0
:] Moderate 21 (68%;) 26/31 (84%,)
Poor 0.
(including Failure) 5 (16%)
Table 4 Overall clinical efficacy of DL-8280 classified by type of infection
Overall
Group No.. of (Shared) Excellent | Moderate Poor effectiveness
patients \ rate rate
1st group (Catheter indwelt) 9 ( 29%) 2 5 2 8%
%‘ = | 2nd group (Post prostatectomy) 3 (10%) 1 2 100%
(<]
g‘é 3rd group (Upper UTI) 6 ( 19%) 1 4 1 83%
o'e -
3 % | 4th group (Lower UTI) 10 ( 32%) 1 7 2 80%
Sub total 28 ( 90%) 5 18 5 82%
;E . 5th group (Catheter indwelt) ‘
e.2
E§ 6th group (Catheter not indwelt) 3 (10%) 3 100%
28 —
5 Sub total 3(10%) 3 100%
Total 31 (100%) 5 21 5 84%

6o

%%Efiﬁiﬁ@ﬁéﬁﬁifﬁﬁ#ﬂlﬁf 3FIEBIREHTH
Y4 (Tab}e Do

FARKE Sh 49 FlicR VT 141 (BRI 4 B
ERAD), No. 38) RS LUBBE, 14 (BdH
MR ET R0, No. 8) ICHE&E X OHER Y, 1 4 (1
EERERBEBAAES, No. 11) RELEB®E, Lik
BT LA —ERIX 2.0%, HILBIERIE 4.1% &
WITEiRB. Zho 3L 1 H &k 300~600 mg,
MY RBIDBEE LTWB A, 2 BliER LG, 14
RALRE 5 THREEMT LB, 27 14 (@i
BREBIE, No. 19) IR OEERIZH 4 bl
(Fig. 24), ARFEFix 80 B OB LMRIEASEF CRIE » 7
STAVERBEh TR Y, AHEL LT FTROESREEN
bok, X#n1 A5 Rz 300mg T, 5 AMBES

hTRY, tAERR» -7, RBELREOERERIIS
K AbIT, FBIAHEELSMTIIRMBM, MgEsCEk
BEHEICIIEBFRIEA DN R0 o T TN E L &K
LOBRIE “BRBBELLY LEXOND,
IV. # =

BEORARERNEERRIC X ZIAHAE» S, BE
BROBRICBNWT R RRDRE B33 sh
TR DORPBEFERED MIC 2 KE LEb3 Y
H)HDZLBEDLATWS, L LIEREORESEIC
T Y LERRPREE MIC ORGMRERIZZYE
72-TEY, E. coli, Proteus TI3EE~108ETH 3
2, RIBE TR 108 THB Z LASRR SRS,

A 200 mg PNAREF OBER P IREE T THEE, BAR
©4 188 ug/ml, 102 ug/ml T Y , KO RESIRLL S HE
FEREICH T2 MIC 2 5E2hTRMEO—BE B
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Table 5 Bacteriological response to DL-8280
in complicated UT]

Isolates :::;i:i Ern(?g)lted 'Persisted
E. coli 4 4 (100)
Enterobacter 1 1 (100)
K. pneumoniae 1 1 (100)
S. marcescens 7 6 ( 86) 1
P. vulgaris 3 3 (100)
P. mirabilis 3 3 (100)
P. retigeri 1 1 (100)
P. aeruginosa 7 4 ( 56) 3
Pseudomonas sp. 2 0 2
GNR 2 2 (100)
NF-GNR 3 2 (67) 1
S. epidermidis 2 2 (100)
S. aureus 1 1 (100)
S. faecalis 3 2 (67) 1
Total 40 32 ( 80) 8

Table 6 Strains appering after DL-8280 treatment
in complicated UTI

Isolates No. of strains
K. pneumoniae 1
S. faecalis 1
C.albicans 2

T TOMOMEIZ X ZHWERROHRRICH L TyE
TARRUEEERATWELEIONS, LTk
FICRRPMEEKLEL SO LRVRIZVN, 4%
MiZH+2 MIC RELDTHEVEDRPRE RS
WD MIC #X& < Exb3BRSERILTS b1ng 5,
THRBEBIIET S = D X 5 2MBNRILHhIL 2 0%
KT+ 20 REHETCES b0 LBDLS,
EMRAYH 5 WM R BB EEICH + 5 4K
D UTI EZIHEEMIC X 5B B 12 84% Tho
oo MMM REBIE CREL OBABER O
R, THERLBABLRoTWBZ RSBV diC, =
NECHKIEAShTERMAYIC X 50 8%
HESRBR B YR T30+ DI L4 L b RIF TR,
HEHBiZED - e, SEHIKIE—TE Tidi2 iR, Cephalos.
porin (CEPs) % 3 3 \ iZ Penicillin (PCs) #3#| (¥
BAHD TR, UTI BB EEBCHESh bood
¢ Cefadroxil?, Cefroxadine (CGP-9000)®, Cefaclor®,
BRL-25000'? {148 30%, 39.1%, 50%, 47.4% OHEHR
i@ Ehkdof, CYFYINK v BREHX T,
MLX?, CINX®, NFLX® {34 45.5%, 54.5%, 71.4%®D
FHRChok, (v b 5= {% Cephem %l
EYROFLHEL 70% K'Y ¢h ok, —F DL-8280
Tik 84% DEHETH Y, ZHhRFRBRONRME S &
L9, wbhww =14\ Cephem FZHAEHROFHY
TRy L¥bARRChok, HiCHF—F1EE
BETORBIZ 9 BIP 7 FINESLLETHY, AFHERIZTS
% TH-oTeZ LIXFMIE S5, NRAIELTZNLS
gD bz oA F—FA B BEN
2, RFERGOEVERIERBBREEACI LT, &
SRR BE~OREREETHS 5 LBbI S,

Table 7 Cinical summary of genital infection treated with DL-8280

o1 Treatment Bacteriuria® 40 Sﬂide
i : . o |Symptoms octor’s | effect
No.|Age|Sex| Diagnosis group| Dose |Duration Species | C Pyuria® (T or P)**| evaluation. | and
(mgX/day)| (days) | “PE¢'®® ount remarks
| - # | +
1 { 60 | M | Epididymitis | D' | 100X3 5 Moderate -
— i —_—
— — | #
2 | 36 | M | Epididymitis | D 100X 3 5 Moderate -
— _ +
- +#
3 |64 M| Prostatitis { D 100X 2 21 Moderate -
— + +

. Before treatment
After treatment
++ T  Testicular pain, P ! Prostatic oppresive pain
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Fig. 24 Laboratory findings before and after treatment
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AEHEE SN OPD I ST LA F— IR T 14
(2.0%), HILBERIZ 24 4.1%) KHFLE, BX
(LR L&Y VR O Y LI T 3 MR CER O
FEAO R VEF SEIR BRI 2,856 P 99 4] (3.5%) TH Y,
Z D) HIHLARIER 80 B (2.8%), T LaA¥—fER 21
Bl (0.7%), #wieiEIR 16 B (0.6%), £ Dfth 10 4 (0.4
%) LizoTnaD, HHOKFENETRES LBbh
B0%, o FRHEDIH T 0 H MK BIER ORI
H{LAREEIR A MLX 12 5. 6%, CINX i 2.0%%, NFLX
X 2.9% THY, TLAX—EROBH T A KK T
0.2%, 0.7%, 0.3%, MEERITE 2.7%, 0.1%, 0.9%
Thor3D, i b oM LRI OBIVE A %558
EAERCHRYLIEbhivy,

NIRFEORIEFRBUAKIC VB TSRTF L LTEA O
THALBRITN+ 2 3R, (LERTER B 5 V2B
OEIC X BER, FRFEFSNOLPRBREATILE
ZBRHWERINEX b D, ARIOBAMERICKIETF
L LT B. fragilis T+ 2B DM HSEIE L 72
%, 105ml M B. fragilis 95 BRiTxt+ 5 2N
i 1.56 pg/ml i 42 Bk (44.2%) REPLTE D, 28K
2325 pg/ml LFIRHFHL TS, ZDZ &h b THi,
BREREOMHILBERNBZY 55 LFRENZM, E
PICIZ TR, 8K{E1X 134 (0.5%) L Hiash T
o R¥elPIRBRENATHLBZZEERDS LT
UL X —ERBRILBBIEBE TR bhitv, —F
MEER MDD O PRBPE~OBITIRLVERESLS
LEx2 b3 DT, blood brain barrier OFi@ME, HHK
R L OBRMEICIRE TS Z LT B, LichloTHIK
MREROBR TMPREKFHELEX OGNS, 200mg
PIRREE DK OB ML P IRE T EEEE, BERBITRY
T4 1.23 ug/ml, 1.09 pug/ml THY, EbHTEMETH
ofc, ZDT ENFROMRERT 16 5] (0.6 %) Lib
B O WRBEEIC LY E5 Lok o L Bb
h512)°

AR fL P R RV R P PR A REF T, R
BRSBTS RENE R, HEHNEDY
THRNEVHIEME Lo TWB DT, RBBYIEDTRR
CRFERICE LKA L EL DN, LM LRIERRR
B ESERE T B DT, BRMICHEAESEW LR
bihvd, LrLE Y FuhaX  B%EERIE PCs %,
CEPs ZiAMmRICH U EEBYUERRICE T 2 BHA8
B, BRCATTRESBESNBERTHS LED
ha, BMERT5RFHREILLLAEETH 5
2, —F CREER ORESREOFEMIC+ =4 0EE

i)

EILOLENDHBLELONS,

V. ¥ & »

FHLIMREAEL Y Foh AR BRERD—oT
&% DL-8280 DM, WEMALAICRIT 3%,
EREL, RRBBYES X U5 TRt S s
THHENE, BERICOWTRMN Uic, SMidILR 2~
I IO EbYTRVWEHEAEET5—F, BitkEo
RBURBE b P72, REBBYSERBITH L THEEHR
HoMNERO—o L2185 LBbh,

1)
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3)
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5)

6)

7
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9)

10)

11)
12)
13)
14)

15)
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KHEE, AL, KRB, NBEE, BTw—5:
REBRAEIZ%+ 5 piromidic acid N{EREML ST
IZ %7K MM. Chemotherapy 19 : 675~681, 1971
BEfZ, )BME, kBE—, KHFE, BTe—5:
REBIAEIZ 2+ 5 pipemidic acid DEREREENR
#4. Chemotherapy 23 : 3134~ 3140, 1975

KHFE, %L, )IBEE, kBk— ABRZ,
(& e —ER, MAH—, BEK : REBREICHITS
AB-206 NERHFIERKAIBR M, Chemotherapy 26 : 229
~237, 1978

KHFE, NBHE, %EHEL, MREX, AT,
[ TiEE—aR, REPIik—, ATLZRE : RESBEEICHIT S
cinoxacin NEREAEEKAE. Chemotherapy 28:
350~ 367, 1980

KHMFE, il (58 : REKRLECHTS AM-T15
DEWH - KA. Chemotherapy 29 : 604~621,
1981

AEMZ : EBRNBEBRIC BT 2EROBHRICHT
B WRRE 19 : 931~962, 1973

JIBEE, KHFR, MRilx, Rdkil, mHTe—ms,
BRASE—, ATLFSL : JRIBRLEE I 35135 Cefadroxil
DILWAYERK A9 & 3. Chemotherapy 28 : 389~399,
1980

NEEEK, KHFE, NBME, ki, BTe—s,
IRA A, Fiitmffik, RBIL=H : RERLECHT
% Cefroxadine (CGP-9000) MImf, MESRAIRH,
Chemotherapy 28 : 454~ 467, 1980

NaME, Malk, BB, KHEE, MTE—5,
BEAM—, ATLR : REERELEISV+ 5 Cefaclor
DERY, BRI, Chemotherapy 27 : 635~644,
1979

KHFE, i (6 MR : KEEMYIox+ % BRL-25000
(Clavulanic acid-Amoxicillin) BRI EERKAIRM.
Chemotherapy 30 : 524~537, 1982

KHFE : RERILE 33 #R+7 = LRIEHRE
ik LTo BER & B 59 : 3250~3258, 1982

%30 @ BAR{LEREES BAREHRS, FXVF
<17 L, DL-8280, 1982

% 24 [F BAlLEmEES RAKTHRS, Fs v+
2 L, AB-206, 1977

% 26 @ BALERESS EARXHRE, Hify v+
<1 1, Cinoxacin, 1979

&% 28 [@ BA(LERIEE SRS, FEL L KT T A
AM-715, 1980
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FUNDAMENTAL AND CLINICAL STUDIES ON
DL-8280 IN URINARY TRACT INFECTION

TakasH1 KawaBaTA, TosHIHIRO GoTOo, YosHITADA OHI,
MoTtosH1 KAwAHARA and KENICHIRO OKAMOTO
Department of Urology, Faculty of Medicine, Kagoshima University
(Director : Prof. KENICHIRO OKAMOTO)

SHINICHI NAGATA and SHIzZuO YAGHI
Division of Urology, Saga Prefectural Hospital

MicHio OBATA and TSUYOSHI SHIMADA
Division of Urology, National Miyakonojo Hospital

CHAN YING Far
Division of Urology, Oshima Prefectural Hospital

MICs of DL-8280, AT-2266 and pipemidic acid were determined against 250 strains consi-
sting of each 25 strains of S. epidermidis, S. faecalis, E. coli, K. pneumoniae, Citrobacter, S.
marcescens, P. mirabilis, P. vulgaris and P. aeruginosa isolated from patients with urinary tract
infections. DL-8280 has shown superior antibacterial activity against cocci as well as GNB one
to two folds to AT-2266 and several folds to PPA except P. aeruginosa. As for P. aeruginosa,
antibacterial activity was a little inferior to AT-2266.

Serum level 30 minutes after giving 200 mg of DL-8280 was counted 1.15 ug/ml for fasting
group and 1.09 ug/ml for non-fasting group as mean values. Maximum urinary concentration
was obtained during 2 to 4 hours, counting as 188 ug/ml and 102 ug/ml for each group. Urinary
recovery rate until 8 hours was recorded 43.2% and 35.9%, respectively.

DL-8280 was administered to 49 cases including 7 cases with acute simple cystitis, 1 case
with acute simple pyelonephritis, 38 cases with chronic complicated UTI and 3 cases with male
genital infections with doses of 100 to 600 mg p.o. daily for 3 to 21 days. Clinical effectiveness
rate was counted 100% for acute simple cystitis and 84% for chronic complicated UTI respe-
ctively according to the second Japanese UTI criterion. Bacteriological response was obtained
in 32 of 40 strains (80.0%) in chronic complicated UTI. Clinical response in 1 case with acute
simple pyelonephritis was remarked fair, and in 3 cases with male genital infections it was
remarked moderate.

As for adverse effects, nausea in 2 cases, skin rash and itching in 1 case and headache in
1 case were noticed. Eosinophilia was found in 1 case but no other abnormal peripheral blood
counts and blood chemistry were pointed out.



