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Sk BAER) C RTE-1 (4 ) 5 - REA-5- REATREH( U S
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R R( FHBEEN) RAGHN( Habion. REFHARIAN) . &
ARATUREHEN, Bt/ KTUSASABRBN( ABBEN. RE
M. BEAILAR. BARN. AXBBESREEARA) . HARERNT
MR A,
AERRAEWTURERSA, LHFEM AL A ULTR 24w
Bal, AEUNAMEAAGAEAHETWNO.L ~99.5% . BIFHO5
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ARRRAGRAGPTUARRA— AL SMABSHF LARS
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- RA-5- AR REHAEdNE, —REE2FEE0.5 ~700 ng,
W43 ~500 mgth il
AEARA S BB ERMEET.
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x 1

AR KE L 8 0WtEA

e FEXT R E SR
(EFF) (mmole kg /X ) (% )

1 1.1 56
2.2 83

2 1.5 84
3.0 91

p) 1.1 62
2,2 82

6 0.5 28
1.5 76

7 l.4 57
2.7 84

8 1.4 20
2.7 77

9 1.4 76
2.7 96

10 1.5 (L8
3.0 97
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£ 1(%)

bty MEXT TP
( &% % (mmole/ k& /X ) (%)
11 0.8 69
1.5 90
12 0.8 40
1.5 73
13 0.8 28
1.5 66
15 0.8 47
1.5 62
17 1.3 75
2.6 92
24, 1.5 63
3.0 9
41 0.5 ~18
1.4 36
42 0.5 0
1.6 36
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fiMeth AHFEHANIKE

FMeth AFEBABME( 2 X105 A) FAAMER(2~2R) K
T. fiMeth AFERAGRRI AN ALK NEIFINH IS
FAA 180 WBABEL . HRERATX2 .

FfiMeth ASFHERARBERNF &, FRAANKIEAES
( EH3 ) 55'- BREA-5- AEATRUERATHNEERAGREAR. &
RBWERMD AT RERL . &3 TR, M3 e
HEALS - RA-5- AT A4S, THHRK. AN, 263 b
WA REE. WMIREBEZRRYS - HE-5- RREREENENE
%,
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o 2

FUNBM e v h ASFENENER

a4 FEXT WEE R
(%4#5) (mmole, x& /X ) (%)

1 1.5 50
3.0 72

3 1.5 86
3.0 79

14 1.5 66
3.0 9.

16 0.8 38
1.5 58

18 1.5 51
3.0 91

19 1.5 3
3.0 64

20 | 1.5 53

g 3.0 84

<l 0.8 17
1.5 60
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x 2(%)

fo et FIEXT 4B 4R
(EHF ) (mmole, k&g /K ) (%)
22 1.5 L2
3.0 42
23 0.8 56
1.5 64
25 1.5 -6
3.0 1
26 1.5 37
3.0 58
27 1.5 58
3.0 91
20 1.5 -13
3.0 -13
29 1.5 49
3.0 92
30 1.5 55
3.0 58
31 1.5 55
3.0 84
3 1.3 75
2.6 92
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® 2(%)
o FEXT WHELR

(E#%5) (mmole kg /X ) (%)
36 1.5 53
3.0 92
37 1.5 59
3.0 86
40 0.8 Ll
1.5 57
A 1.5 38
3.0 66
45 1.5 49
3.0 71
46 1.5 51
3.0 66
47 1.9 29
4.4 59
48 J.8 42
1.5 72
49 1.5 58
2.u 76
22 0.8 L1
1.5 51
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* 2 (%)

e FIEXT HEE AR
(EH|F) (mmole/k8 /K ) (%)
53 1.5 48
3.0 85
54 1.5 55
3.0 85
57 1.5 28
3.0 56
59 1.5 23
3.0 80
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REFY
BABROMAARTEN LAY ( EHL .5 .9, 24, 34, 468
47) » BRENHEHFHR( LDsy) - HiRBRIANEN LD HH X
F2000mg/kg -
TREFFERAEART M SO EFF .

B A L

a) M5 - BE-S- RMBREYE (245 mp ) RTE WA PR
AN (354 mg) Fosked (284 mp) AT WHFBM( 1.5 nl) ¥,
REBERARR T FEREH AN, BEXSRAWEAKT, FAT
ROEBFER. XREAALE, BRKGRAN TR, BERSE, B2 3'-
- O- ( RTHEZWAFRA)-5' - BHE-5- ML 43 np)
, MS4T3 (MT) .

b) 5~ BA-5- RS E (490 mg ). AFPERHAR- KE
(418 mg) 2 2-ZWELFK( 984 pt ) EFH( 10ml) FHBHT
EHRTHMELS M. MERPRARBREH( 900 ng) » RAHTES
o4 DB BENEWRRFMERER. SHREASHIERGE.
RAMREREEREL( 8P K- PR . 85 - B&-5- £-2' 3
'-0- ALHEMEESLEF (570 mp) > M S286 (MHY) ) TRER
Bm.p. K169 ~171 C.
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|

1 a) EASELEADRFOY 3-F- O-WMTHE WA WeEEA)
=5’ E-S- R E (946 ). TTH( 348 ) F4-ZF &
Az (2.93 ) BFAFR(150 ml) ¥. BRABiedE, BEAA
Bk, BRARBRN TR, FBERS, BN-TH#- 20 3-K- 0- (
MTEZWERREE)-S - HA-S- RBEEBE(9.75¢) . M S
544 (MH' ) .

Lb) #HMEAL @) WEGZH( 9,758 ) HT480mol BAET
W NAKTE( 80nl) ¥. RERSWFERRIE S AN, ARETR
EFBEREBRAMAERENR AL TRLE- ¥8) , AEATHELR
BNY - To- 5'- BE-5- AR BRBE(4.5) » np.156 ~157 C,
M 8316 (MH") .

HEH RS FERNETH o

R
e F
N
LJ
ke

0H OH
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L0 5 R waE(T) EZREN MS

2 -COCH; 157153 EtOH 288 (MH")
/__/OCH3

3 ~¢0 O\—ocn3 170M T E10Ac-Et,0 440 (MH*)
CH3

44

4 {a) BHESREEREN 3°-K- O-(RTHE_WEWeKEE)
-5- BA-5- B2 A (1419 VETRARSE( 150 ul) P. £
BUETEERY AAETERR(3 84 ) - SANRGWRELE. 4
EThEds, BABEAM LR IK2zHtT0 8. LRLUEERAR
#, BEARRHTE, AL THE. 2aWREREEFEL( £
- LHRTE) L BNS-TH- 23 -H- O-(MTH-WHFaEE)-
5'- MA-5- AMEEuEEE (1532 )-
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4 (b) #EH4 @) HENTHEERL O) R FERTLE,
WN-THE- 5'- RE-5- EEFcY, 31 e20RK4%.
BLrl4 BN ERETH &4

30



S 5 . BE(T) BEHEBER s
5 -CO(CH,)gCH3 106~107 £t 0~MeOH 372 (MH*)
6 ~CO(CHy ) 7CH3 ( YN ERBHK) 386 (MH*)
7 ~CO(CHy)14CH3 65766 ‘MeQH 484 (MH")
8 ~CO(CH, ) 4CH3 65v66 MeOH 512 (MHY)
9 -C0CA(CHy), ( EHHEEBHE) 316 (")
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S % R BE(C) EHERFZH O ow

10 ~COC(CH3)3 ( A bR BH L) 330 (MH*)

M -C0v<] 168~170 EtOAc-MeCH 314 (MHY)

2ol ) ( FHHEEHBE) 336 (i)

13 —M ( FoAhEEHHE) 408 (MH")

o w0 (AR ) 364 (MH*)

15 o’\@ 1657171 EtDAc 376 (MH*)

16 -co@ 165166 EtDAc 350 (MHY)

17 -C @)—cw 158159 MeOH 363 (M)

18 ~co-{{ )y 1400142 ELCH 364 (MHH)
&,

19 -co-/O/ 1874193 E40d 264 (MHF)

m3

20 -co-@—m 1437145 ELCAe 384 (MHT)

21 -C0 \O 164%166 Et0Ac 384 (MH*)
'-—\CI
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X4 R BR(C) BHEREHN s
—
£ 182~.184 #eQH +
22 o=y (dec.) 384 (MHY)
A
23 -co@—F 1614163 MeOH 368 (MH*)
24 -coJO\-, 0CH; 1667167 EtOAc 379 (M%)
s o) 1614163 CHyCT, 380 (MH*)
CH3
26 -co—/o 0CH3 153156 MeOH 410 (MH)
OCH3
OCH3
27 -co@) 159~161 CHoC15-MeOH 410 (MH*)
CH3
28 -C0 @ 0CH3 2071210 EtOH 410 (MHh)
(dec.)
CH3
29 -co-@—mz 1774179 CHCT, 395 (MHH)
30 -co@ 177178 Et0Ac 395 (MHY)
02
k| —CO@-CD;:‘CH_‘, 193%194 MeOH 408 (MH*)
N\ +
32 -co{@}w.ﬁ 1551158 MeOH 396 (MHY)
33 170172 EtCH 351 (MHY)
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L E R BE(T) EERZN  w

34 -Co Q) 153~157 MeOH 351 (MH*)
j

35 -co@ 1760178 E+0H 357 (MH*)

35 -co-‘e'\0 | 774170 EtCH 340 (MHY)

| 1] e . N

37 ~C S" 181133 E+OH 356 (MHT)

33 -C0 1550155 £t0Ac 353 (MH*)

19 "co‘[_ﬂ\c 1714175 MeOH 370 (MHF)
S Hj
40 -c 1674 68 CH,Cl, 400 (MHY)

43 ~C02(CH2}7CH3 107~109 EtZO 402 (MH*)

42 -CGZCH2© 150~157 MeQH 380 (MH*)
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5443

#5'- BB-5- BRMEEeBE( 735 m) BTH( L. 04g ) FTFT%
ORI AR ( 20ml) B BRAMAZTETHRMIAH. REBRNE RS
WRAFEALENEL, BN -T8- 5 - HE-5- FHAEEH( 420 o)
s B EBESRY, mp.156 ~157 T, M $316 ( MHT ) .

144

(1) #5'- BA-5- REEe 4 (4.9) =W RE A4
( 5.58ml) EFEKRE( 50ml) ¥. RAWEM2 A, REANBRLY
PRANRRRTFRIE(2.09m1) - HRAWEMN2 S AMBABETA
e, RE, RABAARIRIEBZAEE2R. HUEAKLR,
BEARBRH TR, ERETHRE. GBZLDTMAKBR( 5 ) HE
B(80ml) - WRAPEMEL AN, ARETREENERABEAKE
BVt ( 8- —4FRK)  REA_AFRELES, #2.66g 5'- B
F- NS0 ( THE) 1 -5- REEERYE, up.138 ~139 T 2488)
MS334 (MHT) .

(2) (@) ¥AEELHEDL) #WEHS - BE-5- - 2",3-0- B¥
FEREEBRE (g ) BTUR(S ) F, ZRHLTFO THERS
BANAHATFRLE(365 pl ), REBTERTHRIELE. KEEA
BAEBETHRE, BRAM AR CERALARTAIE. HNEAERE
stk k&, ERKGRATE. REEAHNERLALARBEENE
f.( CHCI;) » &5 - BA- N'-U ( Tad) $3ty -5- £-2° 3
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O- REFEMTERF( 510 mg) » M S374 (MH' ) .

(b) #NREF44(2) (@) #IFE = ( 150 ng) B TF50% THKEHK
W, MERPWANEREY FFX&EMA Do-Wex 50( H) ( 150 ag) >
REWEHBTTFO0—60Chw#g pot. L Do Wex 50 » BRERE
TREZTF. BRRWEHBHEF A ( §47H) , BA_EFPRES
o 5~ B~ N'-0 ( THdt) $31 -5- RMEREHE wp.138
~139 C(2#) , M 8334 ( MH') .

HeEF44 (1) XKW F LR ETH o4

e ——— — —— S——— . — —— ——— — N——— S— A———— — — ——— C—— ——— — — ——— S —S— —— — —" ——— —

. — — S——— T ST w— ) —— SEU—r—. ——— —————. S———— —— —— T —r— T—— ———— ——— T— — . —— —— G————

45 -COCH,CH; 119-120 Et OAc-Et,0 302(MHY)
46 -CO( CHp)3CH; 150-151 Et OAc 330(MH")

47 -COCH,CH(CH;),142-143 Et OAc 330(M HY)
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5= 48

WA (0,42 ) AEEZTH(0.36nl) BWEKTHE(S ul)
BRAARBRER _ZH(0.3701) &A% AN, SREREBTEAES
L) HENY 3 -K- O-(RTEA_FEPeEAE)-5- HA-5- A
WAREE(1.0g )« ZCH(0.36mt) fud-ZWHEIEME( 0.05g ) -
BAWEERTHRIDANE, ERETEELE. ZAEATRTIRZ
ASTHE. ANERKEER, ERKARHTHRIEBETRE. B3
B ARPETSARMBTEH( 1650 ) WBEA%E(6.3nl) ¥, BX
MRAWRE A, FRAETHREENGEARDAEREENEL( *
FE- —AFK)  RERCRUMELESE, /0.5 g 5'- HA-5- A-
N*-MI B, np.124 ~125 T, M S394 ( MHT) .

LSRN F A HME T A4

. —L— ——— —— —— —— —— S— —— tr—_n. Sro—— 5/ 7 i e St St St P, et S8 e P SO L. e, i, S —— S— —— — —

49 -COCH,CH- €, 137-138 Lt OAc  34(MHY

—— e e et et s e e iy S —— ST T T S e, T A ARl T} . T ey T —— — r— ————— ———— ——

37



L1 50

K3-BE(0355¢ ) 2 4 6-ZRFEEREHRA(0.96g ) ETR
Adkrg (5 nl) . RaWBil A, ARV AESE EZH)HE
2 3 -R- O-(RTHEZWFETFHEL)-5 - BEA-5- flges (
10g ) fd-—WEAWE( 080 ) - RAVAEETRBENLARSE,
ERETAERE. BAWER AWK T ELE, 5055 5'- BHA-S
- £- N*-(3-BEB) BEREESE, np. 173 ~174 T LE) . M S
340 (MH") .

e L S0 ke R AT A A
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5 R BrR(T) BhHaAN  pos
z B 1%

51 -cocuz©>-aCH3 ( It#b}{””; Hﬂﬁfﬁ}*) 394 (MH*)

52 -CO(CH2)2© 1461148 EtOH 378 (M)

53 -CO—-@-CH3 1614162 EtOH 378 (MHY)
\CH3

54 -cocuzm ( Y4 EE Y %) 403 (MH*)
M

55 162%163 EtOH 385 (MHM)

55 —COO—CUCH3 176~178 EtOAc 392 (MHY)
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L 57

OQFERBETT0 T, B - BA-5- RATRHEE( 24 6 ) WAK
iheE (150 ml) AP, Hm24 Sul RPERE, 108 AmE, e
TEBREWS Art. EAETREURERKBEAN LR T2 AR5
AE. AVERMMERENEATKEL, ERABRH TR, £RE
Tl%E. BAWR LR - LORELER, B389 2°,3- X- O-
FWPEE- 5 - BEA-5- RETEEE, M S455 (MHT) &

(b) Fo CTHN- FHRL (0.8 ml) FBEA(0.28n1) B TH(
0nl) BAWPT, MALTEHEN2 3-R- 0- XFE- 5~ B4A-5-
RAEREE (500 mg) « REBEGHTERTHRMEL S ANE, Fo C
EAEmASE BEAME( 2.5 ml) » BABHEZERTHME AW, LK
ETRELERE. BAYNAI NERBRL, RAEA TR THER. A1l
ERXLER, EEARRHU TR, FERETRE. BAWR IR LEGE
£, %155mg 27,3 K- O- XKWEk- 5'- BE-5- RASREE,
m.p.192 ~194 T, M S476 ( M+ Na ).

5158

a EKAEH T ZE( 0.57ml) ¥#m99% WER( 286 ul ) . EHE
BWTFO CHAEISHH . BFSOCHI0NE. HEAHT0 T, Fo TH
b NbsL L MEN 3 -K- O-(RTHAWEFEEL)-5
- MA-S~ BB EME (473 mg) BEARYE(S ol) Bl KARA
WTo CHAEI02® ., BFZREFM. ERETREENE, &4
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%Eiﬁa&z%zﬁﬁﬁﬁﬁoﬁﬁéﬂ%#&ﬁﬁ%%ﬁﬁﬁ%%;
BRAARBRHTR. ERETHETRIE ., RAWHEREE M (
ECK- ZRZE)  BEAECK- CRIBESE, F14d ng 2° 3
- X- O-(BRTEZWFEPFRRHE)-5- BE-5- - N-FBMETEH
#, mp.188 CT( 2 4%) » M S502 (MHY) .

(b) 132158 (a) #IFFHY A (b)) RUBFELE, BEL
BiAs - ME~5- - N> PEBEIEHE, Ms24 (MEY) .

59

5~ BB-5- BMFRGA (245 mg) WTHEAME( S nl) F.
LEREFETFO CEHERFMARFBRR( 130 21 ) - KABEHTFo C
i AW, ERETREENG, BAWARKEERAL( 49K
- F8) , BRALRUEESL S, B4R~ 0- AWE- 5'- BEA
5= RIEFRMHE ( Simg) » m.p.127 ~129 T, M $350 ( MH) .

3 60

Wb JBISOR R ( 35mg) BFRAWE( C.5 al) ¥. A
PRNZFEFEEEAMG( 138 11 ) - FTEETHI ARE, &
EHmAKFHEAC12.6 a1 ) . EARERARML A 0. ARETR
£HEMNE, BAWETIARE( 0.5 al) b, SERE mAEERE (|5
mg) » TO CHRMBSWHALI00 . AREFLRLEEMNE . BAME
AMTRIHEZEHATHER. AALEMAARBRE TR, £RET RS,
BAMEEBEEN AN 28 P%- ¥8) , BomElpnnin®
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3'- 0- ZXKFP&- 5'- RA-5- R t, M S454 (MHY) .

L6l

5 - BA-5- BHEREE (245 mg) « RFHRA(400 pl )
4-—WRLAE( 122 mg) BTAKE( S 0l) #. FTERTHME A
MEERE THREUR. BAWE LR LB AZARTIER. TRLE
BRAAGBETR, RAETAE. RARATFEELE, BN 2 -
0,3- 0- ZAWE- 5'- BA-5- REEEHE (280 mg) > n.p.
15§ — 160C, M S558 { MH ") .

UTFEAERTEARRVARECSBHARNER.

L6 A

BASUTRAWAERKEAASL TN EHE:

N*-TH- 5'- BHA-5- A (00 mg
T KIEH 20 mg
ZE A 385 mg
i g 5 mg
g4 20 mg
P EG6000 3 mg
me 10 mg
543 mg
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44 B

—————

FEHEUTRS A FAAL LRty ks 4%

N*-TH#- 5'- BE-5- RuEEsH 100 mg
91 2w
L RE A 20 .2mg
LA TSR ‘=
W% 0.3 mg
e 10 mg
P E G6000 1.5 mg
- 4.5 mg

166 mg

EH C

TROFERENABA AL Lhwl EH4

(1) #&BHAS g 8N -TE- 5'- BEA-5- A HET75ml
AP, ARsuTEd R, REELANAG TENONEEEHME.
PEABART R, BAEHICPBS00 g AT 65 TREK,

() HEAS00 meshity N*-T 8- 5'- BEA-5- FMmRgEwEs
BRI EEE T, F R R,

FEAN . PAEEATHAAEA( k) , BLETEARMEH
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ROERTH  BRIANEBRUAERES ¥ ek, H LR FRADESH L
FLHERRAGHH .
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