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(57) Abstract: A carbapenem
compound represented by the
formula (I): (I’) (wherein the
symbols have the same meanings
as defined in the description); and
an antibacterial containing the
compound as the active ingredient.
The carbapenem compound has

(1)

administration. It is extremely useful in the prevention of and remedy for infectious diseases (especially microbism).

excellent  absorbability  through
the digestive tract after oral
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FXAFNVAFTANEZN) BV -3 -4 NVFF] —6—[ (1R)
—1-beROFYZFN] =1 —=AFNWANVNRY =2 —ZA—3 —ANRFY
L= N CH B |

& (17 ) . BOBETZ2ZLICLo THEHDHIZMHRARIRENT, %
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WBRRGIE TG - 15BAIIX. BRAHOFRICK > TERARERN CHFRT 3
CEICKDEBETHIENTED, MR UTE, BIZE. Tr 7o, K
. RERANVS DL, VBANVY D LAEDRERIIS,

WERRRGME TR - BRI, R L h s icfhoBdmmAIZ2EHE L TH L L.
BIZIEREEH (FZREFY 7y, 7SEPTL, AVEXRYAF)VED—X,
bkodFyroenrein—2, RV —E) | BREA (FIZIERF7Y
VBRYTRY UL FNVTE) . BER (FIZEANVRFOAFIVEIVD—R A
WOD A FNVIE) EPFELVEMAIE LTET LN, RS ZESLE
B, BEMEEHARAMOFERIZMRN, FIZIE. A7 eVALL SeAl kAl B
A, R4y 7EREORGICHEULRBCRAT 2 ickoT, O
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Omg/ keghBERE (FELZ1HEN1~10meg 'k ghERE) &1
Hl1~4EBEZOERST 5,

AFAOEEW (17 ) & FERRESNWTWBROKBEHAIVNIRE MMEA
MED DR KERT, BhEVEERZRATRET LI LHBTE S,

ey e (17 ) & MoWEEEYE. A2 EHEH (=Y UV,

/27N AY R, BT 7R ARY VEE) EERMEREC X 3250 RE
WOWBEFE (BHA. BERAL. HEAXSE) LOHBELTH L0,

ESiitdl

R RN %2 22 CARBHLEDOME S L OEE%RZ BARICHIET 3 5,
AFEPEZNSICL>TREIND HDTIERN,
SEhEfl 1

esnfIvEFyAF)NV (1R, 58, 68S) —2—[ (38, 58) —
(5=N, N=VUAFNWPIJANVRZNV—=1~-TFINWEFIAFNIFVH
WAR=)V) En) v —-3—-A4NWvFZ] -6~ [ (1R) —1—-vroFy=sF
W] =1 =RXFNWVHANWNNRY =2 - A—3—h)VRF¥L— ]

(1R, 58S, 6S) —2~[(3S, 5S) —=5—=N, N=YAXAF NP3
AvhRopyen)Pry—=3-4NVvFF] -6— [ (1R) —1—-kbkrpFrxF
W] =1 —=AFNWVANWNRY =2 =T A—3—hVEVBF I IA21.1 g%
N, N=IAF)WHFEIWNALAT7IRE nl &@LU, 5°Cl2T. T7FINEFIVAF
Vp—=baZ7x=)vhA—Rx—F 16.3 gZMz. BRICT 1 KFEBERLE,

HE. RINEZ 5CITWHU. ENXOAINWVAFIAFNI—F A R21.4 g%
Mz, BT 1 RFEERE. BRF)V 400 nl 202, 5%REK 400 nl i
THEE L KT IC TR L=,

WETHRzFNVEHEEL, BEZYVATFVAS LU NS 7 4—12C
BELU, BoNEEEYZEBEBR-F IV 40 nl KEMRELE. S5t/ Vv 7oEl
T—F)V 60 ml ZMZ. 1 REERE HLUEEEZ 2L, RELEY
19.7 g 2@ 7=,

IR (Nujol, cm): 3395, 1794, 1753, 1728, 1636
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H-NMR (CDC1,, Sppm): 0.94 (3H, t), 1.22 (9H, s), 1.26 (3H, d), 1.33
(3H, d), 1.65 (2H, m), 2.34 (2H, t), 1.7~2.8 (3H, m), 2.9~3.2 (6H),
3.1~3.9 (4H, m), 3.9~4.4 (3H, m), 4.71 (1H, m), 5.6~5.8 (2H, m),
5.89 (2H, ABq).
Efpl 2

l—xFN7RENVEFYANVRZNVEFIAF)V (1R, 5S, 6S) —
2—[ (38, 58S) = (5—=N, N=PAFNWPIJIANVE=Z)NV—-1—-4VT
FIONVFTFRIAFNAFTYANERZN) B YYP =3 -4 NVFF] —6—
[(1R) —1-evRroOFyzFIV] —1 —-AFIWAWNRY -2~ 5~ 3 —
HIVEXRY L — |

(1R, 58S, 6S) —2—[ (38, 58S) =5—=N, N=YAF)r3IJ
ANVR= o)y —3 -4 NVF4+] —6~— [ (1R) —1—-vkrkpFrzsF
W] =1 —=AFIWANWVNRY =2 -2 Lh—3—h)VAVEEF MY L 1.06 g%
N, N=VAFNWFENVALATZI R4l IZFEBL, 5°CICT, 1 VITFIINVTFYV
AFNWp—=bRT7 o) h—RRx— 813 ng ZMZ. BRIZT 1 REERL

. 7:,
“ O

BE. RIBHECICHHL., 1 —=FuToENFFSHINRZNEF A
FNA—F 4 K 1.42 g #MMA, FEICT 1 FEEEIRE, BERTF)V 50 nl 2
Z. 0% RIEKOH0 ml I TWH L. WAEHIC TR L &,

WHETEHBRZFNVEEEL, REZSVATNVASLAIZOR NS5 T7 4 =12
BRL, Boh=EEYZEEBRF IV 2.5 nl BB LE, B4V 7Ol
T—7)v 6.5 ml 2R, 1 RFEERE. WHLUEKRZAB L. RELEY
1.22 g 2187z
IR (Nujol, cm™'): 3395, 1759, 1724, 1651
'H-NMR (CDC1,, Sppm): 0.91 (6H, t), 1.17 (6H, d), 1.25 (3H, d), 1.33
(3H, d), 2.9~3.2 (6H), 3.1~3.9 (4H, m), 3.9~4.4 (3H, m), 4.5~4.8
(2H, m), 5.6~6.0 (4H, m).

K 3
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1—ZFNV7TBENVEFTANVRZNVEFSAFNV (1R, 58, 6S) —
2—[(3S, 58) —(5—=N, N=VAFWPIJAhNVRZ)V—-1—-TFY
WA RAFNEFIANRZN) ErYDY—3—A4NVF2F] —6— [ (1
R) —1-bROFIZFN] —1—RAFIWANWNRY =2 -2 h—3 —H)VK
F¥L—}h

(1R, 5S, 6S) —2—-[(3S, 58) =5—-N, N=YXAF )73
ANVR=ZER YOy =3 -4 NVFF] —6—[ (1R) —1—-bRpFPzF
W] —1—=RAFIWAWNRRY —2 -2 h—3—HNVRVBF I YAL1.06 g%
N, N=VRXAFNVFENWLAPZI RS nl IZEEL, 5°CI2C. 7FUNTFYRAF

NWp—=bOZ7z=)vhA—Rzx—F813 ng ZMZ. TEIZT 1 BEEHLE,

BE., RNz 5CIZWHL. 1~ F 70Nty AN RNVt F X
FNIA—F A4 R 1.47 g 2R, FEICT 1 HEERE. BRI 100 nl 2
MZ. 5%RIEAK 50 ml 12 THE L. MoK ERIC CTEBRL -, |

WETHBRIFNVEREREL, BEZSVATSVASAIOR NS 7 4 —12C
BEL, S5 EEEYEZFERIFIVE nl KBERELE, b/ V 7oL
—7)V 20 ml ZMZ. 1 REERER. HLUEKERZA28L, £E LAY 1.02
g2/,

IR (Nujol, cm?): 3400, 1761, 1722, 1651

'H-NMR (CDCIQ, Sppm): 0.92 (6H, t), 0.94 (3H, t), 1.26 (3H, d), 1.33
(3H, d), 1.63 (4H, qui), 2.34 (2H, t), 2.9~3.2 (6H), 3.1~3.9 (4H,
m), 3.9~4.4 (34, m), 4.5~4.8 (2H, m), 5.6~6.0 (4H, m).

Sefufsl 4

l—FN7oelFFRANA=VAEFAF)V (1R, 5SS, 6S) —
2—[(38, 5S) — (5=N, N=YXAFNVPI ) ANFRZ)—1—-70F
FENVAFYAFNAFYANVEZN) ERIP Y -3 -4 )VFZ] —6—
[(1R) —1—-tvRaF>zF)V] —1 —RAFIVAHIIIRY—2 —Th—3 —
ANWVERFT L — |

(1R, 5S, 6S) —2—[(3S, 58S) —5—=N, N=YAF)7)
ANVHR=Z)en)Pr—3—-A4NVvF4+] -6~ [ (1R) —1—-bRroFyxF
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W] =1 =RXAFWAIWNRY =2 —ZLh—3—AIVHAVBF MUY L1.06 g%
N, N=VXFNHENVAPI R4l iZEBL, 5°CIcT. FoEd=na+*y
AFNPp—Z bR 722 ) A—RRX—MT73 ng ZMA. [RIZT 1 KEREE#RL
2o
HE. RIBHEZ 5CICBRH L, 1 —=F V7ot XyhVRz)VdF X
FINIA—FA R 1.42 g &M, BEICT 1 BEBRE, BHRTF) 100 nl 2
MZ. 5%AIEAK 100 ml o TEHEE L. FAKEHICTHBREL =,
WETEHRzFNVEEEL, BREBE2VVATIVASLAZIOQAR NS 7 4 =2 T
BHELU, BoNnN=BEEMZHEBRTFIVL al KHEMRLE, Edic/V7oE)vT
—7)20 ml Z2MZ. FHHLUERKREEZ 20U, RELEW1.13 g 28,
IR (Nujol, cmt): 3395, 1761, 1717, 1653
'H-NMR (CDC1,, Sppm): 0.92 (6H, t), 1.14 (3H, t), 1.26 (3H, d), 1.33
(3H, d), 1.64 (4H, qui), 2.39 (2H, q), 2.9~3.2 (6H), 3.1~3.9 (4H,
m), 3.9~4.4 (3H, m), 4.6~4.8 (2H, m), 5.6~6.0 (4H, m).
EHEHI 5

11— (1—=F7aelVFFraVvi=Vt*xy) =5V (1R, 58,
6S) —2—[(3S, 5S) —(5—=N, N=VAFNWPI ) ANKR=I—1
—AVTFUNTFSAFNFFVAINRZ)N) ¥RYDY—3 -4 )VFF] —
6— [ (1R) —1-bREFYZFN] =1 —AFINWAHNNRY -2 —T A~
3—AhANHFTVL—}

(1R, 58, 6S) —2—[(3S, 58) =5—N, N=YURXRF)7PI)
ANVR=Z)enYOr—-3—-4NVF4+] —6— [ (1R) —1-bRpFyzF
W] =1 =AFIWHAIWNRY =2 —ZAh—3—ANWVKRVBF I IAL06 g%
N, N=PAXAFNWENVATZI F4allZEEL, b°ClcT. 1V 7TF I NVAFY
AFNWp—=ba7=2=)bA—h2x— 813 ng ZMZ. BRICT 1 KFREE®RL
=

BE. RIBEZ CIZHHL. 1— (1 —=F V7oVt FyhIVRo)vat
FV) TFNVIA—FA R 1.49 g &2MA. BRICT 1 KREERE, BFRoFL
100 ml ZM0Z. 5%RIEA 60 nl IZTEIF L. AT TERL =,
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WETHRIFNVEEERL, BERZS VAT NVASLIOR NS 7 4 —I2T
BREL. BN EBEEDZEBHERFIVE nl KBR L=, b/ V7o)
—F)V20 ml ZMZ. WHLUEMEEZ 2B L. RELEY 810 ng 2187,

IR (Nujol, cm™): 3395, 1755, 1728, 1651

'H-NMR (CDC1,, Sppm): 0.91 (6H, t), 1.18 (6H, d), 1.26 (3H, d), 1.33
(3H, d), 1.5~1.7 (4H, m), 1.58, 1.59 (3H, d), 2.9~3.2 (6H), 3.1~ .
3.9 (4H, m), 3.9~4.4 (3H, m), 4.5~4.8 (2H, m), 5.6~5.8 (2H, m),
6.86 (1H, q).

Kt 6

- (1l—=FpuroentFrhri=nyitxy) =) (1R, 58,
6S) —2—[(3S, 58) — (5—=N, N=YAFV7I ALKz —1
—TFINFFVRAFNVAIFRIANEZI)N) B0V -3 -4 )IVFF] — 6 —
[(1IR) —1—-bREFYZF)N] ~1 = RAF VAR =2 —Th—3 —
ANWKRFTY VU —h

(1R, 55, 6S) —2—[(3S, 5S) =5~N, N=YAFNVPI)
ANVRZpyen)Yr—-3—-4NVvF4+] —6—-— [ (1R) —1-brkpFvzF
W] =1 =AFNWAIWNRY -2 - AhA—3—ANWVEVBF NI YAL.06 g%
N, N=YAXAFNVEINALAPZI R4 nl ZEEHL, 5°CI2TC. 7FINWAEFTAF
Wp—=bR7z=)vA—FR—F 813 mg Z2INZ. BRIZT 1 KEEHRLE,

BE. RIBEZSCIZHAL. 1 - (1 —=FNV7peltFvhviovg
FV) ZFNI—FA K 1.49 g zMA, BRICT 1 KGEERE. BTV
100 ml ZiNZ. 5% &K 60 ml I THE L, EAEHICTEBRL =,

WETHRZFNVEEEL, BEZYV VAT NVAS L0 57 4—12C
BRELU. §oNEEEMZHERIFIVE nl KBERLE, S5/ V 7oL
—7I)V 20 ml ZMNZ. W UZMERE AE L, RELEY 650 mg 215 7=,
'H-NMR (CDCl;, Sppm): 0.91, 0.92 (6H, t), 0.94 (3H, t), 1.25 (3H, d),
1.33 (3H, d), 1.58 (3H, d), 2.34(2H, t), 2.9~3.2 (6H), 3.1~3.9 (4H,
m), 3.9~4.4 (3H, m), 4.5~4.8 (2H, m), 5.6~5.8 (2H, m), 6.86 (1H,
a).
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LR 7

1— (1—-=FNV7RENVTXRYANVRNVEFY) =F)V (1R, 58,
6S) —2—[(3S, 58) — (5=N, N=YAFN7I AVR=)V—1
—7REFZNIFVRAFNEFSANEZN) B YD —3 -V F 2] —
6— L[ (1R) —1-bkoF>zFNV] —1—-AFNVAVNRY =2 —Th—
3—HIVRFTL—}

(1R, 5S, 68S) —2—[ (88, 58) =5—=N, N=YRXAF)7P3I
HIVHRZpEnyYY -3 -4 NVF4] —6— [ (1R) —1-bRoFy=zF
W] =1 —=AFINWVAWNRY =2 - A—=3—HAIVERVEBFIM)IAL1.06 g%
N, N=YAFWHENVAPI F4 nl IZBBL, 5°ClcT. 7oA A FY
AFNWp—=bO07 == )bh—H%x— b 773 ng ZMZ. FiRIZT 1 KREHL
7o

BE. Rz 5CchHIL, 1— (1—xF NV 7nENVdFYhVRz)VF
£3) ZFNA—FA K149 g B, HEICT | BEEBRE, BRI
100 ml Z2h0Z. 5% &K 50 ml T T L. FAFERNIC TEBLE,

WETHR=2FIVEEEL, BEZVVATIVASLIOR N S5T7 4 —12C
BRLU. BBV EEHEBRZFIVE nl KBRLE, 5/ V 7o)
=) 20 ml ZMA. WH U28KE 2L, ZELSY 790 mg 25 7%,

IR (Nujol, cm'): 3395, 1759, 1728, 1651

'H-NMR (CDC1,, Sppm): 0.91 (6H, t), 1.14 (3H, d), 1.26 (3H, d), 1.33
(3H, d), 1.59, 1.60 (3H, d), 2.39 (2H, q), 2.9~3.2 (6H), 3.1~3.9
(4H, m), 3.9~4.4 (3H, m), 4.5~4.8 (2H, m), 5.6~5.8 (2H, m),
6.86(1H, q).

) 8

SIAANFYNFFTANVRENAFAFI (1R, 5S, 6S) —2—
[ (838, 58) = (5—=N, N=YRXFNVPIJANVRZN—-1—-4VTF
WAEFSAFNVEFYANVEZN) ey —3—4F4] —6— [ (1
R) —1-bFoaFyzF)V] —1—-AFIWANWNRY =2 - h—3 —h)UR
YU —»
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(1R, 58S, 68) —2—[(3S, 58S) =5—N, N=UXAFNWr3)
V= ey r—=3—-4NnFF] -6— [ (1R) —1—-tbRkpFixF
W] —1—=XFNWANWVNANRY—2 - A—3—ANVEKRVEBF NI IAL1.06 g%
N, N—&“X%)lzﬂ?)bA?ir F4mlic&EBL, 5°CICT. 41V TF V)T FY
AFNp—=bB7 =22 )b A—RRx—1 813 mg ZMA. FRICT | KRAEHRL
7z o

BE. KIGWZ 5°CIZHHA L, Y7 AFINEFVANVRINTFY AF))

- A—=FA F 1.48 g Z2MMA. ZiRICT 1 KEBHRE, BRIV 100 nl 2Nz

5% EIHAK 50 ml I THE U, FATERHICTHERIE L =,

WETHR-ZFIVEEEL, BERZY VAT IVASAIOR NS 7 4 —12T
WU, B5N B EEBT L5 al KSR LE, X514y 7Rl
—7)20 ml 2Nz, WHLUEBERZARL, RELAEW1.19 g 27 7=.
IR (Nujol, cm): 3395, 1796, 1751, 1728, 1638
'H-NMR (CDC1,, Oppm): 1.18 (6H, d), 1.0~2.1 (11H, m), 1.26 (3H, d),
1.33 (8H, d), 2.4~2.9 (2H, m), 2.9~3.2 (6H), 3.1~3.9 (4H, m), 3.9
~4.4 (34, m), 4.6~4.8 (2H, m), 5.6~6.0 (4H, m).
s 9

IONFINWTXFVRIWERZNFTFAFIN (1R, 5S, 6S) —2 —
[ (38, 58) — (6=N, N=YRAFWPIJANVRZ)NV~-1-TF))NVF
FYAFINAFIANAZN) B -3 -4 NVFF] —6—[ (1R) —
1—-eREFIPZFN] =1 —AFNWHVNIRY -2 -2 A—3 -hIVERFI L
—k

(1R, 5S, 6S) —2—[(3S, 58) —5—N, N=YAF)Vr7rI/
AHR=)pyeEn )P -3 -4 NWVFF] -6~ [ (1R) —1—-bRoF s
W] =1 —=AFIWAWVNIRY =2 —ZA—3—HIVRVEBFF) I L 1.06 g%
N, N=YAFWHEINLPI R4l IZBEEL, 5CI2T. 7FINFTFIAF
Np—=ba7z2)VA—FREx—1 813 mg Mz, BRI T 1EREERELE,
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BE, ISHEZ 5CITHH L. 7 0AFIINEXRTAINVBEINVEFT AF)
A—54 K 1.64 g 22, ERICT | KEBRE. BER=F)V 100 nl 2MZ.
5% A 50 ml T T L. FoKEMICTREL =,

WETHBIF VEER L. BEESUATIVASAIOT IS T 4 —i2C
BELU, 8oNnNEBEREMEHRTFIVE nl KBEMRLE, X5V 7OV
—7)WV20 ml ZMZ, W UZBEZ AL, RELEW1.10 ¢ 28/,

IR (Nujol, cm): 3400, 1760, 1715, 1653

'H-NMR (CDC1,, Sppm): 0.95 (3H, t), 1.1~2.2 (13H, m), 1.30 (3H, d),
1.34 (3H, d), 2.34 (2H, t), 2.5~2.9 (1H, m), 2.9~3.2 (6H), 3.1~3.9
(4H, m), 3.9~4.4 (34, m), 4.5~4.9 (2H, m), 5.6~5.9 (2H, m), 5.84,

--5.92 (2H, ABq).

EiEF 1 0

YIOARYFNVAFVANFINAFVAFLV (1R, 5SS, 6S) —2—
[ (38, 5S) — (6—=N, N=VUAXAFNWPI/)ANVRZNV—-1—-AVTFY
WAERYAFNVEFIHIVARZNV) ey -3 -4 VFA] —6— [ (1
R) —l1-tbFrpFyzF V] —1—AFNVANVNSRY =2 -2 h—3 —HIVR
¥ L —}

(1R, 55, 6S) —2—~[(3S, 5S) —5—N, N=-URXFNNPIJ
ANH=)pen Py —-3—-A4NVFF] —6—[ (1R) —1—-tbRoFyzF
W] =1 =AFNWANISRY =2 —ZA—3—HANVKRVEBF I AL 1.06 g%
N, N=VAXAFWENVLZI R4 nl IZEBL, 5°CIZT. AV TFIINFHY
AFNp—= b0 7 x)v—Rx— b 813 mg 2MMA. BRICT 1 KREERL
7Zo

BE. G2z 5°CChHL, Y70V FNFIFVANVRINVETFY AF )V
A—F4 K 1.45 g 2IMZ. BRI T | BEESRE, BTV 100 nl 20,
S%EIEAK 50 ml TP L. FKEMICTEZE L.

WMETHRZFIVEREEL. BBEZYV VAT IVASAIOR NS 74 —12C
BRLU. BoNEERMEHR-FIVS nl KEBRLE. DI/ V7O )LT
=720 nl 2%, WHUEBEKEZ AR L. REMLEW1.01 g 2/~
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'H-NMR (CDCl,, Sppm): 1.18 (6H, d), 1.0~2.1 (9H, m), 1.26 (3H, d),
1.33 (3H, d), 2.4~2.9 (2H, m), 2.9~3.2 (6H), 3.1~3.9 (4H, m), 3.9
~4.4 (3H, m), 4.6~4.8 (2H, m), 5.6~6.0 (4H, n).
Ehtag] 1 1

SIARYFINAEFRIANKNVEFIAFIV (1R, 5SS, 6S) —2—
[ (38, 5S) — (5—=N, N=DPAFNP7I/)ANKR=ZN—1-FFINF
XYAFNVAFYANVRZN) BOYP Y -3 -4 VFF] —6— [ (1R) —
-t FEFYIFN] =1 -AFNWAHVNRY =2 -2 L~ 3 —HIVRFVL
— b

(1R, 58S, 6S) —2—[(38S, 58) =5—N, N=YUXAFNL7P3 )
HNVRZenYYry—-3—-4VFF] —6—[ (1R) —1—-bRroFrzF
W] =1 —=RF VAR —2 - A—3—ANVRUVBEF M) YL 1.06 g%
N, N=VXFNWHENVLT7I F4nl TEHL, 5°CIZT. T7FIINFFVAF
Wp—=ba 7z A—REx— 813 mg ZMZ. BRICT 1 KEEBRLE,
HE, K62 5CIZHRHL, 70XV FIVAXFVANRINEFY AF))
A—%4 F 1.45 g ZMMZ. BRICT 1 KEERE, BER—F)V 100 nl 2INZ.
S% IR 50 ml 1T TP L. SRR I THIR L=,
WETHR-ZFNVEBEL, BEZ2V VAT NVASLAIORMN IS 74 —I12T
BEL, SoNEERDERBRIFIVE nl KBMRELE, ¥5iI24V 70T
=720 ml ZMZ, WHLUEBRZ AR L. RELCEGW0.95 g 2H %=,
'H-NMR (CDCl,, Sppm): 0.95 (3H, t), 1.1~2.2 (11H, m), 1.30 (3H, d),

- 1.34 (34, d), 2.34 (2H, t), 2.5~2.9 (1H, m), 2.9~3.2 (6H), 3.1~3.9

(4H, m), 3.9~4.4 (34, m), 4.5~4.9 (2H, m), 5.6~6.0 (44, m).
REH L ~1 1 THRONEAENOERERNZR 1 ICRT,

19
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CON(CHa),

N—CO,CH,0CO-R?

ET .
NO 2
1 | —CH,0COC(CH,), —CH,CH,CH,
2 | —CH,0CO0,CH(C,Hs), ~CH(CH,),
3 |—=CH,0C0,CH(C,H;), —CH,CH,CH,
4 | -CH,0C0,CH(C,H;), —CH,CH,
5 s
—CHOCO,CH(C,Hs)» ~CH(CH.),
6 GHs C
—CHOCO,CH(CyHs)s ~COH.CH,CH,
7 G C
—CHOCO,CH(C,Hs)» ~CH.CH,
8 —CH20002~<:> —CH(CHy),
9 _CHQOCOQ‘O —CH,CH,CH,
10 ——CHQOCOZO —CH(CH,);
11 _CH2OCOZO —CH,CH,CH,
KRB

RICAFEHEEVOENEEEZHAS MCT 220K, MTFOXS I LTEO

U&m%ﬁé‘fﬁ? 7::0

RERG 1




WO 02/094829 PCT/JP02/04767

BAREER (Y5 2XFF V) 50 ng/kg ZHiELES v b (—F3IL) I,
REBLEY (O 1 ObaY) 20 ng/kg BROESE L. MK LD
ERINEATARRAD, 0.125, 0.25, 0.5, 1.0, 1.5, 2.0 B L% 3.0 KR
BB BEMEEFEES, HP L CHTHIE L. M4y — kR T

5 (AUC) #Rdo HREXE2IETRT.

[#£2]
AR TR (ug/ml) AUC o-3nr
&M : (ug-hr/ml)
0.125hr (0256 hr 0.6 hr | 1.0 hr | 1.5 hr | 2.0 hr [ 3.0 hr
ggﬁfﬁm 0.62 | 1.31 | 2.31 | 259 | 2.27 | 1.56 | 0.55 5.06

FEZE b DR F W REME
ARFEHEOEEY (17 ) &, ERREZEINTWBREORGHAIVAIRR LMEE
10 MHEATROBEC X ZHEBERBECEN, DPOERRNTERT BIEEED
BIAWEEICH LT+ REEZRTOOTH h. BRIUE (Flo, MBS
fE) DT - WRICBOTERATH %,

AR, BRACTHBESWERE2001-1508T742E@21LTHh.
15 ZONEFRAHEMBCL2TEZ TN DHDTH %,
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2 k D D
1. (1°)
OH
P CON(CHa),
HsC {f G
N / N—CO,CH,OCO-R?

CO,-R!

Eitq:l\ Rlej:\ —CHzoCOC (CHg) 3N —CHZOCOZCH (Csz)
25 _CH (CH3) 0002CH (CzH5) 25

_CHzoCOZ‘Q

==

—CHZOCOfO

27 Us

R?&, -CH,CH,CH,, ~CH,CH,. —CH (CH,) , 2575

BL., (i) R'#-CH,0COC (CH,) so&&, R*&Z—-CH,CH,C
H,THO.

(ii) R'#-CH,0CO,CH (C,H;) ,%%i&—CH (CH,;) 0CO,
CH (C,H;) ,0&&, R?IF-CH,CH,CH;.. ~CH,CH,, F/li&—
CH (CHj;) ,TH b,

(iii) R'2

_CHQOCOQ“Q

=i

—CHQOCOZ-O

@(‘:%\ chi_CHch2CH3ikGi_CH (CH3) 2’6%50 j
TRIND BIVSRRLEEW
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2. a4 VEXFYAFNV (1R, 58, 6S) —2—[ (38, 58) —
(5—=N, N=VRAFNPI)ANVRZNV=—1=TFINVIFIAFIAFVR
WWAHRZ)V) en Yy —-3—-4NWFF] -6~ [ (1R) —1—-tRoFvxF
W] =1 =AF)WAWNRY =2 -2 h—=3—ANVEFT L — b,
l—zFN7aentF>hVR= V%Y AFNV (1R, 58, 68) —2
—[(38, 58S) = (6=N, N=YAFWPIIANVRZ)NV-1—4VTF
DNWVAFYAFNVFFVANRZN) oYy —3—4uFA+] -6~ [ (1
R) —1—-tbeRaFyzFIV] =1 —AFIWAHNVNSRY ~2 -2 h—3 —HIVR
E T2 Zl NN
1-ZFNTOENVEXFYANVRNVEIFYAFV (1R, 58, 6S) —2
~ [ (38, 58) = (5-N, NeUAFNPI I ANKZ V-1 —-TF YN
AXRYRFNVAFVHIVRZN) BRIV -3 -4 )VFF] —6— [ (1R)
—1—-bROFYTFN] =1 —RFNANNRY — 2~ h—3—HIRFY
L—h
1 - FNV7BENVEIFYANVRNVEIFYAFIV (1R, 5S, 68) —2
—[(3S,58) —(5=N, N=YRAFNVPIVANVA=NV—1—-TOVEF
SWAFVAFNAFTHVRZ)N) brYDY -3 -4 NFAF] —6- [ (1
R) —1—-vROFYZFIV] =1 —RAFIVHANVIISRY -2 - h—3 —A)VR
FUU—b,
1= (1= FNV7TRENVEFSANRZVEFY) =F)V (1R, 58, 6
S) —2—[(38S, 58) —(5—=N, N=PRXAFNPI ) ANE=)—1~—
AVTFVNEFFYAFNVEIFSANVAZN) EBYDY—3 - )VFF] —6
— [ (1R) —1 -t REFYZFN] -1 —-AFNVAVNRY—2—TAh—3
—ANVBEFT U — b,
1— (1—=F 7oV FXYhANVRoVEFY) =F)V (1R, 58, 6
S) —2—~[(3S, 58) —(5—=N, N=VURAFVNPI)AVR=Z)—1—
TFINFTXEYRFINETFYHANRZ)N) EaIP Y -3 -4 VFF] — 6 —
[(1R) —1—-eROFyYzF V] —1-AFIVHUNNRY =2 - A—3—
AIWRNXT L— b,
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11— (1—=Fnu7aeldF>hViR=VvE*>) =F)V (1R, 58S, 6
S) —2—-[(38S, 58) = (5—-N, N=YAFNPI)ANR=)V—1-
TOEAZINAFRYAFNEFYHIVARZN) Ea) Yy -3 -4 )VF4] — 6
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