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KBT-1585

HRCHoT

F B oW
SR L B

W
I PRI 2

KBT-1585 (X@ibk:N4 2L RANDERIT I 3o\ TAIR
Eh, WikE RERNKALTIMR S ool
Ampicillin 78 ¥35 ., 7T, TO{L7FHLIL FRRICHR
FTLEHTHbB, XD Ampicillin v v V5., 7T
»%, PVPC, TAPC, BAPC (3 Ampicillin 3fird» 1
A o VK RET B LN R M RER L
D F I N=RTFALTHDBN, KBT-1585 i3 £ DAL
IR TFAERTHE VO FRRIM i E > T B,
L7chv» T KBT-1585 (1t D Ampicillin D7/ = V5
w ZDXSIZTAT e ViR TS - L0, BRILA
Bick\ W THPHIZ Ampicillin & 74 1 vichinKsy
BEND, 7 b viRAYRLCE{ EEhD natu-
ral substance TH %,

ZHi2 AT Ampicillin & L T#< A%, Ampicillin
(X, S.pneumoniae, S.pyogenes, S.aureus c& D75
LEBMEERE 3 X U5, H.influenzae, E.coli (=%} L1z
HENEREL TV 5,

(¢]
S _Cli
CHCONH ’ 0)1\0
N _ i S
NH-HA N COOCH:— ¢ =C —CH:

FAEORECL D, EerCH MPRELED
n, TOEFIML0.9REMTH D, ¥ FRPEUEIL6
BRI ¥ TiC 50% T %,

AR DOHEH I L O—BEEAR L ORERKAR S X
UE—HRBTREEOTV C ENREDH LRI,

BEDFERBE» S, FHOBRME,VTEEIhIcDOT
28 77 HEROWMEBBOHBHXBTHALSYAKL,
S$B¥T, KB, BKOMRLHMHEL TR, BEE
TiZH XX 1,700 GIOFEGIRRLEE H, FERE O}
AL ELDICED, 4B TCORFIOHR
BEOBMELXRET 5o

CHEMOTHERAPY

APR. 1984

KBT-1585 o8 Hifitt

= A
NEREKEECEEHTEHE

TV /DT FT 5, 7L LTH LRSS
KBT-1585 22\ T, 29 %X X MM 2 hr-HlHo
ML MG T Lo AFLEXDT /€y zr700p
M A ORMARILZBYL ABPC L 7A ¥k Flkicy
MEt, EXROEMYMADBMIFHL LD Lol
hTuwd, AFZAERDLDERIc>T ABPC L7+
FA S ENRL AN TH D,

AR B A2 + s L1, ABPC LFIULT75L8
{18 T2, S.aureus, S.epidermidis, S.pyogenes, 75
LV Tix, P.mirabilis, E.coli, H.influenzaefc}
CREFIe G A LTz, BT MEEIZ 2 T h4¢
ABPC L[l D1k m L1Is L L, ABPC ittt
DERIZDOVTLARNERE LM~ 1, FRNITRET
HRFOXE O\ TI2, 8 pH, KakEx %4
%M, i~ 35\ T ABPC, BAPC (-iavE.19Y),
TAPC (2 5 v >y v) LRAKOFAEYRL, S
aureus TRHERFI I VRBEHOETLEALGR -,
Ecoli izo\Ti2 ) ¥ BBI A bhILhat -
lactamase ;=% L 72, R BL Xh ABPC k5K
DEFORER©, FHEIZ O\ THE L, ABPCE
AMPC iz RTHi 4 D p-lactamase (=5} 5 LEHE
Bhrote, ZOZ LIRHEERIZHETIARCIAT
AMINIZ W ERRL TV A, 75 LEHERED -
lactamase (CSase) i1, Rt TTDE I EIKE
THHZ Erabh 5, KBT-1585 (3 ABPC ikt
~ CSase EAYHRET N 2@ M1, BREFA
\sTix, S.aureus, E.coli, P. mirabilis ® ZE &
T MIC, MBC DH#* T fc»7z, ML ABPC
AMPC, BAPC !k E#: 7, Mg 712 8 FHE
¥ CRENOFAYRLSCS, 24 BRI 2 E MRS
dobhts,

AF|D in vivo DHEN 2, =7 REDAEERCS
YRH LIk = 5, S. aureus, S.pneumoniae iZ7\T
X ABPC L R%Thb, E. coli, K. pneumoniae i\
Tk BAPC }(2{¥A% T ABPC X D BF CH-1o R
HMPER T2 ABPC, BAPC = (2FRZTHH 10K
B RH R Tk, BAPC L [@%T, ABPC X hREFTH
o120 X 51z E.coli L S.faecalis D BATRFRT
i¥, BAPC, AMPC %<, ABPC X hR#FCH”
oo
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AR - B - GRAISA - oM

x B ®
Jb %M K F R R AR R R

KBT-1585 ORI - Bt - 4 - {RMHIC 2\ T
21 FRERRORKDO % LDYRE TS,

KBT-1585 i ABPC ©7u F5 4, 7OBE O X T H
3, BONHEEBRIGARIRI\VT, BRI S
hT ABPC L 7x M VD, £DND, AL
Wit ABPC & LTHiliEM A VREh, ABPC ORE
BB & D EABEARN I,

KBT-1585 0@ # 1 Gl 5-& D 250 mg 1t % M
BER, SHERIDORRMOTHETAHD &, DM
ETE— 73 30 HEBH T 6.44 pg/ml, REHETI
BB - T 3.61 ug/ml TH 7, MAPERMRERENE
h%h 0.81, 0.85 BfiICH -1 AUC X £t h £ h
9.61, 7.38pug-hr/ml THo7, RepHhithix 6 BsHI ¥ T
ORETC, THBERPRE BT 910 pg/ml, &
e 598pg/ml T, HEtRZ6MMETT, thth
51.9, 48.6% Th-Tco THODEME b AT, 2K
BEOHVAREHRE X D EV-MPME 218 5 h, AUC
kv, BRPEREGELULTI Y, BRI
K EhEREVEEL DRI, 500mg RS T
MARED € — 74 10 pg/ml LA L7 b, 250 mg it
# LT dose response 2B B I, RebdhtRIAE L
CHYROBEIE VAR L, ERESICXS
MREOBREMIZD LT, RPRLERZ
BF—ETHT0

e DBLIEA & D 250 mg FREF K 1T 5 cross
over . X% HBDR Y & 5, HHHED ABPC L T
13, ZeRERSC M1 b ¥ BEo v — 71X KBT-1585 (1 6.04
pg/ml, ABPC % 2.69 pg/ml T, AUC i 10.86 &
6.56 pg-hrjml, RepPEit RiX 6B M ¥ T T 545 &
148.0% &, WThAXFOHNBRRDORBNZ &% R T
RETH - Too RE T MAPREX N O L, R
[ 13ED 5o ABPC DS R FF, 7E LTHED
 TAPC ¥7-i% BAPC [k Ci¥, ZHibs, REV-Tholk
JETh, mAbgE, RPSERIGELORR TS - o
+AMPC L3 ifihilEA B <, AUC bR E - 70hi, K
VRHRRIIE U Th oo £ 7 = sRERFIO CCL &
ik, MAREIIER U T otk RebBRtRIz
;CCL DFBBI ot 7 r~%y KRR X bl
 BRROER, T Hhico

BB, mPRE X b EVWBRETH- 0,
ABPC I higg\Ml% iR LTco BRHPBITTIL, 500mg

AW EChmHRED 6.89 ug/ml X L, 0.38 ug/ml
THorto Mk ERFMIBT TR, mhlED 1/2
LUFAAMA TS, R @S 0b B bh
too BFMBT T, B¥MHWN, FEXFcBDHh, I
HRED 12 BE,, ThUTTH -1 e ALk
DREERABT, BRABST, ENABTLRNSIR, 0
Rl B TCRT B M E R R S S et £<
218 BELUTCH -1, '
C ROMNBTIE, b FRPTIE ABPC DX LM
2h?, 7285, Z7OHBOEDRBHERIEMh T,
4%, 5y RIBZEHTIE, MmFiIKiz ABPC nAiT
»bh, KBT-1585 OB D Dixfal, HIMKSFHE7 £ b
1O, 2,375 ok - LEBIL, EOWMHES
e, R bhic,

KBT-1585 (% ABPC ©7=r 5, & L T, ABPC
T O RIRYRH R L, fLoORTEK - ﬁmomww
BHUAITH D,

ABRELD

w®E — F
JI10gg 7 32 )1 16 7% B P
CAROPE 29 BRICRWVT, PRBEEGE RERK
RE R RITET 628 FliekFrRE IR, TD5 L
PRIR BRERRE 508 B, IRESEEYUE 72 B, &t 580 Ml
DWTHERHEYRE Lo TC#ET 5,

WRABEIZE 241 4, & 339 41, 19& L » 88 &K
RS, 50 @B EDH DN, 63.2% ¥ L T, B
fEEEN, BIE, PRENAMOCEE X E < 11 4
(1.9%) THotco AT 15 250mg SFDOWEXRKY
EO%slL, 1 HoR5EIx 500~2,000mg T, 1H
1,000 mg £ E5h 71.4% THoTo

B 6~14 B GH 68.8% TG T foal,
Bk 43 HTH-1o BER5EER264.5g ThoTo0

BRI B3 REE 508 B DREIRZIRIE, XL, AR
MRMEERZ 33 B, 90.9%, atkmbkk 28 i, 96.4%,
FRERPEETH, 57.1%, SHKEZ % 178 4,
74.2%, Hitigs 76 B, 85.5% TLL LD RN TR EEYAE
322 gL 47 B, F% 211 GITHPHE 80.1%, &
HRELLK 109 Fl, 75.2%, [EZIRRIE+BR 40 £
47.5%, KELWE Y10 §)90%, U AHARE
F 4 10 § 20% TLA L &M F R 3R RERIE 169 flhE
% 22 B, A% 90 BITHEEE 66.3%, HhiXME+RER
10 B, hEERTE+ES LG, M+ RS 1 6, AhASHE
+ 8% 461, BN 1 Blic & DX DfhOEREEE 17 ST
3AE%R 58.8% Tho1o
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TP D R Ry I INE AP AISIRES Ch g
(LS. anreus 29 {0 692, S, puewmoniue 18 {§ 88,97,
C, £ DD 7 APPLINA R OY e 76,.3% o)
(1T too 77 SIRITINCLE 1, influsnzae 91 {9
e 7478, Foflbd: (il 119 (T 69.77 04
WARTH oo d{THEH 20 O, Gofy O ETH-
Mo Te G AUCERG LToNT O & BB T 7
GAM YL W TR 0 ) 79.67%, 79 AbAVEN 92 A
76.1% D {1 RRTH » hoo I HICHPIR RIS 15T 5
SV DAL RN L, VRS TY, S, aureus 29
PN .48 76.9%, S. pneumoniae 18 ¥kTM..4* 100
o0 7T APIEM 59 BET B3 07 (IYH TR 7
5 ABRPLN T I influenzae 91 (T T5% O [i%3,
SfhT 119 BRT 71.47% Oyt Th ot ILTTIRAL
20 (T 62.5% K ato S KILHEMIZH - T
Ik L HRYTIE, 75 AR TIL S. qurens 24 Kk
83,79, S.pneumoniae 18 £k 100°,, £ (. T 87.5% D
%R, 75 LBV TE H. influenzae 88 [ 77.87,,
etk 92 1) 78.8% Thots,

RURRYAE 72 (OB SVE By BE 2 44 6,
90.9%, L WEWL 13 6, 84.6%, OMERRRAEN 57
{1, 89.5%5 DHEMRN »1z, BIEBIM s 13 H, 53.8
%, BEBEWA 2T 1007, BIERYLE 15 6, 60
Y%BEAFRIE A1

Fi #h MG 12 3o ) B HLhAR e D 7 B BIRE K 2 R 4% 7
5 LBHEIT 4T 75% DRYE, 77 LEEER T
(LANBE 53 (7 88.7%, 4x4AT 64 {7 85.9%, BAM
Y4 ) 50°% DRI THoTo Zh i BENRDEIL
(HEICR > TA % & 75 41BN 75.0%, 75 &Mk
A 55 GIT 92.7% DEBRTH 1o SO EET)
SO RIIEBMRP TR 7S 2B 48 75%
S8, 77 LB ABE 53 Bk 86.8% MR, 264
T 64 £k 79.7% DMAR, BREAEE 4T 50% OF
5B THolo CHEMGHETR > TAHD & HBUER
Tt 75 LB 4 BT 75% DBEKRE, 77 BN
T E.coli 50 # 89.4%, £{6T 55 £k 88.2% D li%k%
Thot,

Ll ERBHFIKOBEHIA KRG, el DTHo 1,

ABFRE LD

h R Z BB
AEBNULRFEHE—SHF

#EE EmARL BEAR, BE, KWEL obEARO
17 R OHMc X b, KBT-1585 DEEKER*1TIc-
0
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IR 560 (U1, MG, 16 A, Yitim
Nie SOMHZ L h 28 (AN Eh, 532 fizsy.r
Mbitetitenlzo TR K MM ML S RA T,
2030 I PLEL, RIS,

I Wik 2~3g NBRLYON, UgiRsLns
THNEL, YRS A~7 HMARL S, 15
LGN, WARTIE 1g L) LOMA S, 4
TIE 750mg A B\,

532 (Wi, W 123 BN, W4 303 i, HH% 8.0
DIRE A Yl | B G R EBHTITLL dose response 3
fevsny, 1 BEFMBIZOVC-TIZIMEDSB 2 L ag
T, 1A 4WIAILY) 90% DEBHRTHE L, EBNEE

ZDLTIL, ABE L RIER D 2 S, NE, &R
£, MBAK T EIEMD B,

KBNEK YR : e, KWHT. R X5 ¥4
VB, M. TR, VU EK MG r
FoRRE 820, BCTRE, IPIMPARY. 4iEHn
Wil 50~68% DRBHET, LT 240 R 79% 0
ﬁtﬂté’ﬂf;o

R/ HBA T CTFERRL. /HRTRE FRS
Mgl VThERET, 3t 32 AORBH R 8Y
'C't’bo

JFRHEUK i Bk, WRFEX T8 HABLL
ENREFT, 3t 160 AADOHLHEIZ 81.3% TH5, Bit
TR, AWMRE ROSRICREFLEEHBL
h, 3 66 ADKHEIX 74% TH5, OBAHTER
mElksk, WEREL WREOH 31 ACH L &Y
DHBETH %,

AEaR (B, PRHAR OR%E -BERSRE
IZIXBIAMEIR A R, BIE (BH) EBA B R
KT AHh 2 8l.6% DRHIKET, =97
Fo 7= 2 RORE5ILEHR F h 70%, 8.5
DERTH 1,

M ER OB Ti3, S. aureus, S.epidermidis,
Micrococcus, Streptococcus Bic & i=%3 L 80% Hitk0%
BHERT, 77 LBBEICOV-TILKE L H infuenst
KENBET, 3 TTY% OHBDE, MEHETT% 2
WHRARRT 80% DHYLTH S,

ARWENOMELOBRIE, 75 LBHBREOME
PR 93% THY, 77 LISHETIE 86%, HAkE
CPRAMBAOHEEL RIFT, 2L LT 0% O
SBTHoT,
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WRBHELD

1R % — hRER—
ERENRF W RBAH

WRBHERICIT 5 KBT-1585 0K
TRELI

FEFIOPERE, KEMN 592 #l, EHREHEHL 558
@, UTI ERpFPMERHER 349 Bl TH »1co EHRE
Y|ED 558 PR HMMMKEERDES 294 4, BIMEYE B BE &
164 Bl & Ch T BERLMY: 67%, Rtk 38% T,
ik 20~39 iz, B 60~79 RHL /LT
A9 Y

AR oRKESRL 2~3g/Ar—FH £ 40 37Y
Tholoo 5B, 58MH, 4B8M, 3BMOIET
Holco 1 EFEEIT 250mg T1 B 3@ i 4 EA
&<, ®K\~T1[E 500mg, 1H3IBFEIR TV,

EBIIERLE T, BHRIHMEBNE, BIRR
#D 86% T, KOTRERVRRVERTD -0 £
PICiz, ¥%h 46%, BR 25%, ©REW 11%, &%
18% THh 1o EHRELFIMT LI-EEED OBRIEL,
BiE 84%, hEIE 64%, EIE 23% THho1o TRE
BRI RETERDRIZ, 77 AHBME 65%, BMEE 75
%, HMB T, P.mirabilis 93%, E.coli 82%, S.
faecalis76%, N.gonorrhoeaeT1% s & THh 1o ED
WERiz, 75 LBEEH 927, BREET6% T, BE7
. CiY, S.faecalis 1007, S. epidermidis 84%, E.coli,
N. gonorrhoeae D 849 Th - 1o 15 H B BIEEIK LR
| T, BB T2, 3H 84.5%, 4R 9.2%,
50 94.4% THH, 10 L ibr L 8% ThH-
oo BiMEMEBEREZ TIX5 B 51.2%, 10 BLLE 49% T
hh, ERHTET L TIX, 58 46.7%, 10 ALLE
% THhH-To

EBREOHBMEHIN T, BEMEKSE, RER, #iZ
g%, BIBAKIHETHD, HEHRBIETETT
};a':fco
,UTL %QU2, 349 1T A b, BMIEREMHRE 181
Ol, WHEBERER 122 B TH 7o

SV EMEEEDE A ORER IR, E4 130 4, HH
43 B, & 16 FICHBR 91.5% Th -l BHMER
BRRRIAAETIRERD 46 B, H%) 36 6, &% 72 HITH
B 53.2% Thoto BATIRE 4R 0%, I
64% ThHotco HEERBOFERIRIL, SHEHMIEBENL
TiX, 75 A[BHE 100%, BHE 91% THH, S
JSaecalis 100%, Proteus 100%, E.coli 90% T» ~71o
BT, 75BN 82%, BME 54% T, S.

spidermidis 100%, S.faecalis 739, Enterobacter 70
%, E.coli 66% TH~»T=o MDOHAKRIE, Mit:BIBEsE
Ti%, S.epidermidis 100%, E.coli 849, Proteus86%
ThhH, WHMMHTI, S epidermidis 79%, S.faecalis
899, Enterobacter 75%, E.coli 67% TH»1zo

¥ LB KBT-1585 i, SrEptiemrpess, N
BRMMEEBIRES, Rilde, WMIzMse, BIMALICIH
Rttow\ R THS,

B fF H

s B O AR
HREELEHKES A5

£2H 61 RGN TRN SN EBRER 1,780 E
Pl bhtc KBT-1585 0EIfEM e &b OIC B R R Al
BREr®F LTHET 5,

1. FBIEIFFRREAE

REBELEAKTHS L, AR 24/628 (3.8%),
WRER 14/592 (2.4%), 45t 4/250 (1.6%), ER{
MERE 3/173 (1.7%), MREL 0/68 (0%), niEs5t 2/35
(5.7%), BME 0/2 (0%), f&&t 47/1,780 (2.6%) T
ﬁv)ﬁ:o

2. - 4EIERRREE \

BORIFRARBUAR 9/725 (1.2%), kioth
i% 38/1,055 (3.6%) THYH, HUDEIFARRAREH
BARCED o1, BT, 59 BUT OFHERK: TORIE
FARBUREN 3/459 (0.65%) LG\ C LiXEH I h B,

3. ElfrAofS

BIfFAARTIR - BUER « LETM - THKER
EOWLBER, BB - KBREDTVAFX—ER, »
¥\ o BML EOMBEIER, ToMoERK LB
i

chondb, EHEOBESD D LR HLRIFERIX
LSRR 33 & —FBEL, KWTT7VAF—fER
A 16 - ThH - Tco MREIERPE DL DEER TIIIEH &
DOBIEME LI IR d Dikieh -1,

EifFBOBRERHELBERD 244 7 v ¥ —fERD
1#E2BRNE WThIPEELT ThHoTo ¥, T
FIKEMN AL Ve ot EIXBECHET 5,

¥, AF 1 ERERL BIFRRBHEEY 2 % &,
750mg EEC 19/692 (2.7%), 1,000mg P T 27/759
(3.6%), 1,500mg T 10/306 (3.3%) L&HMICHE
ﬁ%ii?ﬂb 5htﬁ73")7‘£o

4. BIfFEORBEY

AFOBIER RREAMKEIIC R B L, HILSBE
iz 2635 (74.2%) %, 7vaAF¥—fERTIE 1117
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(64.7%) »3 H LIPS RMIE Lo 7208, WA -BARASE
7TEURICABRS, VbW BB late rash 12
2T ¥ s T,

5. HifsRoA4RN IVER

KERRBIL 47 N 59 ¢ (8.8%) A b,
O LRARERELL-DIR 24 MM 81 ¢
Q.7%) TH -1z, RIEMNDOARIZMILIERICLS S
DI2W, 7Trvi¥—ERCEIZbD 11 N, MERER
RIBLDIMNTHHT LinL, HILENOVTHE
HARD D\ IZRHERIC X HRBIR LIS

6. RRMEMAN

AR L oK B LN -NEMABEL, GOT L
2 1792 (0.1%), GPT LB 4/784 (0.5%), GOT -
GPT L B 4/784 (0.5%), RBC-Hb-Ht M4 1/821
€0.1%), WBC M/ 8/832 (0.4%), WBC-platelet }/
1/654 (0.2%), FRARRMS 9/674 (1.3%), IFHRM
P ) RN 2/674 (0.8%) & THoT v
L, Whb A SPIETERCE LTV 5,

i, ChoRERKE 1 BH5EE OMITHEBNIL:
Mol

7. BERIELVICKE

KBT-1585 O BIfF BRBAME ¥ A TH 5 & 59/
1,780 (3.83%) TH %o = hix Ampicillin (ABPC) »
111/1,272 (8.7%) s H U'ic & ® prodrug TH 3
Bacampicillin (BAPC) o 78/1,027 (7.1%), Talam-
picillin @ 101/874 (11.6%) KL DFh KB LTHE
EV, ORMERDEZIZEN O LEBWEH S ORI
LW E, =RATAEE LICUMRORMEDORE
#HHrR - LEERTEIVDLRbR S,

k4 e D

R T E&®SH
WAL FE LR

B B K &
N ER K

KBT-1585 i oW TOMMEREL T DB LK D X
5 IR S,

1. PVPC, TAPC, BAPC [ Rigic Ampicillin 7
BET, FTHEN, #¥XD Ampicilin oS/r 35,
IDISE, TATe FREEBRTHE Lk, BILE
B\ TEPH»IC Ampicillin &, natural substance
THBHTE I VEMKIMERS,

2, 75 ABHHE 77 sBREECRSHABERAR2 b
S A%F L, BIC S. aureus, S.pyogenes, S. pneumoni-
ae, H.influenzae, E.coli =3} L Bhl-HEHE2BRFEL

T T —
'Cl:‘bg

8. ROBAKCX), BELHKBRRShE-gigy
LN, TOERMIL 0.9 MMTHS,

4. RPEOEL6MNME T 50X gts,

5. ARRECISERERBLOATI AL,

6. £M 146 HEMPITRN S h: 1,600 poyy
HREND D b, 4T7 NE, 787 MchNnRgy
Boh, TONBKIL T8.7% CThH1e,

7. KA, 1,700 b 47 0 (2.6%) cBHoy
1o, XD Ampicillin D7 = ¥, 7OfXANc
N5, BFARAMMICILN, dik)ERT, £y
BED L DNSDh 1z, ¥ 1-BENEARER, Kbl
VH DL /BT 30 WM BALD, BEMLNE:
DRAMEILEL, REEOK, FMEEMTHLL
*k bBhts,

wRREIL (2)
HBK

NRCHLEL-T

yioa | x
ARKE

B E #*
qnlrnl&

HBK St {tZRRXROWRERLNELOELT
ARSh, HEMMM) THRE h LT /B
4£#R T, Dibekacin (DKB) 0$imBhcHh.

HBK iz DKB ki@ L T &, AAC(6)-IV;"AAD
@) D7 / REGRESRTELERHLT
IDRETHSHEH, GM, TOB, AMK i roiil
O—BLHV-HR N R TREVEAOR TS,

¥, 7 REGHESRETOREATHIRE
BESED TRV, BB, HEHENFELLE
%h DKB, GM @¥2 L&

Xy vHO Y ARE TR, 1982 £2 ArElkh
WL T, BEE TS AW, RKNIRC
DNTE Y VHEC A L ) BMNCKREL LD
TRETS,

£ B B fF

H 4+ & 5
KRKFIE AR HH R

7 ¢ ) REGERAAHR (AGs) OfeRgFIzERD
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MEIZ X D RIrB, ¥7:, Amikacin, Fortimicin 7¢ &
73 /7BEL2 AGs DIERMFIRO TR & M
DT, HBK DEREFL P L,

[*HJHBK OXBE~ODOR hiAZiER, DNP X
Uflio AGs Iz X hHEE i, ZORKELDS, o
AGs 3tlTn= % V¥ — (KRR RA HBK 0
HADER DRARICBELTWAZ EVHE Tt ¥
7o, PHIJHBK R ZHEITXR<BORA TN,
VAV — A KM @i - o E R (HBK 12 it
#) IR D RARDIE N Eb, HBK 21U £V =4
ERATHZ L HEAR~NDOI Y RAARDF| 2B T
ORI E v,

ABEI 0PN LAY A Y — AR+ 2 HBK off
AERR-EE, HBK 3EAAM%HE L, mRNA ©
AaFVORABIYXEI L, 7F FRERBRCRIRY
FVEBRCYHE LRV ABERC AT L
Fizo [PHIJHBK 12V £V — 4D 30S 3 X ¥ 50S
subunits DFE LKA THZ LT fo = DFERN
%, HBK Dy £v — a3 5FA SM &R
b, KM, GM, DKB 7 XiEfiLTW5ELExbh
%,

HBK izl s XBEOBRBFNE(LL ETFREH X
DFARLEER, HMRAROBICIsisiHhi: blebs ¥EF*E
I SBEL, MREDOANEL blebs ICHI L, BEX
Lic blebs o—riPih s = LH@BD LRI,

HBK 04Fi DKB 7 3 /7 B REA LIc#ETH
5%, MREOBXERNLHRATH, 2=y b THBY
£V —ARKTBHEA»LATS, HBK OHEESX
DKB Stk L, 7 /BB REEECITESE
DRIV ELDND, TI/VBBI D5 ED
AG BiBER L DKEAXBAET A L ILBRAUDEEXLD
hs,

wno® N
= ®  #
RERFEFBUENTHE

#7 3 REGHEYE HBK o\ T 64 sk
ek R Ih BN ORBERET %0

1) HBK i &EEEEKCH LT, GM £ AMK {
BREVCHEAR7 b FA%RLIS

2) HBK ok MK T 2BEUI X 2 5
k, 75 ABBE T GM Li3iIFRA%, AMK X hi1fE
REBVHAEH R R Lico P.aeruginosa % &t/ 5 &
Bate#icxt LT HBK 1%, GM ® AMK [R5\ i
N#ERLIze LivL, P.cepacia it LTixfllo7 3/

B2 0K 46 R ¥ [ ML 7002 i oo —F, HBK
1% AMK Ot & 12X X iittE ¥ RT DD, DKB #
GM DOFtEEIz M VAN ER LI

8) HBK (3, MiFns Loglikc X 5 MIC
DEBZZEAERLR Y, B pH 747 ) T
WA AR TR Lo

O 7 EEETELMRCHT I RER YR L
=& =%, HBK (% APH(8), APH(3"), APH(6),
AAD(2"), AAD(3"), AAD(4"), AAC(3)-], 1II, AAC
@)-L Il L TEETH- 1o —F, AAC(2),
AAC(6)-IV OB TARELL S hich, ThHOB¥E
YEAET I LTRRE: MIC {HERLI,

4) HBK 2, BUWHREFAYAETICLHABDLH
o

5) in vivo HEHY <y RBRPEERDPIC L &N
Lzl n, HBK (375 At XUMRMEETY LE
NictBBR YR LI, ¥51c DKB £ GM # AMK
FHEBEIC X 5 BB b 1D T & h o RBRRERL
oo

LlEopi#ttr s, HBK i2AR7 + 5 ab 5L, BKE
MR CANE T KR £ bR B,

BAR « A0 - et - H

P 4
WRAEESEHKFEH A

HBK ORIR - 777 - Sl - R+ 22E 21 B
R CORNERMILTOLE Y TH B,

1R : s Aic HBK 1,0,1.5,2.0,2,5mg/kg
&1 EZESE Lk oMbl 1 RMEC
1243 dose response ¥ & - THREE (F¥ 3.87,6.08,
5.49, 9.33pg/ml) ELI=DD, LIEIXBLOHEBY
L oiehit 2 ~ 3EMOmPERA L b - T2 L
5B LTco A# 75mg 36 X UF 100 mg HBHED B\ T 1 B
B AME Lic & 2 oM hER, %EOBAHREGIE
TRCEMEX E-7cb0D, UBOMBREMLIELD
THotoo &K 1mg/kg, 18 2EH, 5HMEDO #ERT
i3, MAPRECEREZTDLhithotc, AFILME
EIIC X b i HRE S i,

Rebght : v Fh o HERE, #5E (GE KES
) Th, #5 6RERE E Tk 30 pg/ml Ll EDRBE
EXBoh, 6RMEPEIREKR 50~70% TH-1,

L Eomge, RebsktoBf&ix, Dibekacin s X
¢ Amikacin DR EELUDOEBTH - 1o

NFi s FFNZEHBAOBITMNEL, T oOfiRE, B
BAEES, ERANEZFERCORED 5 W XERBT
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b, o7 T EMAROE m UL LI, & ORI
Bicis T A ANBMORN CLIRTH D, WHMC
RS TRIFABTL T 4, 1R b > T
WL, S ~OBFTMHIIILCH R,

A RFIIEM D © bz, PLMIEM R L o 1
LAV IE TR SHRTBY 1873/ TR20 OO

MEX b, WU - 240 - Ul - (S M) T ik, HBK
LERT RN E LTO XM TL5 b
DEHREINT,

® - S
x K .
WM 0 B R ER M

WLV7 ¢ AREARC » 5 HBK oW~ 2\
T, UTF0X5hRBOMN Y TR,

RBFGE: Y4 A2 —RHMtT ., + (kT 170~180g)
1= HBK, Dibekacin ©#& 10, 40, 80,160 mg/kg %* 7 ;4
Mlizhich MAKBSC1 B 1 AAAREE LI, R
FIEAMICHE, REOWE, EIL¥HRELL YT
e, BB EHC 2 B ARFEORE (XR '
B) Zfifc-1:,

M : HBK, Dibekacin i2& i ARHENEDORE
KIUCREAOMM RBEEDETHIFALNIMN, %
DFEIL Dibekacin ##5H ISV THIYE TH 10

A RAEMEY RN asikme LToRS NAG
{3, 80mg/kg, 160 mg/kg ¥ L5 Mics\T, HBK k' p
Dibekacin it HE DR li% R LI, RBFICRE LIRS
LDH, B,-microglobulin, M LML Zd,
¥ X EJUDEMD S hdibhtc,

MARFEZEELSIVME 7 v 7F=viF, TFEDIC
RN D ERYR LI, £OXE: HBK 5.0
CEWTBETH -1, HAFERCH BREMNAIEOM
mnixbh, oo HBK 5.8 Talin - 725 A
FEIRDOhIh 12,

TR OMMFHAARL, XL HBK © 160 mg/kg,
Dibekacin ® 80 mg/kg, 160 mg/kg WEHT, ThE
PEALRAE LMD F BTN L Hh, Dibeka-
cin 160 mg/kg 5 CIXIRMABREOIEL 2 b h
too —H, BEMIIIHEAL L2 10mg/kg ¥ ERTY
myeloid body AR Eh, FBEANZILT 7 IEEH
HBFLTHABRAMANV AL,

36 : HBK OB xT 58 8%, Dibekacin #xf
BELTTy PEAVCTHRE LIER, A#HIX Dibe-
kacin X h I Hic—B L BHELERILEIhCT7 I /R
BHRITHD LERSI NI,

APR. 1984

How s %

%K § E#B
LMY RN

Ay : HBK oM MN. LM LML, MBIz gy
%1t (AMK, DKB) oM@t LoKBY T
HinOWHRML T 12,

e LHi: sshkcre. v 152K Gfers,
PEFNEDREEA T, HE) 350 B, BIVy4x
40 H2 vtz HBK (75,100,150, 200 mz'kg), DKB
(75,100, 150 mg/kg), AMK (100, 200, 300 mg/kg) %~
h¥her e, Fiz 21 AMBGAYEM, HBK, DKB
AMK %#Fh¥h 100,150 mg/kg = A £, +i- 28 AR
WLt ¥7-bTiRE e, FiZiZEMBTM, M, %
;- HBK (10,20, 30, 40, 50 mg/kg) % 21 AMGEL
t:o " ¥Zi2 HBK & AMK ¥ Eh#n 40, 60mg/
kg > 30 AR (6 BAL, 1 Bk BEK IV 1K
MOMRAKREAY T~ BRBEKREIZ= 2,
PR BEARM R% (20k-500Hz, *7:12 20,1510
kHz) %, ¥7-o4 ¥z ERZERERIZ X 51582
kHz ONBERET L MY MEL, B5ERTH, BE
DG DD\ 2BEOHEREEKIZO T, HERR
DOELE O - HRFIREY T

R 7Rtk ‘AG) K X AHEREOEE
7z parameter TH BN HEMPONEORE -
AbxL LicERKT L L, HBK OBEER@RR, 42
; FTRWTho® SR, FlowTFhogsiRT
LEET, MY M\, Bhot: HBK
OMBWMIZ, DKB, AMK iz ® L~ L8, 0E
12 100mg/kg A EOMBTTE L7, 2) HBK O
Butir v+ ¥ TLEL, AMK X 0BETHY, 1K
MOMIRAEATS, HEOBELAL LS BETH
~12 3) HBK BEICIZSER®E S 7o\ 0y, EDos )
HRELE y FOFETLE , TR HHERERD
W, Bhots, 5) HBK TR SRE MRS T
BB, AMK I h oMb -1, 6) HBK OBEZE
M, ¥icNBSE A HE M OME:, 100,200 mg/kg D4
AMELE., MEETIE, Sh¥ TO¥AR AG T
NTL &L o B BVWHTRT %,

BEK:A#H

R B F
EBREBE-—AH

£E 25 R T -7 HBK opfHEkIc s 3R
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BT OV THE L, SIS 183 ST, PR 2SN
EHRLSL 98 fl, REMBRPEN 79 MT, Michy
RPECRIME L & 6 A h T Vvt Biiz
1:1.4 T, 60 RLLEMN 65% ¥ i, ARAMN1A
100mg e\ Lik 150mg ¥ 2 @Eic4id, 5 H~14 §M
#HEL T

PRHENRBETH -5 kB, 178 FlOREKY
RN L, PREBERRE 96 FICix, R84,
A 53 BIT, TOBYMIL 64%, REFEREE 79 4l
i, E29B R 46 HiC, TOREPXIT T0% &
Kolee DY, RUMEE 1 AITEHARD, JEMMRE 1
TP HRT, BY 178 WOKERRIX 66% &Lk
Too PRBREYGETIZ, FHIETRCMfREOa
RKIETIL T0% BORHETH-7-0rTL, BHox
BRPMETRIRIDPLRE Y, IRETL, 2#0
BRACEEBLTIL 80~90% OFH R THoeD
Z, @BEDLDTIL 40~60% AOFHRCHE -1,
HRBRTREECLDZELOHRNEL -2, R
BARATIXEDL 5 RERRADRE 2T, ¥R
F REREBELOIC, XREBLRDHLOTIE, AP
KBORWLDEEXTHEYHERNE D, RLBTH, H
EKEXHE LWL O 79% TN, XREKEEXHETH D
DT 61% DHEYPR LI BORILMI o1,

NWEH OEKDRIL, TOBRBAPLEN b D
DAEZDBE, 7FVVRET 67%, KEHE 85%, 7 v
Tox7 58%, ~€7 4 VR 8% T, RIBETI 48
% Cholo ThEMEFHHREMELICEZS, 7
FORE, ABHE, ~T7 40 X, SRECBILTIEZ
FEBEARCRBRIRT WM, 2Vv7v=5TIHE
ORI MR bt 100mg 52 150mg 5 &
Tit, BEBCBVWTEDOEGERI BTV

A B R

I S
KRR KFEH S5 #

SEE 89 B, EMAR 21 GI, FRMREREL 55 6, ER
Bt 20 DA FER 185 Blicxi3 5 HBK OEEKE& O
B TR,

(1) Bt 111 4, &¥ 74 flc HBK 2352 h,
BEERD T5% 2 20 ~50 RT Hoto 1M 75
mg, 1H2ME, i 150mg © HBK % LIRS
SEEBE e, BEHMTEETEMURT, RE5E
X 1,500mg LAAMATEZ TH -1

(2) B - REEBREE HHRAIRYE BEAR
RiE i E ONFHRRIE 89 Flcx LTIiXER 18, H%)

49 B, WHEK 76.1% Th -, FEHAMRGE, AR
RIET & OMARERIE 21 SITie®R 2, HY 14
Bl, HZHX 80.0%, RE L, RVksrs L O MIEHERHY
YIE 55 BT ERy 25, HRh 20 MY, ARE 81.8%,
A - IE, AR, JORIE 7 L OIR B SE 20
PITIXELH 9 B, BRHIB, WM 90.0% TH -7,

HBK &8 (LA &L) 1237 fITh 22, B
P G B 2 \ VB BR IR T SR KRB RRIC  DEE R A S
<, SWEO HBK M3 L XAM Lisd - 7,

(3) S.aureus, S.epidermidis, S.pyogenes, S.
pneumoniae, E, coli, Klebsiella, Citrobacter, Entero-
bacter RPECK L HBK 12 H%)X 80% LLL, Pseu-
domonas MPIE TIXHHER 71.4% OBEKRBHRIED
Bhtcohi, S.faecalis, S.marcescens, S EMRBIET
RN RLPEDN 1,

(4) 4 v F—nL[BH Proteus s X U'— I @ Stre-
ptococcus LAH DRERSE T L HBK i BIF 7o B2
M%%T—ﬁ Lt

(5) R=v) yREEFEHAT7HlE X E7 = &
FIUEFERHH 26 Slicxwt L HBK 12 thXh 85.7%,
76.9% DEPHEEXBEHI,

(6) LI EDR#KS S HBK X4 B REERFEICR L 1
B 75mg, 1H2[E, 3 150mg OFHERC X @R T
EEAPELRABDLIhD EEL ORI,

HERK-R ¥ —
FORKE W R B H

$17 ¢/ EEGHASE HBK OWRBHAKICHT
SEREETRET 2. BHRBILLE 16 R TH
Bo AFIDHEEHBL 305 FIT, BBk 196 B, F
TBx 87 B, MZBRIKZ 15 ), BIBRKRETHT
boteo HGE LOEROS X BYE 254 I, &k 51
BT, BT 60 Ll LA 3/4 % 5, T TIXER
X BEREDN T, 1 BRSEIZ DLV Tid 100mg,
150 mg, 200 mg A THY, 88% 211 H 2EKE
THotlo BEREIL 92% B5HTHoTo 1 BEE
BROFHEHRC X 2R T5mg T 4%, 100
mg T 61%, 150mg T 72%, 200mg T 41% THh-
Too B X B HERHRIIEMIERER X T 5%, BEF
KOMME 83%, HMME 729, FINLIRIKL 53%, #iiL
s 83% T, 6T 61% Tholc, HMMERERR
fECR L, 5AMEEL, UTI RBHFFEEECL-T
BERGELHE L EMT 262 §IT, EXH43 06,
%) 86 B, #xh 133 HIT, KABHRIZ49% TH -1,
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UTT eyl filli KM 05l TH@ 2 -, 8
1R o8 B 45%, B2 M (a6 D 28%, MIM o4
) 79%, SAME (7 ) 7%, BT (G2 M) 257%,
BEM (35 B 67% k18> tzo MM TIDRII 7 () 2
Rhank, 79 ABM:NTIE 84 11D o5 Ko 6u%),
79 £BRYEM TR 305 {100 193 {1 (88%) A1 L1
ISR DN ) Wik Staphylococcus T 81%, Strepto-
coccus T 60%, E.coli T79%. Klebsiella T 95%,
Enterobacter -C70°%, Serratia T 47%,
nosa T 48% Th 1o 11 MBI 2kl 9B L TH
b, S.faecalis 15 Vi, Serratia J& 15 Vi, Pseudomonas
M O14E, W 11 D o D TR T, LRI
CTARRTIER=2 o) RN 58%, £ 7 »
LARBEOID 59% DWNUCKRNE (i 2h1A 1= D 2 W % 4%
Lo Gal T2, MMM 98 Ai=xiL 617 oD%
FTHoTo

DAL, WRBEHEUETIIMMIEREBREL B L L
TEFIEMS N, BRI Xh, AR A
fE, THoMMIEICE RN L #¥ e Hhts,

B fF A

X & & 2z
B LUK 0 IR 25 4

BIfERIMPT X RIEEGIIL 683 B TH b, HMRABIER
DRBPLIENZHTMNZTH, 1.0% 2R E 1 ho
oo BUBRITIE, AIL4HL AB3BITHD, MY, &
BT TORH TIXEREA L DIXBB SR T el Ml
EROMBEAL LI LD RBIABUL, RT3, HEW
16, S50 16, BN - TH LG, EHTOMIL
BlLis>Tv%, REETOARTIESBAN I ML R
&<, 1885 RFIRBBE T, £06) 150mg 5
BEPLTOVDA, Sz OBOXSERMNES: 341
FIEBBETH T Eicb LB EELZLRL, LAL
ARICHNTHL 236 G0 100mg 50202 1 B b 32
BHoRTU oy, 5K EOBFETIE, 750mg Pfic
3PLBD ST, CHhIMEFAN B THT &b
VELTVWBLEbh3,

BRREBREOAL LT, THECL - TERLE
rbH EHATERIACL DI 18 f, B EHR S L X
Nicb D 31 i Th - 712h%, GOT 3 XU GPT LR FH
15 A@ZbOH, 7377V a, FRATBLERTN
SHBECHF LI -RETHS, BUN, M7 v 7+ =

P. aerugi-

APR 1984

YIHBULSNEVRTH A1, ] k.22 ¢l 11
BMIE TS, 150mg 8¥ T 24 LBt thig
L RAIBAI & IR, S RIEADE - L i an-
VOERRDID, RIS R TILHYG B L OBRER
»LHEDBHORT,

et ARONRRRIIMNBLGDT s 795,
FRI6 MLt LI, MTORIRMLS, 2.2% 4
B 5.7% ICRATWLDIEKELTART R b+
1.0% Thol

D LoXots, AROMEAORAMLILES, 457
D~ DR LI L EV A D,

¥ ¢ &

e s X
| & &3

B E ¥
A28~ MME

BADEZRKLOBEDOD > 1-EAKIL 704 §T,
5 LM N REANIIL T3 A TH 1o 1 HEELTE
100~150mg (5 2) WERAD, L4560 T5% ¥&dTi
7o,

LHORKHRONBGKIX 68% THY, 7%
Hic L MMMDAD D27 i 7 EEMGEREDERE
BiZXHEMCHT 5 Wt CBKOICEZ Zh:,

AFOMERIZCTh OB, FI-MEERIHEL
BHeLhY, TORRKL 1% L0 hEL, #X07
T/REMBHESREHQR LT O, ZoA KR
DKEIcHBMD—D L2 X5,

AFOERESEIZ DO T, AHRFERKCLIE
150mg (5 2) OPET, 12ITRR T~ 2RERKIF
Hhtenl, FRBWREE s - N MIERBEREICHL
Tiz, BRI - it OW K S I OKLEOTELHS, 3D
TN FIETH D, 1B 200mg (4 2) OEERAE
HLS®KLBLUbh 3,

B SBECLABNOE B IEROLT7 - 4%
AEMRLK A LBBL, 7/ REGHEDROMA
BENLLAMP LTV B L 5oL Bbhas, thb
HWREED, ERMALHR~OREEIIGEEMNTE
ELESFREIRDHIT T, kRO L 5, Hioktk
BCBRANHR X2 = — 2 KM EREHhEL
LXAERTHL L EL D,



