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BRI P58 (ng/kg, p.o.) n AER%)
0.01 8 0
0.02 7 42.9

(S)-mAF N 0.03 8 62.5
0, 06 8 100
0.1 8 100
0.3 8 0
0.6 8 0

(R) - AF A 1.0 8 50.0
3.0 8 62.5
10.0 8 100

oo BEA L SERE &

7 A [fhomologous P C A JZ i1
EAEY FEMEHL, P CARISHIHIER 2538 L7z, ATRICH
ELEZENLEY NOEHOIEFREITIATES 2 A2, AFREHEK
T3 2MMINL7ZENLEY FHIBPO - BGG—1 g EIflifEZ# 0. 0
Sml L Lz,

7 A#%IZHUR & L Thenzylpenicilloyl bovine serum albumin (B
PO-+-BSA) 500u g#%&te1 %Evans BlueEPRAHEK 1 ml & %
IRAEE L TP CARIGE AR SEZ, D3 0% L, KiE
ZFEEL TR Lot E I Lic, ERBWIT—K (K916
h) R sE, RBEWE IR G0 2 FEMANCR O S Lo, 3Bk
FERER2ITRT,
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[#%2]
&2 7 Hfhomologous P C AR ST 358

kB ¥ 5-8 (ng/kg, p.o.) n AT 2R (%)

0.01 10 37.3

0. 02 8 46. 3

(S)-—z= AT 0. 03 9 56. 9
0.06 8 63. 4

0.1 8 58. 8

0.3 8 -3.1

L 1.0 8 13.6

—an AL

(R)-z 27 3.0 8 45. 8
10.0 8 59. 5

n: FHLUEERSHOR
#1ORBERENS, (S) — AT VKDY (R) — AT V33t

(CHERFO2HER 2R L, HEROCHFR L v ko7 (S) —=
ZFNARKN (R) —=ZFLDED, X, %% 0. 02 3mg/ke,
1. Omg/kgTHY, (S) —=ZXF /ML (R) —=ATI)LEVKA4
SfEMVEMZ R LT, £, £21277T P CARMGIHFRERTY
(S) —=RAT KD (R) —= AT /W HEERFHIN UGS & 40

Hil L7z ZORBRIZE T 2R KRIHERITH 7 0 %REE L HER S, £
D50% (T7ebbH, 35%) Ml 2&GETHERTLE, (S)
—T AT NE (R) —= A7V L0100 0OfFRL EBRVER 27~ L
oo TNHDZ LD, JEFRMERRETH S 2R 3RBEH OZENNRD
b, (S) —=ATAOHN (R) —ZATNLLVERLTNDZ &

want, 1 ([oo30] ~[0035])

b L2 LZ2ns, ki (S) —= AT /WIHRL e R (&
4) WZRTEHEBEETHY, £/ (S) — = A= LoRFWTH
A (1) @ (S) =XV PUFERE, (S) —= AT VL%
OIFVER 2732, ZHE RIS Tl O EWEAY T, @
FERR & L TR L, EESE L TRERNE LMK, M52
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EIXREETH T,

ZZTK (1) @ (S) =Y PUFEEROR~ ORRAHINEIZS
WT, ROTGIETHEG b ZRET LT,

(EERp 1)

X (1) @ (S) —eNUPUFHERE AR L, &3
RYMREZIMATH I LR, ME L, TG o ngalc
(3, TR LR, BEEoRBEZ A THOKE L, BAHn
AR, SIROGEERE, 50N EY A IR L TRUERG: L
I=o & DNTASHEBBAT IO MEIRITZER 31T L 01, % <IEHRY
XTI D dl T dd o 72,

(%3]
£3 (1) O (S) — U DU EE RO RGO P

i AL wmo NGB ATV
e 1 =7 BESS (BIRME)
bA I S B EERE (RIEH)
Bk RER 1 Zroudkads AR (RITHE
RALKSERE 2 rmredRAs AR (R
i Y TEbhr=trInr ABLESE (BB
£ 1 TERr MR (REM)
AH AR B T TEN AR
A AR R 2 AT LY EMEEHRY
7 VR Yo Ty Btk
7 VB 1 BT T NEEE R G
7 LR 2 xxI—nv TN BEE S EeR R
v LA R Yo mHFJ)—)V ihr)
v LA B 1 EegcTFov gt
DL —~ 5B 1 =H =AY ik
oo B 1 =F -t R
L (+) —BHEE L mp = R (R
[ERANE N 1 7RI RS
EEE L =x = B
L —#L.B 1 TR i EC
DL—U I8 1 oz =AY Ry
4—TE T INEEEE L =xs—n BRRY

a) ™A J—NEEEER, TE M= I AR THRELR,
b) =F ) —NEBEE, BFBF AN THE LT,
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LoxL7ens, (1) @ (S) —eXRYPUFERON B
ZOVIR VR K OV BB IR T W & LT bR
7. J ([o036] ~[0039])

[ (R EMERER)

RUBUANVKR U (S) —4— (44— [ (4—7Znmvr7=
=) (2=¥UIN) A FV] RV ] THE BB
Y ANVIR R (FEREE) 1 THRER)

RERE : (S) —4— (4— ([((4—Z7vun7=z=1) (
—EUUN) ARXY) BRY V) TH U RERBE (i
il 2 TR

R b A A %, 5 0 0 p mfia @i S 7z b O 2l
BtE Lic, BB 2T 7 A0y —LIZaBILTAR, 40C, 75
VIMEICTIRIEL, 15 HRICERV LT, BAEBEDERLKDT
Itk sd (R) —WKEFEZHEL T, RBRFGBROSHAEEL
bt L7z,

2

[#4]
#d  WEERR

BREE 3O (E)-saih Y Y AR B T EEHE
MR 1 H® RBREKNE 1A% =BEEGE 1AE
% % %o %o % %
HemEOEE 1.72 2. 65 0. 15 0. 16 1.20 1. 20
(R) &8 0. 87 1.15 0. 37 0. 39 0.37 0. 40

E HEmRE ETEE B&EBRE  RE ERER: FR RE
% 0. 45 0.18 0.05

F4 ORBFERNDS,  (S) —= 2T )VITHIRIC X 0 EEWE D
HIMABEFEIZRD B, Lvh (R) EEOEINIZEE AR 2
KT ENHALNITRoT=, LIZRn-> T, MEYLZEMIIARZE
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EEMmTHY, EHELE L TRYM&ERWEZHRRTE D L1
W, —J, NP AR R R OV BAERRIT, R
BRO (R) REOHELRBIMNIZRD 5T, wgttd v &
PHER ST, LI o T, T OITEFEMER & L COlE b
BREENEAET 2ILEMTH D,

PUlbokoiz, (S) —EXUIUFHEK (1) OB AL
R W K OV BAER L, Pl A Z 2 AR OHLT LV —IE
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ER L, E7mBbFRIENTCLENEZRT 2 D, EIHEMNE
LTHELIEMEZAET52b0THL, | ([0040] ~[004
8] )

A AIERFFFIE R OB EE

ERT OAREIBEOFEEIC JE, AR, BERO S BY
DELDTHDLZ EDRROLND,

— RIS AR ] CREBIR MO N e 0, RICAENEE, EA
FEERICHENELDZENHLNATND Z b, EIEMITITFEE TR
([ZHFE LV PR R AT 20BN H D & 2 A, RIFFEFREIIL, £
Ty MEFEFALE, & AX I a v 7 SEHHIVE B & Ohomologous
P C ARGCHIHIERERER T, (S) —=ZX7 A0 (R) ~—= AT VIV #EN
TIEMAE AT D 2 & h, MExIEED (S)ETH LA LEMIL, 4K
NTHE R I AEEROHT LAX—IEEOARKE L CERT 28N
HFRMEETHLZE2RELTEEVWI D TH D,

Fiz, EEML, ®ERWEZHERT D 2O b R EVEICERL
HEEATHIENLEEND LA, RUEFFFTFRINEL, Ml E A
(S) KTH LA EMORRA RN TEZ < Db DL, WIRMTH
57, WIEMHEORER Th T2, N8B A VAR B IIREME DD 2
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I L7k EmThL B R LT E NI DO TH D,
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D—FHNT7 = VI aF BT = VERAER L ; AITRFEEK
2~6 DESROT VXL U EIT A=V U EER L ; BIEK
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XTI K, T VIR T VR VERL T = = VA R T
TREINDEEY, KROZOEERNICHFE SN HmAME 1 (1
H)

b [(6) FERIE1FEHDAWE LT OERTHR SN LA
I EBRDR LT D e 22 I/, | (2H)
() TE¥EELORIHSE OFE
[ARFEIL, Bl e~ DURFgR, ZofETETCICEhE S
e 22 I ANCET S, | (2HETIM 2D 7~ 517)
(1) ek oE
[BUIfEE Clo, FEYEMEASY & LTHAZRERY U U FFERA <
AHEINTWS, EXUVVREAT L AZ I VAZRT 560
ELTIE, FBAE6 0—9496 2 BAHEURBHIEG6 1 —-19406
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85 RHmNDHD] (2HAETM TG 31T~4 TH 217)

(1) HEDRMRL LD LT 5588 o

(Ekpfie 2% I UFIDZ AXFHEARGRICIER L TR (IRR)

EHLTebTHOTHIN, ABEHE I, AR7RIEEENEZH T 288
RERY DUFERAE G T N SR ERIHER, AFEHOFHR
EARY UK, £ OEEMICTIR SN DMAAIED, ARy
FOMEE, FRICHRWILE 2 X I UAEEL O LA —{EEEZ AL, L
b FARARRAMHI R T D F A F— W X BIRK & R D R
BN L RWHL, KEWZEMTDICEST, | (2HA T4~
1 317)

() TRREZ MR 2720 DFB DI
a [ERBEHOFHE~Y O UaFERE, —i [1]

0

Arl\ T
r

[, Ar'KUAr 2, WTnh—TGne ) OLVETHY, i
D—FHNT7 = VI aF BT = VAR L AITRFEK
2~6 DESKROT VXL U EIT A=V U EER L ; BIEK
TAFENKE, v Rex A, KT ax gk T K, Bk
XTI, T VTR T VR VERL T = = VA R T
TRENDEY RO DOEEICHFEINLIBMINETH L, |
(2EATH 1 61T~3 HAE L T2H 717)

b TRICAEHOREANL MO Bl FIEHT 50, AFRHB L
DILEMZIRE SILD Z EMRNT LTI ETH R,

44— [(4— ([ (4—ZmuTd=z=L) (2—FEUINL) A FF]
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e

—1—ERVDN] THEUBEREOR B AVE B (3H
FETHR L O4T~4 Al 11T)

(BB OIAEY (1) IZBWTAT & A *BEAT HREITIAR
HIRFZETHY, SREMEERDFET D0, £OF%L2JRERGDREG
WONWT NS AFHICEEG SND, | (AHEAEML 3~1617)

M7z, AEWALEY [1] 12, EERBAEREEsZ L1tk
T, D, FAMICAZDRBAINEICT 52 LR TED, 208
A, WUREEOFE LT, FIXIXEKRER, BALKERER EDN
77 ACKFERRE ; Wik, REEE, U U R S OMEERAE ; FEEE, Vo
VA UEE, B FuaX g, 2-b Refdo a4 U, eErer
Be, ~a g, ansig ~LvA Ui, T, Ve Rk T
MR, o UlE, REERE, R, VUTFEE, AZ AR
fe, =X ANKUEE, RBAARVEE, p- LDy AR
Bg, 7 a~nFINVANT 7 I UM, 47 2B TR EOAKE
Wie ENET oS, | (BHEATM3~1617)

(ARSI B 2 IR DK R ZRALE T O T O FEHERER R A LA
TR,

fta#C

4— [(4— [ (4—Znvourxz=)) (2—FEUIN) AFF

V] —1-EeXU VL] TH R (Ehif] 4 TR

SEPRE R

AKX I a7 BEREER

B R AR LIORT, J (6 HA LM 747~4 THl 817)

TEAEMOE 112X, (EAYMCO Ing/kgR NS IZBIT S E A
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ZIvTay JRHMBIENRT00% Tho7e 2l LRSI TN D,

[ Hifs] 2

Fhitl 1 THELNZ3— (4— [((4—ZmrrT7==)1) (2—F
UUN) ARFY] —1 XU D] et r@gBe=Fil. 00
g (2. 483IVEN) &5 0EEY%KE(LT MY T LKERKRLm 1
ExH ) —/v8m 1 DREWIRIZIME S E72i%, 2RISR THAL
oo WNT, RINEAEWEWE T CRM L, MAEmchmLic®g, 7
oL ATHH Lz, ZaakLVAEd i U BEgEL, 3 —
(4= ([ (4—ZumrT==)L) (2—-EUIN) AFFI] —1—
EXY U] Tabed U0, 86 g (92%) BT,

Fehi 3

a) 4— [(4—Z7nmuo7=z=) (2—FEUINL) A LF)
EXYT 4. 98g (16, 453VFNL) D4 —TaET XY
N3, 85g (19. T4IVEN) 27 F35m IR
fif SWTt%, ZORBKICREA Y D2, 73g (19. 753
FV) HMAT, ARFNMBGEFHE Lz, - HEEL 2B EEam o
W4T FCEMEL, ko4 — (4— ((4—2uar7x=/)
(2—BUIN) ArFy] —1—EXUDL] TH BTG,
26¢g (91%) &7,

FE it 4

ERiFl 3 cEoN-4— (44— [((4A—rmuT7=1) (2—F
UI) ARFY] —1—-EXRVDL] THUBEFALEANT, E
M2 LRERDOSETA— (44— [((4—ZmrT7=2=01) (28
YD) ARFY) —1—ERYUDNL] THUREE,
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'"H—NMR (CDC 1)

§ (ppm) =1. 84~1. 98 (6H, b, m), 2. 58

(2H, t), 2. 73 (4H, b, m), 2. 92 (2H, b) ,

3. 68 (IH, m) , 7. 17~7. 22 (7H, m), 8. 51

(1H, m), 11. 31 (1H, b) | (8HLELMW2 0/7T~9H

£ B 517)

A H1AHROBE
RITRCT (1) g DFEMiF] 4 OFEHkIC v, B 12A8ICE, AMHEEwN
FEHSILTND E W) ZENTE D, £, AMGET () e KO f OFEHI
TR, AHEEMRhie 24 I UEREAT D LN ZENRTE B,
(3)  ARMFFFF OB B Y REOEAN F IO T
7 AT O
(7) WEFn6 241 0H 1 HREITO THFIFEE] Vol. 29, No. 1
0 (H3)

ER (BHRSLZRR) X2 o0 RM KR+ 582 -
TV, BEERICTE TS ARERLZ RV E O, g5 [RFEO L
IEWAEFFOL O, P RAEEE AR Sb 0 (T2 a2=2 }) §l
IEVEM RO ONH DL, TNz, EFELE L THNWDS & XTI
FZEIRELTTIERL, BWZh sz F o FA~—DhE 5Dz
EMHFELWEBZ NN, BURIFFZEAERTEIRELTHNS
NTW5b, - LL, &Jwin, EHEMSELTTEIKROBRFE - FHICEL
TP T NTONTE L, TOHRE LT, RIEDIFEDIHTEIN O
EA, LICmERK I v~ 7T 7 4 —IZB T X TNV T LD
RENCRY, HFRMEEROGEE - EROHEINNESR L, ZOMRE, Ak
¥ T VEIKS OARNENRE, FRICUEHHIR L TREERRICE LW ER S
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L2 EBHBNI RS ERDITF NS, 1 (203 9HEM 7T
~AHl 317)

)

P

a

FRICAELT O H 1 0 AEITO [T No. 6 [DEFREMAK
srEEl (R 2)

(1 FEMEDO T L AL —2a ) L) REDR

(R DREEAIAEY, B, I, ff, @E, FER 05
B CORFEME R Z | S 2 OFEEMENH T LITHRL TNDH Z LT
D ETHRV, HFEMEERD R ERIC L AHEMEZ £ o 72 < RIS
DWENEZNNETHD, T 2IET7NVE IO, LK (S)
I EWRH 508, DI (R) IQIEEWIZARL, WS LLND T
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D, TEIREEMICMH LD EBNEBRIEEEMS- 20X RIFK
Eipolz, BT, MEEBO—FNERLEDEEERTHE, b
—HORMENRIZE oo < TEWE RS RNET TR L, ARkt
R L CBaBlE -2 b e b TR, 7' IROEMIEERER 2
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(AR EAR Z WIS L TAT (BRE ) T25000F, EFE
D I T O T AMNEEME 2 MR L T HMRIZBNT, REFHLED
MeEMER O HE, BT TELIZEDOTERVEERETHD, =
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EIR D TH L AFEBIEC L0 MROEN RH I L, £hic
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BN E T HFELELAD R GIELE L TEHIA T
%, | (2E3IT~TF»H51T)

_27_



b

(2 AEMROABIEME] Lo REOH

(EIIL -7 2 VB VR D X R LR SN TEBY, 4
KNORBHCE ST HREE L X L VB Th D, BEED BRI
KEONFR RN R EL FETD01E, BERMUNAAAET 2K
BEZNEEGIC [YROZ L] L2 b ENTED, ARNT
EAEMETH O 2N 6RBIEO mWRIGE, BERIZE D [RAFZ2E0
SO ks b B X OND, AR (FER) EEE D
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6T, LIELIEZNODRFAEL L WITRATELS2bD L LTHR
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