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6. BiERUHE

2. 2R (ROFJBHEICIHESLBEVT L)
KADOEFILTIMDOT I 7)) 3y RRFUEME R TN
b T2 I UiBBHEDBLERED & 5 &

3. #ER% - MR
3.1 #HR%
1EhOEEE
V2 AL AV Z A P2AV R A &2
e e g
5HE10mg [F] | 34%40mg [F] | 3:4%E60mg [F]
HiF
ImLH 10mg | ImLA 40mg | 1.5mLA# 60mg
BHES | 7Yy~ A
O R (1) (1) (1)
RYIWVT
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BUA ypyos| OOmE | OSme | O.TomE
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4. PEEXIFFR

GERERE)
FUOIRAVVICEREDT RONRER. XKIBE. JLITYIS
B. IvFanNgI—gE. ESF7RE. YOF7YRE. ELAR
S EILH=Z—., OEFVIY7RE. FEE
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5. $HEX (FHNRICEHET BiE=

(hER)
[HMAEMEEEEHAOFS &) Y 23B L. HEERSOLE
2T L7z BTy AR OBEAHE &l SN B BEICRET
5T &,

BE. RATIRST Yy v 1S UREEE LCIH3mg (Hif) /kg
E3EICSE LTINS & 2 ST 5. MET25E
it 1H5mg (Jifff) /kgZMREEE Ly 3~4EIC 38 L THET 5.
INRTIE, 1[E2.0~2.5mg (H) /kg# 1 H2~ 3EAHAPES
71 EHEHET 5o

FURIHEIC BV TIE30%) ~ 28D 1 THAT 5.

nB. E. ERIC LD EERET 5.

7. BERURABICRSET 5538
7.1 BREREEE TR, MFREDLEMAEE L, o
W RIS L T SRENE B E A S 5 bND
BEINAHHDT, BREREEICS T, RO &S ZHER
LOBERECRSHELEST 2L, [83, 85, 9.2 2]
7.1.1 B5HREREGT 3755

EEES (M2 L7 F= 28 (mg/dL) x8] BREICRS
T3,
7.1.2 1O SEERNT 2754
DEGERRERS L, DROEFRGERESIES LT
Vi (mg/dL) Th L7z FiR % SERMEICIE T 5.
7.2 A1 BEASmg (Hff) /kg® R LHa, BIERAO
HBEH <=0, BROUENED 5N BT, EP 7K
BT L,

8. EELEANEE

8.1 KENDFEHICH 72> Tld. MHEREOFKEEZ <20, JRAI
EUTREZEEER L. BROBE LA E L R/NRO IR 0
Hickkwsrzk,

82AKAFN KB av sy, PTF T4 I57F v —DOFREZHEIITH
TELHENLZVOT, ROFEBEZ LS &, [11.1.1 ]

8.2.1 HilICBIREREZF I OW T+ RMBEITH> T L. B, It
EYESICE AT ULF—RIINTHERT A &,

822 HEICEL TR, BT Ya vy rEIINT s2HELBOEN
H¥afEE L TBL &,

823 XGPSR ERTHRET, BEZREODREBIRL
¥, +onBEs Lo R, BEHBEZIITEREE
BIHIE,

8.3 K&®. HIE., HEZOESMUREESHSDONDEII LD H D
OTHEIRET A L, FICBHRERERSE, BhE. B
MF%E5BREROREBREGEREETCRMPBEI B ZDPT
< BIIREOBRES LV KREL 20T, BIRELEH
THIENLEZ LW, 737 3y FREME ORI EE
. BRABEICHE VERAEEANLERT 50T, BEORH
FKEOOIZ, BHREORSENKTH 58kHZz TOMENE
HATH5. [7.1. 84, 9.1.1. 9.2, 9.8.1. 11.1.3. 13.1 BHg]

8.4 AMBREZDEELERESHSDLDNEZENHBD T,
EHNICREZERT 2R EBEE2 91752 &, [8.3.
8.5, 9.8.1. 11.1.2 &H&]
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85 HEHMMIIMABEEZE=Y YV ITTHIENEELL,
Rio, BERERE. BRHEGER, FER, ShE. &Y
HREEERUCKREREGEEEFTROTRENEG<LDPTV
DT, FEIT ST &, [7.10 84, 9.2, 9.7.2, 9.8.1 ]

9. WBENEREZTIHEBICHT IR

9.1 SIHIE - BEREEDHZEE

9.1.1 AAXIFZDMiEN 7=/ 2V DY RRIEMEIC KL D&

X ZDthDHEEDH B EE
RS RIIEET 287 hAH 5, [8.3.

9.1.2 EEMHBEIEDESE
MR EWRER A D 5,

9.1.3 ROENDABREENGIERORBEDESE., 2HRED

BEVEE
BEZTDTHI2E. E¥IVKRZIERSHS5DbNBZ &
BHb.

9.2 BikgEEEEE
BEBZET 5P, BEBBEZH T UERAT A&, BWnih
BENFER L. BERESET2EZNVHO. £, HE8fim
REESORWEAP RS bobNEBENFH 5. [7.1. 8.3,
8.5 2H]

9.3 FFikpEEEEE
FREZBELSEE2BEFNDDH 5,
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(EVEY M) THEMFIHEERROBERI A 5Nz L O#E
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9.6 HELE
BELOARERUCBIAREOAREEZEE L. ZALOMEX
WEHIEZHRETT 52 & BARABITT A EpHESATL
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9.7.1 /NREZNF L LB ROREMEZIBE L UK
BRIZSEHE L T WL,

(BEHEFER. FER

972 LA B IHRET A BESICIREGHREERET 542 L HEHE
5952 L, MEERERPHER TIEXBOHFENKRRT
HAHH, BUMPRENVPERHEFRILA2BENIGH 5. £
Too RENIHRMFE LTARY LT LI=L2ZEELTED.,
SAEICBVLT, BHREEFRERAOXRY VL7 ILI—)LOEIRN
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BERSHBE L EOWENH S, (8.5 2]
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9.8.1 KAlZEL LTEREA, OHRt SN 20, BlE TIXEHEE
PERLTWAZ ENFZVEZD, BLITBELSFRT 287
B, HEIMMREE, BRESOREHFSSbLNPT
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13. BERS

13.1 fEIR

BEE. EERE. fERE. MEMENER. FIERKED H
bbb E&ENH5, [8.3 2]

13.2 @

MPBENTEIC K 2R OREEITS . HIEFERER. FEIRER
B LTIEaY YT AT 5 —FHEA. AL L8H O
XS HRAIRETR A 21T 5 o

14. BREDER

14.1 EZFIFASAESOER
ANRNYYFRUTLERET D E, RAOFERET 2RI O
T TRENFIRETRET S &

14.2 ZFERSEOFR

(REERE)

14.2.1 2 ICHEESLaVnT &,

(BARRESD

14.2.2 #li - HBEENOHXEBZHIT SO TORITERT S
Z&

s F—EMNANDRKEFGF IR HRLfTbRVWI &, F2. KH
AEARER, FAER. AR, SR, NRICERICERT S &,
CHIRETIMN BT A X OFERT S &, BB EER 2R
ALEE, MRICHI-7zEBbhs L REUEZHRA
BEE. BB ERE. UEEZATEHNTH &,
cFHBONFEBROE, MBEOWRSZNVW EZEIDT
EHT B &,

CEEERT LN HHOT. BHERIIFEFE I,

15. ZOfh0ER

15.1 BRFREERICE D 158

15.1.1 7 T VB CHBELIE U 7z ik = KBE S W BFICT
I/ 7 av RREMEZRET S L. BRERKIIPPDS
I MREADENER, FIRRES D 5 b s I ENH S,

*15.1.2 FANITA & L CHRBIEZ SF L TW5, MEERET

FIEMEEE XD L HERBIEICHT 2 BBESZLEOO5NS
EDWMEND B

16. EENHE

16.1 MoEE

16.1.1 BEEEICEEO L WRABIYEREIC, 7'V ¥ <A Y Uh
EEESNR60mg (F11li) %SNS SUX30%7. 1RREKA U2
e R B U 7 & S O IMEHRIRE R OCEWFHE/ST X -5 1
TRIORLIZEBD TH -7z, HIRANESORFE%ICFEE1.09
pg/mL. rEEIEMG6 ~ 8K %1213 F190.68~1.45ug/
mLIZETR L7z,

BHEICRFEOLRVWENBRERFIC, 7oy~ A ¥ U HRRIEDE
Gho0mg (F1Ml) & A5 PNTES XX mMEE L 72 & & o IiEH
RERUENHRE ST X -5

3 Tmax Cmax tl/z AUC
BGE PR gy ugmy | (o | (g
HRAES | 4 054 | 509 | 249 | 2069
5 )
SURRRE | g 05° | 666 | 327 | 27.09
(30min)
o
SRRE | 10 | 579 | 314 | 19.66
(1hr)
R
i 5 2.0 517 | 433 | 2205

TR T R

16.1.2 EYFHIEIZFERER

(1) Fr9I974 Y UEREBIEESH&E10mg [F]
UL Y URBEETESE10mg [Fl &7 0% v Vikl0%,
JUAF—N—FEICKDFNZENImL (Fr ¥ <A > UHRRE
L LT10mg (Jiffi)) BERASFICHANZS L TIHEhR
ELAEEZREL. Bon-EYHEINS A —% (AUC,
Cuar) WD WTHREHRNT 21T > 124558 WAl 0 ALY 22 FESHHE
WHEER S N7z,

(ug/mL)
1

g& —e— VA4 Y VIR Omg [F)
;’; 06 o U R Y UELOD
i £
%ﬂi 0.4 mei2T2 LD
B
o .. L [T
0 1 2 3 4 5 6 7 8 (hr)
IRF [
Y X — 2 (NN
HEIST A= & SEINT A—R
AUCo-inf Crmax Trmax T2
(pg-hr/mL)| (pg/mL)| (hr) (hr)
WAy R OngF | 1.89+0.34 |0.67%0.15]0.58+0.19(2.06£0.27
2%l 1.90+0.34 10.66£0.10{0.65+0.17(2.00+0.34

(mean*S.D., n=12)
(2) U974y VRBIEEFTRAOME [F] RS VITAY
VIRERIEIEETR60mg [F]

TFUy AT URRBBEESK60mg [Fl &7 27 E60%.
TJURAF—=N=FIZEDFNZTN]L5mML (Fry~1 v Ukl
HE LT60mg (Jifii)) MEEEERA S FICHARAERS L CiliEH
REABEEZEE L. Bo6N-EYEE/85 2 —% (AUC,
Cuar) WD WTHREHRNT 21T > 124558 WA 0 LY 22 RS
MHEER S N7z,

(ug/mL)
4 -
m 3 . T
4 —e— P YA Y VRSO 0mg [F)
i o Y R Y LAEEO
s 2
it mean=*S.D.
3 I n=12
Bty T
o . 1
0 1 2 3 4 5 6 7 8 (hr)
IR [
Y X — 2 (NS
HEI ST A=K SEINTA—R
AUCo-int Chmax Tmax T
(pg-hr/mL)| (pg/mL)| (hr) (hr)
/Ay R RiG0ng ) | 10.22+1.8812.88£0.53]0.52%£0.07]2.32+0.59
7R Y EE0 9.54+1.97(2.88%£0.55|0.46+0.10|2.24£0.45

(mean*S.D., n=12)



16.3 31
16.3.1 K& - BT
(1) ERERPRE

THIRIMERE ST > ¥ < A ¥ URBBIERESTR80mg (/1) %

ARG L& &, 55 1BE%IC1.15~1.50 ug/mLO &S

B PREZR LY,

(2) BEtiRE

JBAOED > HHBEREICT V¥ <A ¥ U HRBEESH40mg

(Jiffi) ZFHANES L& &, BT hBEIRES305% ISR

EfE7.2 pg/mLXId#H 5 2R % I e iE5.0~ 6.4 1 g/mL &R

L7z%,

(3) BIPEE

BHEICT V7~ A ¥ VRBEERS®R80mg (Hfi) ZFHAMN

S L-E X, BAHBEERY—ZEOMHEEDK]/500HE

(0.157 pg/mL) TH -7z [9.6 2HE]

() AAORRE N ARESRIE. 1H3mg (Hifi) /kg#3
A8 R HAE. 1H5mg () /kegrMREE L3~
453 THbB.

16.3.2 MEZEBES
b MIEEAEARIIIOUg/ MLOEET3.4%TH > 72" (in
Vitro) o

16.4 {5
Ty M ROA XDRPIC
»otz",

16.5 HEtt

F Uy TA Y UHRBEREESR O EHRIER IR D HRE TS -

Too BEBRAICT V7 <A Y URRBERS R Img (511fi) /kg

ZHANES RO mmEmE (1R L O28EH) Lize &, &5

BAARORFR S £ CICAETMEE (1HR) ©83.0%. miEE (2

W) T85.7%. AIAMNIESTT6.5% A FRHICHE S 17z,

16.6 FIENERZEHIHEE
16.6.1 LR, $hIR. NRICHF V¥ <A ¥ UBREBETSE2.0 X 1%
2.5mg (ﬁ{ﬁ) /kg’a’:30%1 TR SRR Lz & 2 oliiEh

BERUCENFEEIST A —F I TFRIRLEZEBY TH o7z,

WTNOFREFICBNTYH, CraDFIHEIZS~10 1 g/mLIC

EL. BERTORMZICII2 ug/mLRHICET L2 10,

FEEEZ L OHEY SRR s Nk

NRIZT V<A T URBRIBESTIR 2 BER G Uiz & 2 03E)E)
RSFTRA—%
FEMHREIST A —%
Fe YT PP S
Mmﬁﬁ e EBRS o o
(min)
(ug/mL) (hr)
2.5mg =
30 (i) /kg LR 7.63 (4) | 1.84 (2)
2.5mg |
30 (i) /kg 5 9.94 (4) | 146 (4)
2.5mg i
30 () /ke NE 9.84 (4) | 1.85 (4)
2.0mg -
60 (1) /kg LR 5.28 (3) | 1.98 (3)
2.0mg
60 () /kg R 5.33 (2) | 1.39 (2)
2.0mg ER
60 (i) /kg NE 7.31 (2) | 1.35 (2)
2.5mg
60 (i) /kg R 7.56 (3) | 1.68 (2)
2.5mg N
60 (i) /kg N 8.58 (2) | 1.31 (1)
BIEHE AL )Ty Ak
() Wi

16.8 ZDith

16.8.1 MPEEE=IVU VT
TI)Z)aY RERMAEMEIC X 2EWEFAFEROBRMEI. &
SIMFEE (FANTESNER1I5~600 IXEEHTEKTE) 55
WIRRIMHIRE (REZSERIHE) PEEICEVEAICKE
K rEnbhTWwd, FU¥3A Y URBETREHEOSGE
& BEMFEEA12 ug/mLE L. REMAFEEA2 ug/mL
Db RSN D &, BREECESMEREEREO BRI
RELZBEnbiTna',
BHREmERE. BHAEMFER, HAER. BHE. RS
BENORERSEESTCRMPEENBLZDPLTVDOT,
FRCREIMPEE L REMFEEL2HE L. B5ECR5HE
BT HENEFT LW,
FlzZI1X, BEICBVWRSMFEESREDBEINTVLRIGEEIIH
58%HEL. BEICEVWREMPBEIEDESNTWSE
BRESHRE2EET 54 EREHFEOFHEEZITS.

18. ESHEIE

18.1 {EAER

FryA Y URBEE. MEOEAAREHEET S,

18.2 fiE{ER

FUH AT URBEOTEERIRENTH D K7 HER
ORFEE. TurvAE. ELHERT - BILA=—, FUETFT
7B T F 7. T RUBRERB. KEE. VLTV IIE.
IyFuny7y—RBICHEERZRTY 'Y (in vitro) .

19. BMHS IR T 2ELZHFR
—f Uy~ A Y UEBE (Gentamicin Sulfate)
L2t  rry~4 > ChiEE
(6R)-2-Amino-2,3,4,6-tetradeoxy-6-methylamino-
6-methyl- a -D-erythro-hexopyranosyl-(1—4)-
[3-deoxy-4-C-methyl-3-methylamino- 3 -L-
arabinopyranosyl-(1—6)]-2-deoxy-D-streptamine
sulfate
TFyEeA Yy ChiE
(6R)-2,6-Diamino-2,3,4,6-tetradeoxy-6-methyl- a -
D-erythro-hexopyranosyl-(1—4)-[3-deoxy-4-C-
methyl-3-methylamino- 8 -L-arabinopyranosyl-
(1—6)]-2-deoxy-D-streptamine sulfate
FyEeA Yy CulREEE
2,6-Diamino-2,3,4,6-tetradeoxy-a-D-erythro-
hexopyranosyl-(1—4)-[3-deoxy-4-C-methyl-3-
methylamino- 8 -L-arabinopyranosyl-(1—6)]-2-
deoxy-D-streptamine sulfate
CHE~REHEOMRTH S,
KD THEIT P T, T4/ =)L (99.5) IKiFLA
EBT 0,
R TH .

X

e Rz
H H
w
H
H.N O
OH H\?‘
H \H / NH:
NH.

oA v Ciliiiedi c R'=CH:s R*=
R A Y Gl - R'=CH; R’=NH,
R4 Y CuliiliEhi: R'=H  R*=NH,

Jiffitz. <A C (CuHsNSO; -
LLcogzER (Nifi) TR,

- xH>S04

NHCH;

477.60)



22. @

(FrI934 Y VRBIEFIHR10mg [FI)
ImLx107 > 7V

(FUI34 Y UREIEFE&RA0mg [F])
ImLx107 > 7V

(TFUIT4 Y URBIEFER60mg [F])
1.5mLx107 > 7L
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