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CHPP o Flsi & L T3, MIBRAIE & 08 % s imic i
TBHIENTE, &6, WIS L 2:GMEBmMIaNY
BREIERR &, B8R & FUER & O U TRAHBR AN T
EH52ETHD, F7:, CHPP RafT# o B}
PURR BB IS IR ETRE TRE ¢, X500, MM L
NYEBROILZHB T v HBRAAERLY,
CHPP #: T3 BR M~ O WK O ELEM A @ ),
Mz -~ ) targeting A ITH LTV B = & Ao
ANz, L7zh-> T, CHPP (3 il #HAL S B I3
Bt BRI L TR EE: Sz, UL,
MEREERT 5 &£ ) Lol E N EERIcN L T
AR UMBAIRLCC W ERBbNENT, BEOR
EMICES RF BIC L 2SR A EIE E Bb i
5,

mBLERELERRICEAINTH LD HIZIXC,
BRTNEHML DU, BEE TORRD» HIZE
DERMEDTEAT ) 2 H 2 DD T, IBBHES: & (LA
HEOME A HREE D targeting ¥ ), FEESHR
rEDHII,

¥ B L AM-833 (fleroxacin)
iTLoic

Bl B M OE
N B A S 0RUR 23 P A

AM-833 i3 B R BB R A S P RIF AT TH % S
Nie=a—% /o ROEBHERNTH 5, FHNIL
FHELFORMIL, X /0 ALK BEERGHEE
LTIMDRIEB L r6hr, 84nic7 v FE2BALL,
WHWEH )7 ABX /O THD,

BRI 7T LBHEB L U7 7 LBERICH LEN
THEDERL, BT AREERER T, BN
RIEHNEDH LN TV B,

AFZHILE D L ORIA BRI T, ARKFOICE
WILFRRE %R L, MR ) 10 ReR & BEfF o
FEFRERICH~NED RV,

FOER, BREC1H 1B 2085 THEE
BHRFE NN T, 1987 F L ) RS % ML A#
DEBEN) - BRIROIRET 21T TE 72,

1. Bl

B fult
MELR e IR I 7 2

AM-833 DHLH )5 20 Mk (K¥ B L UBE) TR
W& ULz, & IAN B O 78~ 836 [ K 5 MRk Kt B
AM-833 & MIC,oi2, £KH9IC NFLX (2314 5 7,
OFLX X CPFX & ) k& » 17, LD L MIC, TA
5 &, AM-833fti i3 OFLX 21313 % L ¢, S
puctemoniac (=0t L T OFLX & CPFX (2, E. coli, S.
marcescens, P. aeruginosa FiZ 8T CPFX 245
123 &7y, AM-833 13 537 % MRSA (20 L Tid,
OFLX & CPFX iciivWHiE 2R L 25, GM mttE
P. aeruginosa 65 ¥kiZ 13 OFLX & RIFSEDHE T,
CPFX*® NFLX &t W4 -7, $7240% D C. tra-
chomatis |23t L Ti3, NFLX L 8{Zi& i #
TnL7:hY, OFLX o 1/4, CPFX D 1/2 il TH
-7z, AM-833 #8711z NFLX & 0 #F-Fdh - 7z,

AR OFHIZ, RABRENREO»-FZ L0540,
EFDHEEHNMEAMBHICH DL, 27 AIZBIT 5 S
aureus 3 £ Uf P. aeruginosa NDEBRNI L F &G L,
AM-83313 £ MIC »#*OFLX 2 CPFX &£ N kK& w
DIz b b T, EDoftlid iz /hE WIFEH EH 5
2. FoE—BOERE IENCHIT TR T 5 L&,
OFLX % CPFX Ti2 1 [m#& 58 & ) EDs ftin k% (
% bhY, AM-833 TIdMHIZIZHL v ED %R L
2o TNHDEIFY AM-833 D KNI RIZ, ERD
oMb s BRI L 2L s BRI,

AM-833 4 MIC # P. aeruginosa |- 4 Be[H4EH
EHBE, NACEES, =L ERSEHTH D,
TN TN R A A 0 T, AM-
833 DIEVREIER LV EERICHB O L,

L9 120 AM-833 DRI £ D EVHMITIC X3
LM AEVEIcH 5, Hela Mg~ R4 5tRH it £ 8
i3, BEFF D new quinolone @ 9 Lk L MIEEMEHE
OFLX £t D 55w, £ i3 AM-833 0 &4 kg o
topoisomerase I = & 4 2 [l % 4 | 5, i »
quinolone £ N W Lick LN THAH, LiL
Baobd g7z FRMEFEMIE, IMR 32 oMkt
5 ug/ml THHFEEE LN T, 5 ug/ml Bz AM-
B3 HREMHPICHAITT B L ) R EHEREF L X
v,

AM-833 & =7 ZHEHEM ¢ & D FINIRH - BEE
MBI T, S aureus H E. coli DAL, 1/8 MIC
D AM-833 DI{FT T, FHRIFEFLERELN L BB
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wbanr,

AM-833 (3 KN YW 1 1L 72 new quinolone %
D, PR RN A T & ) BBy i 4
e 1L, BRI AT R b sl 2 b
tFEZ LA,

2. WRIDL - or A - ACHE - PR

wey 1N 1 BR
BRI B RT3 Mkt

AM-833 DHEL E MR

AM-83313 4 F 369D A5 MMM A TH Y, #
QU4CHMu Y 5, MG E (25°C) 145.03,
865 THN, KNTIITIEA WA+ & LTHH
T2, K~DHEME (25C) 13 43 mg/100 ml TH 5
p% b R (37°C) ~i3 320 mg/100 ml FEREAMEL ,
BRI TORP L~ 20 IS T 5, WMEE
BTHIE L 22 ReiR % (25°C) 134+ 2% 7—n/pH 7.2
) CERBREER T4, ZuokiLa/pHT72)) v EE
WHRT3I2THN, b PMEAAFSEIZIHNI0%
Thb,

AM-833 Ak il FE B 5E i

AM-833 NEYBHEICBT 2K R 7LD
BRI, ARMIE G RIFFRRTATE ) Bioassay g% 5
I2 HPLC ki # L TRES N2 LN TH B,

AM-833 D i il

A BT EEAE A 100, 200, 400 mg % 7S By 4t
MARAT 2 &, #1.2~2.0 BRI %o 5 & i b ikIg
(Crax) 12 1.58, 2.46, 5.06 ug/mliZ:EL, MRAEICIZ
ITHBIL THMT 5, BERA D FEREL AM-833
200 mg %# AEFICRA, &5 \Vvi3HEH (k&b
THI=gnrn) LHERARAL 2B AUC 13 20 %
BRERLT 5,

BEEANE FEHEEH»AM-833 %200 H 5 i
300 mg # 1 B 1 ALELGERAL 2BomEFIBEIZZ
NENF25 4 ug/m £FTLERAL, #05, 08 ug/
ml ¥ TR TE39—2 28R L, B¥xRA%ZOMF
TSR (Th),) 8 ~ 9 BRI AR T,,49 10
B £ 1IZEIL TH 5,

BpEEEHH AM-833 % 100 mg HEIARMA L 72BEo
miEhimEL 7V TF=> 7)) T 7 2l (Cer)
60< ~ <90, 30< ~ <60, <30 ml/min T& 5 &, &1L
FID Craxld 9 1.44, 1.83, 1.89 ug/ml TH 1, AUC,
—oo(3#24.3, 49.7, 516 ug-h/ml TH N, T34
13.1, 20.1, 21.9 BRI & BHALE T ORREIZIG U THEM
DBIEN B LN D,

AUG. 1990

WhdE % AW LB Y H*AM - 833 200 mg % pro-
benecid 500 mg 4 1l (30 43 Hi, 12 B M4, 24 BEMI7L,
A6 W) AL 7 Bro i iM% % AM-833
200 mg BAL N IHRIBE D £ 4L & MY B &, Gl
2374 0,254 ug/ml~, AUC,—i3#)32.6% £ 44.7
ugh/ml~, T,,03#510.9 /-4, 150 s~ & AUC &
T LW TAT DM L e A i 0D,

AM 833 D4kt

WA - LEIF AT EE 0 AM-833 % 100 mg,
200 mg, 400 mg % WAL 7: RO R b 4 2 Lkl
11349 50, 100, 150 pg/ml TN, b iMIEILIT
24 Wiz /> THMT 5., 27, Wbl (0 -
205 3K 72~TT% A D, RILIZHBE N8
Eh pos L IR D E N LI TH DL, &
BWAKRRILT IV 3 — 7 L4770 & O 1 AR 18§ o0 bR b [B]UR
(0 > 48 BEM) 1249672 %h 6 60.3 %Iz ReReghsb
4 %, Probenecid f#f1HBES DR P EILA (0 - 48 B§M))
T IR ARFEEE D 672 %h 6 52.1 %Iz LT 5. 20
Ep b, AM-833 0k B L OPEtBRIF I3 RERIK A
BIZRAFTWAMEENDE LN EEFEZ LS, LT
Ho T, BWEMEOREIZG L TRPERE (0
72 M) I3ETFL, 60=Cer <90 T#418%, 30<
Cer <60 T#7389 %, Ccr<30 T#227%Th 5. K
Uz AR & 115 AM-833 D# 90 % i3 RELKTH Y,
K#WO LD LEEI1210 %RETH 5. & FDRPIC
ALNHHMMILT 4 F Lk (KRB ENHE N %
£iT5) p#¥5%E, N-AX2 Fik T h% L) »f
5% TH), FEIRBOICBELETH 5,

%, AM-833 200 mg * IEERA B FEBEELA
FICHRIRA L 720 P RUUE (0 — 72 B¥H) 134
32%ThHh s,

AM-833 Dtk 45

RA, VER, BIVIREPREIIMEPRENITITE
SFTHY, %K, Bk MK, BH, B, EMF,
HISEAR, B, LURSE, Rk, FTEA8, iRk
AR, TR TEEFRBHE T M D RE L RS,
FNLUEDRETHHT B,

B RNNDBITOH 2 4 R OEBRBEH (AM-
BBBLUTAFLENBRANFHEARNOET K
W) TAHBE, WM/ MR R R TH 50 %,
TAFNMERTHS % TH S, &b, N-A X2 Fkizd
BUHATL ev, F72, 70 F (BO#KS) T, k
ZACIRD M 35 & O/ 15 8 B He i3 49 20 % T B,

AM-833 DY E MER

AM-833 200 mg 1 H 2 RIORA Tl MmiE® T+ 7
() BE, BB TA74 ) o R#oOBHICHEL
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L,

EHRKRRIET L =7 2% Lol AM 833 0
EEBESE A S ORI A MU L, P EE % 8 20 Vo fICT
&4 % 7% norfloxacin  (NFLX) % ciprofloxacin
(CPFX) ETFHLE ) /&,

F72, AM-833ic & 3% y-7 1 / MKk (GABA) %
HEEEMEICNT 22T 04 FRIN KRB
DBEIZHANTA %, RIKEMEIL G 2 & Ao S
s,

LLE, AM-833 (382 DRI I 4L, AU & 51 Fic
<K, BRI REFC o0 L, KNI Holeny [
B, »ORMEBMLINZ & o XM s A4
5,

3. B IR
1) W #
Ji M

Ry KB B AR ZE

AM-833 HINEHHEIC 51T 2 — R B R B & Bl K
AR RBEEIC D>V THET 2,

1. —MERAR B

a. MBEEGABILIUCRSE FHL CREMBIZ
MOBITH - 1205, Z09H b 22 BH kS hn, 3184l
IZDWTRIAATb L, FRIREREYAE L 297 B, R
BERRAE A< 21 B Th - 72, BITTEE, 60 Ll LAs
49.7 % % &>, 5 EIZ KIS A 200~300 mg, kIR
SH1H1~2R, 7T~14HOEETH- 72,

b. BEERZER . £ DEEK EOFHERIL, 2 ERE
R T8 BFIH 91.8 %, M1 EKYAFE 162 B T3 79.6
% T, Ztucrt L Afig 50 B T3 90.0 % i Hxh o ik
RS N7z, MPIREFREE 297 Bl THOF R 84.8 %
EEDLDTLIVEREATH - 72, REEGE 21 # T3,
ZD 95.2 BICHROBEMEH TR L L, B kS5 ERIC
S BERENERZA LN L > 12, FREREBNA
I L BBERMENEL AL A, BELEFERR
Bl T3 ERER B L LD TRRFNEIEN L
TH o725, SHFEREE TIIMEORMICEL A L
DLhr o7z,

C. MIE¥HIMFE  HEBEMBREEIEHL 724D
I3 S. pneumoniae * & ¥ Streptococcus &,
Pseudomonas J& T, £ DML DV Tiz—#kiIZE b
TR RL N, 5% EBIEI Strepto BX°
Pseudomonas J& TF T 6.3 BicA b7z,

2. EEKAERETRAR

a NMREBBLURSE NREBIIEERE

YA E AR bR & T M ol & e T, AM-
833 1 H&E 200 mg 1MWml& 1 HE 300 mg 1z, of
MELTOFLX 111600 mg 3o 3 fts
L7 SHUE B MRS WA Tlememit 2 11y, I
e LT UMK &L 7,

KRB 138 W Th » 120, 9BIHMEL T
129 BlAERASI R DRI R & 70 0, M S 135 #, 41
M3 131 Blic it Atirb s, FRIE IR B
Mlradd LN o 1

b. BEREKZIR © AM 200 mg T3 45 H, &%)
415, A7%h 24 B TE DA/ %%12 62.2 %, AM 300 mg
BT 40 B, #E%) 36, A% 33 B TATRIAEIE 90.0
% OFLX B T3 44 Bk, FER S, Fxh 298 TED
BT 773 % T, x*RET, AM 300 mg #5582
AM 200 mg 5B HNT, FIEICT C R BHDS
Bonr, BREENORE TH, BEHTIZ, AM 300
mg #5812 AM 200 mg #5BHC N TEBALICT ¢
FAAS % - E/ALE To% dIDAMN

C. MWFHZHE | BEKMRIAGIC BT 2%
FREHR % R L 72, AM 200 mg B 26 B TiE, ik
17 B TZx DY LEIL 65.4 %, AM 300 mg B 23 B T
(T E1TH T73.9%, OFLX B 296 T2 226 T
759 % T, FDHERFIZIFM THENEIZIA LY
272,

d. RERG  BETELNREANTISH0TH
572 OFLX BETi3 46 B 2 6 (4.3 %) DRBFETH
S L, AM 200 mg B T3 47 Bl 4 ) (8.5
%), AM300mg BETiz 42HIh 46 (95%) T, ®
REETH- 172, HIEFRAONEIL, TR, HFwv, 7
T7IRILENDE) Fo ALK BREGD L HNDIZ
B, WEH, A, HESAIRERL i bEREK TH -
12,

B A O BREZEIC DWW T 121 Blic v T
AT b, OFLX B 436 b 11 61 (256 %) i &t
L. AM 200 mg & 42 T3 361, AM 300 mg &
DI6HFTIXIBIE, TNEFNTL%E 81 %T, it
R LA BICAMBETO L lE» B L L,
GOT, GPT % &M= BUN, Z7v7F=> D LR,
R ED ZEDEL LN TH - 12,

e. HHANM —EoE#¥ENL L TIHEHRSICLY
HE SN2 AARMIE, AM 300 mg B RERIL 854
%, AM 200 mg B Z 1113 62.2 % T, AFIC 300 mg
¥BE5BEH 200 mg 5B ¢, OFLX iz 2z
Eil2)r8: - S E AoF (AN
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2) WK

wom oE
g A LR B R

WIRBFIMIC S VT It E Clztrbiur: KBk
SRR, JHRRRAT LR, T A LR AR 0 1 At %
FEHTHT B,

1) AR AR

KRAEBY 409 Bt 397 B % MATRE R E L2, 209,
UTI 382l B ¥ic & 2B AOTHETH - 724 Bl
219 B TH 3,

BRHIZIZZ D1, EMIGTIIEMEL S,
60 LA EDIEBIA 64 %% isd T 7z, 1 HE Lt
200 mg A" EE DM, 300mg 720 % & L, 72
1 B 1 EH#5FIH 58 %,

HRME PR B AT 85 Bl T A AR WE T A
i3 95.3 %, F /o HMTERM R 62 Bz 1y 5 UTI
HE TIIPIEMULETH ), EREIZ80.6% TH-
2o ZOOHA, 1810100 mg #5601 T L HEHFIL
100%TH"), F7-7HES N 72MIE 64 BRIZT N TS
L7,

221 PR B R 298 BIC A B F AR HIE T,
A2 688%, 72 UTIHIENITHN: 216 B C
12731 % Th 725, THEBERIICALEE, 100
mgX 2 T658%, 200mgx 1 T 757 %, 300 mg ~ 1
T75.0 %, 200mg X 2 T73.9%Th -7z, MIEIHKER
(226584 804 % TH, ZOBET 7 LEME L
HEOMERICIZ L BD LD - 12,

WREETE - FEMEEMEIRE &, RISLIR%, RILA KO 14
FITi3, BIMLRRD 3G 1 BIDADEBHTH), H
A2 929 % THh - 72,

2) HERETHERAR

WM IRBEAME DI R, & T — T WIEH B % 5
%+ 1T, AM-833 7 200 mgx 1 (AM-200 ) & 300
mg~ 1 (AM-300 &) %, ofloxacin ? 200 mg X 3 (OF
-600 &) # M & L T, UTI ERhFFAM A IZ 6V ok
L7,

B 555 192 )b, AM-200 o> 50 #, AM-300
B 41 B, OF-600 BE 43 B % % U E DRI R
E L7z, INHDEFINDEERTICEEL T 3 BRI
AEEZZBDUr -1,

BRABMBEIT AM-200 8 T 74.1 %, AM-300 & T
80.5 %, OF-600 B£ T 76.7 % TH ), £ 12 ME I KFIL
AM-200 & T 67 #kth 80.6 %, AM-300 & T 53 £k
84.9 %, OF-600 BT 66 %k 87.9% &, I b 38

2 15 FH 41 % TH - 12,

AUG. 1980

I {378 A dbanZe -0 10, AM 300 BEIZ 3511 B IR
iz, AM 200H- 532080 LLTHMICT (RN
TVl

WA R S X L2 52 % THEES Lo
el 1o hS BIAKE fefih Y12 AM-200 £ £ F AM-
300 M TI2 1001, 48a 0 b Zede - DI 2 L, OF-600
BT 4B (7.7%) 1z, A EIZEnRa4 T
Hote (IP<005),

FINPEZBL T2 3B A &2 8T, —he
DM &5, BUAEYE KR EUSE L2 14 5 AM-833 o #
HRg, 300mg 1 U L lhs@E H7 itz

3) ol AR AR

DX, BHTEIRME S AR E L 7 TRTINK
Wikl % 177 EREIZEM I ELLET, 53/
hpf UL L IRIR & 10°CFU/ml LU LD RBEIR 2 4i ¥ %
fEWE L, ABE-SESizib L2 L7, AM-
83312 1[1300mg % 1 H1M (AMBEE), HPMIES L
T ofloxacin 12 1 1] 200 mg # 1 8 3 [@ (OF 8),
WL S B 721k, UTI B mAERiCRE
> TEERZh R 2 HsE L 72,

e 5-fEH) 323 B, AM 8o 122 4, OF 8o 121
Bl % BRI ROBATRR & L1255, Zh 6 DERADK
REFCAL THBMIcAEEIZH o Nt h 12,

REAFII AMBTT95%, OF 887 77.7%Th
N, MBEI-AEELLED U720, Tk UTIE
BARIEHHICHE L 2B EIZL, WThoORERT
FEEZEHT, Wift: Li2AHAT—TLBREMZN
THMEDGHEFRAETL L T2,

MIE LRI AM B 196 ¥ T 832 %, OF B#n
196 $£ T3 86.7 % &, *ix ) miBFRlic HEZELEH T,
& L2 P aeruginosa DiFEFHRRENE T L —K
L Twrz,

BITER X AM 2% 157 #ith o) 6 1 (3.8 %), OF & 161
Bl 8B (5.0 %) 12a8H b, F7-REKKREBRE
12 AM B 137 6sh o 3% (2.2%), OF 2133 Fitho
561 (3.8%) 2L 720, wWENLHEERICAE
Bl hh o, BIELLEIZ BT %43 AM
HT933%, OFBT8I5%THY, T HABENE
)t AM BT 708, OF BET 699 +, W { mt
MICABEZD U712,

L DD S, AM-833 7 300 mg 1 A 1 B
513, WMEMEIR B RAMEE ) A HEIZ 35\~ T ofloxacin O
200 mg 1 H3MBEEFENHEARE DL EE2 L
nrz,

49) FEo

AM-833 (3 PRBE RRHE DB B v THH 70 EH
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THY, FT1H LIRS TREROH X 7 9> -l
FOMBLRT U H B b s, B4 RL,
BAMMERE B g0t L Ti3 100 mg 1 H 1 IR TH 4>
ThHY, FoBHEMIRMEYEE IS Y LTI 300 mg 1
H1EHEGA8™E &2 b,

3)  FhEL EOMEL REEEA R

32T S
i BT LA BTSN 1 AR

—a—-X /a0 RAPEA, AM-833 Ok R
WAL FERARFERIC 3517 2 BRI R~ B,
HREBMME&IE, 12885 L 02 OBMIKE TH S,

BERIEPNIIT5H T, 20 bERKTa > b o
—NAF s, BEFAL OB THEARRRE L7120
D,NREDHR L LIS L DRI E Lo 72 15 5EH % B
< 160 ) od ZRERRULAE I DT, BRAC HE CRE % AT
L7

HHHERNL 20~50 RO FIHEEI» S, 1 HIEY
HIZIZEAEH200~300mg THY, F722/3 DiEH)
A1 H1EEET, &) 1/3» 2 o ms5 s,
REMRIIIBEL L 2HBEAIZEAETH D,

BRIREER | 1 B#S5 8, #5085 ERKBE % It
87, AEEROKETIZ 200 mg 1 H 1 @55
95.7 % BN BENFEEZ KL, 100mg o0 2 Bk s5
T 66.7 % TEHBDH SNz, 72300 mg 1 Bl
T3 86.7 BNERERTH - 72, KMEL FERARTIE
#5RHC L B RELEREHLNLL VA, 1H 1M
BEFEFIOBD VU D TELIZRFLET S,

BREEJICAHE L LB 725, 8BIE 806 %, F%
i 84.3 %, BIE 75 % TER+EHT, Bl H&IZ B
WT LRSI L VW R TH - 72, FHERER
A5 3T QEEFICHT 2 AR OzhRIL 889
%BTRETH- 12,

NEMER O B | BALERE, B TIRE, BHERY
EDELEMEBIRITIE 80 B LL LR T, Fikiz L
WAHL PRI BH R S, FLAR % T3 100 %D T, &t 60
Bl A4 2 BHEIL 85.0 % Th - 72, MEFEIRIR
T3 S. aureus, CNS % ¥ 7' 7 LBHEEREIC A L T
12 875%, 77 LREMEARHE, BAMEICHL TEE
12100 %DBREHELIRL 72,

EMEEB O | BBk, B, BHRL, fé Y
Lo () 4, EIH EOREMRGICIZ 80 %Ll
DEMETH ), ETRE, CREFRE, Bty
e EOVEHZIZ 75 %, B, B ZREEDVIEFC
13714 %OEF T, &K T8HIR626], 795%NDH
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Wk R, MRS LS, anrens TT.8%, CNS
92.3 %, 8oy MRSA (213 87.5 % hn kL 1,

Pt AL G 1 g 80 %, IR B 52,
2OV ) IRES, BT R, FLIRA A KIS iE & LS
100 %DATRNACTH Y, KT 22 #1120 1, 90.9 %
AR % 2, MNP 77T LR, AT
IZRFL 100 %ok 7R L 72,

PLEARII RGBSR T2 1 1 200 mg ) 1 I
TR 72 G % 1 L, MRSA 234 7 7 LM YEER
W, 777 LBEMEAAN, RAMERRER AL, R
[N GATE Yo (A

4) L muneRt, BRAY, Rt - CRESR R

B O B K
it B it VKBRS E bR

H AR 6 B8, HREL 4 #R8, ekl - OAESREES
B8, 15 B TiTh L BHIRMEIC AT 5 AM-
833 (fleroxacin) DEKRBEMEN F L HH BEL
720 3HBAYE TORIEGIEIS 258 B ThH - 7245, B
b K HERY 13 B 2 B~ 72 245 BliC D THT 217 -
2. FOFUEHINRIZH BoErEE} 135 41, B 51 B,
WA DEEAESIBITH -7z, EMITFTEL 13 %,
R 82 % T 20 & ~50 A NIEHIN Eh > 1o
B TIEBME 117 B, K 128BITH -7z,

1 Hi 5 a- &5 M8 ERI K E A5 &, 18 200
mg ¥ 557200 #1(81.6 %) L &b %<, kT 300 mg
%5 316 (12.7%), 400 mg 45 12 % (4.9 %) DIE
T, %50 TIE1 B 1 BHES 135 81(55.1 %), 2@
2 E S 1106 (449 %) THN, H5E L &S5 M
BOMAEHLETIZ1H200 mg 1 HBEH5DERT
126 B TR £ o7z, bR SEHRTIZ T AMKZS
DL L BVIRE R R 72, SHBSIOFME (¥
S+ AR/ AERE) ZRDEY) TH - 72,

(H 8wl Heb445/60 (75%), &l &RkE425/
31 (80.6%), "HMEIR46/6 (100%), W Bk 426/30
(86.7 %), SH 4 7/7(100 %), FHFI% 1/1(100 %)
TH, LEEHTIZ 110/135 (815 %) DAERMETH -
72,

(AREH) HEBG % - ZKIME6/7 (85.7%), RHE4:8/12
(66.7%), #EME4%4/4 (100%), BRAMRAR17/18 (94.4
%), % 5/5 (100 %), MAEEES5/5 (100%) T,
S5EH) T 45/51 (88.2%) TH -7z,

(et ORESMEL) oA 22 20/25 (80 %), MR
B 4% 15/18 (83.3 %), AK 15/16 (93.8 %) TH N,
SEH) T3 50/59 (84.7 %) OB TH - 72,
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3 B R A0 A s WA 3 BRI W Tl A
77 LM MERE T3 Streptococcus o) —-fiz B b
HARRACN L DD » 125, T KBRS L e
DBV A L L, LB 7T L MYER (s
MEYe) o) H AR B LS H MK EY 84.3 %, IRAT 85
Yoo BFE - DAL 100 Y TH 12, 7T LI iR
S L BB D A B S LT o ps, 1 aer
wginosa THRMAEHCT0 it hi3, H. influenzae, B.
catarvhalis % ¥ & ODHLD 7 7 LBEMEM 12 3~ T ).
LTHY, 77 LKMM (MBEYE) &L ToBML
BT 925% Th 7, L HMAM NI HRBRE L
100 %O &AL % AL 72,

1 BEGRANERRER T2, Bl E Lic 1
200 mg K 5-B1H% { 300 mg £ 5B & o KB HH
THHH,200mg 5T 1 H 1BESL L 1H2[M
FEEG L DEREIZE LICH 8 % THY, 1 H 200
mg ¥ 1 BBETHES L EIELRELBLLNE
Zontz, Ubkhn, FREKRN=2—% /o Kl
HLAE2»D1ES T, REHsVizENLUED
AR LN L EICRE B D EHEZ L,

5) &EItEA

ok ®
A A B A A A K

AM-833 D EIERIC DWW TLE S5 ML n o
BENE EHELRET S,

AT X RAE BB 1,182 B THEIVEH 0 RIH 12 53
B(4.5 %) ThH - 72, BEIDOREBAIL, WNEH 7.6 % (26/
340), wR2EFE4.4 %(18/409), H BoEMEF}0.7 % (1/
137), KM%t 1.1% (1/90), skt OfEstst 7.2 % (5/
69), BB%}3.8% (2/52) T, #EE (0/63) & URER
AR (0/22) TRRBEDH LN LH 12, FEFIE S L)
3T 2T TH - 12, EFOHRNIZ, BiidiFEE
Thoreht, FEFIBMEII%, WEST%TH,
THICRRe B - 12, KIS WD 40~59 &I I D
BBl oo, BWEROMBMIIPRMEER (HF v, T
iR, BEFZL &) » 2160 (1.8%), HibfEdk (HEdM,
HESR, WEH7e &) A 2261(19%), TLv AX—fEK(R
B r) H66) (05%), T4l (03%) TH-
72, BIVEROORIEIZ, $RE,BETH), EEND
DIF e -1z, EH L DREBRIE, $95 ) LLED
281 TH-7, 1 BRS5EEOBETIE 100 mgX 2,
200 mgx 1, 300 mgXx 1 TIIRBFEIZ4BLUTTH
N, 150 mgx 2, 200mgXx 2 T3 6 %LU LETH -7z,
1B#S58E 1 BRSEBICETEEYZIT L EEZ
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AL REI BB 2 3 1 F T4 BO %h i Bl
L2z,

B IR A fif o) MM A3, RA Y & I 836 B 12
W (1.4%) 8 e b, GOT, GPT e M L
Yl 6 W, uireekim E# 2 H, BUN, 7v 7%=
HBID AW TH -1, B EDRRBIERIL “H 27
LLE e OB TH -1 SHPOREE % 1
Lotz 19¥h - 7: 0 G EdBICE D
) O REA S &, 1 Hi G i E o BtE
T, W CixZevhs, B R E ) ins, 1 R8L
A 12,

Lot n, AM B ofbn =2 —% /o #
LML T, MM R, b4 AR W RIS
Lo kL7

4. I

Al B M B
IRTER B K080 25 4 41

1. HEh

1) AM-833137 7 LR B L U7 7 LREE
IZWRILVHLE A7 F L2 4 L, MRSA X GM #f#
KRR AL CLB BN ERL 7

2) 2 ALBRLPTIIEKND EDg Iz E K<,
OFLX, CPFX o MICHtin 3 ¢ TvT 4 EDs,
BTz WEH A & 1L OFLX, CPFX & RIRED
TnLNENIBEHED LN,

FThbbin vitro W L in vivo DEKHEN TV
L0, ARDOEHRTH D,

3) 7 AMRRILETIR, ] BESENLNPLTL
EDsftin’Zb 6§, 1 H 1 BHES THED L EHHBS
nr,

2 BRI - A - AR - BEdt

1) HILEH & DRIAL B T, HREFIICEY
MAEPBELRL, mp 34 10 B & BEFOR
FEA AR &Y - 72,

2) UEHR, MM, bk TR A
B & ORISR &~ C AT L 72,

3) BRI 72 BER F TiC AER S o HEE X UL
312,

4) BB LITTREDHBII L, 12,

3 EYHEIER

1) =72 BIT2ERT oL FHEEsEmA L
DHFRIC & 2 EBEARIEFIE, OFLX * [GIf2RE THE
BBV LDTH - 72,

2) BRI TAH 74 ) onhBEICRELE L
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B =R T VAN

3) AFIOWIIC 5 LT3 HImR A O RB L b e
272,

4. BEARHER

1) —RRRKRER

(ONN+17SVE

K G-HEH] 1,182 B, SEEiRTHEZ 1,120 Blic 511 2
AxhEIZ, 812%TH 12,

#2091 B RO SR 13 - 33 & TR 85.3 Y6, BRI
e Tl 76.3 o, PEHEBUREE Tl 85.0 %, %4
{LERMEEE B T3 795 %, A FHRRBURAE T3 90.9
%, H BEHRBURYYE T3 78.9 Y%, HREFEBUELSE T
13 88.2 Yo, BiFHO AR UBURUE T3 84.7 % Th -
A

1 Bf5 & - 85 [ KO0 R K R R 13 200 mg (5
1), 200mg (%32) TH~81.3%, 81.7%, 300 mg
(1), 300mg (4r2) TIZH=824%, 84.0%THh
SR AN

@ ME¥HMR

BRI L 2 I AR LR T 826 %, 7 T 4
BHE, 77 LR T&280.7%, 83.0%Th- 12,
BRI, S aureus (86.5%), CNS (84.3
%), S. pneumoniae (56.5 %), B. catarrhalis (100
%), H. influenzae (98.1%), E. coli (95.7%), P.
aeruginosa (48.6 %) FTh -1,

® BIEH

BIfERIZ 1,182 v 53 B (4.5 %) IcA b, HiX
MEEK21H8 18%), 7L ¥ —fEIK 6 6 (05
%), THILBHEK 228 (19%) »ELLDOTH -1z,

1 B 5 & -5 b5 aIfEHE EBLEIL, 200 mg (5
1), 200mg (4r2) 13%%23%, 3.8%, 300mg (5
1), 300mg (4r2) 12 %%34%, 68%T 1NN
A RBUREI KD - 72,

@ EERREBRE

BR KRR 2 % 13 836 Bl 12 1] (1.4 %), 15 iz A
L, EXL0IIHEEERMS 24, GOT LA 24,
GPT LA 38 LU BUN LR AHKTH 72,

2)  BWAID B kR

(D DR B e gy

ML Y & AR E L TARD 111 200 mg (5
1) F 7243 300 mg (43 1) % 0K OFLX 1 H 600 mg
(93 3) & Ithehril Uze, BIRIAZD W i3 A f) 200 mg £
T 62.2 %, 300 mg 1 90.0 %, OFLX I} 77.3 % TAH
7 200 mg M & 300 mg MO TATF 5 hiled b 1L, 4]
N3 % 2262.2 %, 85.4 %, 75.6 % Tlalkkiz 200 mg £
& 300 mg Y & DN ATEAHRED S 0, AR DB
JAEIZ 1 H 101300 mg #&¢/jHsBME Kz bl

@ IRV ARG

T DR B TR 2 PR & L TARIO 1 H 200 mg
(4r1) 7212 300 mg (57 1) % x4 3%K OFLX 1 H 600
mg (433) & HEMRE L7, RAERKREIEIZ 200 mg
BT 74.0%, 300 mg T805%, OFLX #76.7 % T3
BRICHTZIED LN H - 1257 300 mg BEDH X
AL E L, - HMEENNRIZE280.6 %, 849
%, 87.9 % T 300 mg BH200mg L N LE L AR
KHEE 1 B 16300 mg #&GH%LEFz o0,

3) EREKRIE AR

O IREEREIYAE

PN IR B R HE 2 PR & L TAAIH 1 H 300 mg
(4r1) #xBIEOFLX 1 H600mg (4 3) & H#Ek
At L 72, A ERERN#I2 AM-833 B 79.5 %, OFLX &
77.7 %, MBI FHI2R12 AM-833 B£ 83.2 %, OFLX B
86.7 %, BIVEMIZ AM-833 £ 3.8%, OFLX B 5.0 %,
R RE 12 AM-833 B 2.2 %, OFLX 838 %
T, WTNOEHICEWTL 2 HMICHBTZIIZED L
n¥, A#IE OFLX Li3IZRISOF BRI REZ N
72,

@ MR 2RRRYE

DR 25 R HE 2 MR & L 72 AR 1 H 300 mg (%
1) &xtB@3 OFLX 1 H 600 mg (5 3) s
13, BUGEEKPTH 5,

LI bR AM-833 (3 S ABURREEICX L, 1 H
1 &G TRy R IE LN, BROOFGRAEDE W
R THHLEEZ LN,



