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RAIAES, B 2wk R J) TIRSE 2 40, & 32 K B ARG A A ik At
FRR.




ARG E K (em™) folkF GEHILTHH) i is

F IV ¢ . E N
% FAT A

FEK (em1) AR BAY
745 * 2.5
758 3.7 *

781 17.8 *
959 22.7 *
1007 26.6 ' 6.6
1177 ‘ * 7.2
1179 23.5 *
1200 * 18.0
1238 26.1 *
1383 20.9 *
1637 * 14.1

W AT VA A gy, A& 745, 1200 = 1537cm™' 4 27 H B A 5 1k
GIAFAERIL, X& A BB RATR A4,

f B} MSC—Rigaka AFC6S §i7 #+ AL & 4 A& SG 1RIS Indigo ©-1% 3%
4" 49 SHELXS—90 f= SHELXS—93 $:#, A3 £ 6) X S% 4745
M7 B ARGk 4E 2H—wavk—5— R 44, 4 0. 958 SE /AL A
C—H F491% &

MEFHBE, LARREZARHIE (@, b, ¢) A (o, B, v) fof
S A BRI ARV P,




% v
B A R M G S AUE R S WOE

:»%ﬁ'ﬁj%h Fﬁ
B Rt
a 11.170(5) A
b 12.181(4) A
C 9.366(4) A
o 90.75(4) K
B 105.24(4) &K
Y 112.92(3) K
(L 1122.9(8) A3

AERVIPEHE TBRM2—FETH—3— [ [22 — (vwvg—5—
) BR—4—K] PA] —1, 3— 8 43%F [4, 4] =—1—H
—A—ERAY BT AAR, R VLA e K, A VINA R4 A, 2 IX 48
Mefeiadt f,




&K 0N
B gL E S8
BRY X y z
N(1) 0.4011(2) 0.6617(2) -0.2435(2)
c2) 0.3178(3) 0.5684(3) —0.3565(3)
N(3) 0.3387(2) 0.5866(2) -0.4838(3)
C(4) 0.4491(3) 0.7065(2) -0.4659(3)
C(5) 0.4859(3) 0.7514(2) -0.3022(3)
C(6) 0.4051(4) 0.7912(4) —0.5671(4)
c@7) 0.5268(5) 0.8643(4) ~0.6164(6)
C(8) 0.5872(5) 0.7781(5) -0.6362(5)
C(@) 0.5724(3) 0.7036(3) -0.5096(4)
c(10) 0.4094(3) 0.6654(3) -0.0844(3)
C(i1) 0.3135(2) 0.7106(2) —-0.0433(3)
C(12) 0.2025(3) 0.6349(2) -0.0013(3)
C(13) 0.1164(3) 0.6773(2) 0.0396(3)
C(14) 0.1380(2) 0.7977(2) 0.0394(3)
C(15) 0.2507(3) 0.8743(2) -0.0020(3)
C(16) 0.3364(3) 0.8317(2) -0.0424(3)
c(17) 0.0528(3) 0.8477(2) 0.0923(3)
c(18) ~0.0898(3) 0.7975(2) 0.0473(3)
C(19) ~0.1577(3) 0.8494(3) 0.1117(3)
C(20) ~0.0879(3) 0.9494(3) 0.2184(4)
c1) 0.0507(3) 1.0006(3) 0.2599(4)
c22) 0.1205@3) 0.9498(3) 0.1983(4)
C(23) ~-0.1774(2) 0.6935(2) -0.0688(3)
N(24) -0.1481(2) 0.6593(2) ~0.1858(2)
N(25) -0.2625(2) . 0.5661(2) | _0.2540(2)
N(26) -0.3573(2) 0.5423(2) _0.1882(3)
N(27) —0.3053(2) 0.6223(2) —-0.0681(3)
C(28) 0.2116(4) 0.4603(4) -0.3254(4)
C(29) 0.1072(5) 0.3772(4) —0.4633(5)
C(30) -0.0182(4) 0.2920(5) -0.4422(5)
C(31) -0.1105(5) 0.2132(5) -0.5811(6)
' 0(32) 0.5713(3) 0.8456(2) -0.2336(3)
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BA gal s FAER

R BT By
N(1) C(5) 1.370(4)
N(1) C(2) 1.380(3)
N(1) C(10) 1.468(3)
C(2) N(3) 1.279(4)
C(2) C(28) 1.484(4)
N(3) C(4) 1.471(4)
C(4) C(5) 1.513(4)
C(4) C(6) 1.543(4)
C(4) C(9) 1.549(4)
C(5) 0(32) 1.202(3)
C(6) C(7) 1.501(6)
C(7) C(8) 1.485(7)
C(8) C(9) 1.507(5)
C(10) C(11) 1.507(3)
C(11) C(12) 1.384(4)
C(11) C(16) 1.396(4)
C(12) C(13) 1.384(4)
C(13) C(14) 1.390(4)
C(14) C(15) 1.399(4)
c(14) C(17) 1.489(4)
C(15) C(16) 1.379(4)
Cc(17) c(22) 1.395(4)
C(17) C(18) 1.404(4)
C(18) C(19) 1.394(4)
C(18) C(23) 1.477(4)
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& VL)

c(19)
S C(20)
i o0 1.381(4)
oo ey 1.364(5)
= e 1.389(4)
= 24 1.328(3)
= NED 1.354(3)
= e 1.324(3)
= e 1.301(3)
S e 1.319(3)
= cieo) 1.519(5)
20 1.448(6)
1.473(6)

B & 245 > | Haxhrmch A G AL AR AR £
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HAXELRFNLFHES
R¥ | BF | BF |  # By | B¥ | k¥ B

C(5) N(1) C(2) 108.2(2) | C(13) | C(14) | C(15) | 117.6(2)
C(5) N(1) C(10) | 123.7(2) | C(13) | C(14) | C(17) | 122.3(2)
C(2) N(1) C(10) | 127.9(2) | C(15) | C(14) | €(17) | 120.0(2)
N(3) C(2) N(1) 114.6(2) | C(16) | C(15) | C(14) | 121.2(2)
N(3) C(2) C(28) | 125.6(3) | C(15) | c(16) | c(11) | 121.0(2)
N(1) C(2) C(28) | 119.7(3) | C(22) | c(1n) | c(18) | 118.0(2)
C(2) N(3) C(4) 107.6(2) | C(22) | c(17) | c4) | 117.0(2)
N(3) C(4) C(5) 103.5(2) | C(18) | C(17) | C(14) | 124.9(2)
N(3) C(4) C(6) 112.53) | C(19) | c(18) | C17) | 119.2(2)
C(5) C(4) C(6) 111.7(3) | C(19) | C(18) | C(23) | 115.6()
N(3) C(4) C(9) 113.0(2) | C(17) | C(18) | C(23) | 125.1(2)
C(5) C(4) C(9) 111.92) | C(20) | C(19) | C(18) | 121.6(3)
C{6) C(4) C(9) 104.3(3) | C(21) | C(20) | C(19) | 119.6(3)
0(32) | C(5) N(1) 125.3(3) | C(20) | C(21) | C(22) | 119.9(3)
0{(32) | C(5) C(4) 128.7(3) | C21) | C(22) | C(17) | 121.7(3)
N(1) C(5) C(4) 106.02) | N(24) | C23) | N©@7) | 111.5(2)
C(7) C(6) C(4) 105.2(3) | N(24) | C(23) | c(18) | 127.3(2)
C(8) C(7) C(8) 103.8(3) | N(27) | C(23) | c(18) | 121.2(2)
C(7) C(8) C(9) 105.2(3) | N(25) | N(24) | C(23) | 101.8(2)
C(8) C(9) C(4) 106.1(3) | N(26) | N(25) | N(24) | 114.4(2)
N(1) C(10) | C(11) | 113.9(2) | N(25) | N(26) | N(27) | 106.2(2)
C(12) | C(1) | C(16) | 117.8(2) | N(26) | N@27) | C(23) | 106.1(2)
C(12) | cin) | cao) | 121.52) | Cc@) C(28) | C(29) | 114.7(3)
C(16) | C(11) | C(10) | 120.6(2) | C(30) | C(9) | C(28) | 116.3(4)
C11) | C(12) | C(13) | 121.4(2) | C(29) | C(30) | C@Y) | 112.1(4)
C(2) | cu3) | cya | 121.12 '
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BEREAE AEAARERGA KB FGE TR ERE.

# IX
FRAE H8 4 101 A

(1) 2 (3) (4) AE
N(1) C(10) C(11) C(12) 110.2(3)
N(1) Cc(10) C(11) C(16) ~71.6(3)
N(1) C(2) C(23) C(29) 167.0(4)
N(1) C(2) N(3) C(4) -0.2(3)
C(2) C(28) C(29) C(30) -162.3(5)
C(2) N(1) C(10) c(11) -89.4(3)
C(2) N(t) C(5) C(4) -0.1(3)
C(@) N(3) C(4) C(5) 0.1(3)
N(3) C(2) C(28) C(29) -10.6(6)
N(3) C(4) C(5) N(1) 0.0(3)
C(4) C(6) C(7) C(8) 36.6(5)
C(6) C@4) C(9) C(8) -3.3(4)
C(6) c@) C(8) C(9) -38.9(5)
C(7) C(8) C(9) C(4) 25.9(5)
C(9) C(4) C(8) C(7) -20.2(4)
Cc(13) C(14) C(17) C(18) -49.6(4)
C(17) C(18) C(23) N(24) . —-28.2(4)
C(23) . N(24) N(25) N(26) - 0.3(3)
N(24) C(23) N(27) N(26) -0.4(3)
N(24) N(25) N(26) N(27) -0.6(3)
N(25) N(26) N(27) C(23) 0.6(3)
C(28) C(29) C(30) C(31) -178.2(5)




T RBRT2EET IMNHRARRT 1 EEART 4 LT
TR IR,

AR 1P X HELEFHME, BAZRAFHIE. VI T+
BT HAR, & VILAG4E K| & VI 694¢ A #o ke IX 6944 fedndd A i
2Tl 3 PRI (B),

TaEHFEEIHN H) LRTETN (25 @4aEE L,

— 27 F] &) Fourier B+ %X M5 N (25) 484r65 H & F;

— Ak EYAELEEN (25) —HN (3) [—X, 1—Y, —

1—Z2] »FrA4%8 (LES5);

—N (24) —N (25) —N (26) A 54 4 4H3F X—N—Y 4 fi

PRRKE (114.3%), HA 3 AFHNF 1100 (LA 4), 448
V.S.E.P.R. i, WM w-Ta)fx ) i&-T A& N—H 4+ 465

j]o
Bt, B&BR&EL2H—1, 2, 3, 4—vavk 2 & F 4tk éy s
Ak,

BEMA, KBRS AT X RO A B D65 73y
HEM, THMARSNE, HYBUAKARAS LAE A A AR
TR, |

HEBARWGBR 2—ETH—3—[[2° — (e —5— 3t ) g%
F—4—E] PR] —1, 3— _f LMK [4, 4] +—1—%H—4—88
TE A e WA 11 %R IRA L Chadh A B3 A B AR 6455 b,
ES LR AYRGAEFRRG LA TR, §F B A B
B9 PTVRA T HIE ST N Fo57 S B0 11 4230 A& Bk, Al
B 4 JE 69 25 4t & A Ak SUA A




B b, BB R Y6 H —Ad, CHFREABA 2—ETH—
3— [ [27 — (wavd—5—%) HEX—4—2R] 4] —1, 3— =&
723B 3[4, 4] 2—1—H—4—BIEHN TR T EmH e b L dp,
HERAGAF AL A R 1 PR ad X LR KA A £,

KARAGBY 2—ETH—3— [ [20 — (wavk—5 ) ¥
Ed— 2] PR] —1, 3— = F A [4, 4] £—1— H—4— &9
BC il ok, 1 R 25 A4 S 4R, RIT RN FAA 1~500 £ 5 EHE
ma, 5 SR RRFTRE,

L&A FE RS r, £ 205 M m 55 % 25 R e U 5
228 N | P N QT 8 £ SN O DN L LR R L 0 AR [ PHOR IR S T
VAU, AR AR SIS I B A B, AR AT LS AL At A e
Y B 5 PR PR E o SR U

W E M 5ERHRERRS, B F600R 5408 N 849 A
FEAY OB P 3R AL AT B 2 AR A K A9 I A,

TARSBRT I RARBEA 5L HARREN, 2 EFRF
(o 36 UM ARt S B, VAR # vk ) 3 & vk 8 35 R AR & 69 5% M gn
53

de REREERTRT N TEALL S, NATALLSE TE
A FE & H o TRAE L) #4427,

ARATIE S 25, M & A % 25 LT 1% 69 53 M he / 3,088
B (o) ZBFRT —8) A9KEFk., LRERR KD TIEH5 %,

LT LG — RSN BARRF A (REE) —RF RS
FBLH R AR E 6T,

T & KPR E Y, 25 AR IS, 455 THF &%
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5564 1

(a) A 121~123CHyBEABHE T, A2 1— 7 Lok tz—
2B, H1THA2—ETE3—[ (2 —RAEKE—4—2] 7
] —1, 3— R A3BF [4, 4] =—1—H—4—89, 713 £, = L&
LB, 337 AZRMMEGR S mM 12 1, REKE T 40~
S0CHY A . BRHT &R F N 35% 65 NaOH Kk ik fo K, & 20
~40C ey & BT 4k HEH 30 4P, B L BEH, IENFHERSE, &
HARAGF AR/ TR (5/2) RASWERA M. A 20~30CH 4
30 48k, REIFEBH, LA F BRI, 5 & F a3 AR
H T e NBBR OB AKAR, B AH 2—ET£—3— [ [20 —
(egvd—5—) X —4—R] PH] —1, 3— = F A3 [4, 4]
11— —4—ER4h 2k 49 K 4

(b) &y 34T 2169, 3 pH 1A A 9—11 d5K %% 1818 M0 A 36
AGILER, HEPHEAN 4. 7~5.3 H.k, AN EG KR, 2—ET
B—3—[[2 — (wvp—5—%) BE-4—%] PR] —1, 3—
ZRAIEI (4, 4] F—1—H—4—BNRR TA ., A 20~25CF#
HLE SR LR, S, A 20~25CHFHAkiE. Akt
249 F 4 N 500 S F B8 A 4.5 KGR, A 50~
OS5 Chethi it 1/, REBAIE 20~25C, 1 .M VAE LMD
THZHWHFF, ARREERALCOCTR, A—K$ 5T, 25
949 LA A 98K G5 R Ma i 2—ETH—3— [ [22 — (w
E—b5—) BAR—A—R] TR] —1, 3— R MK [4, 4] £
—1—H—4—88, =& 86Y%,




(©) fdodbiF 2694 =P N 16 5 BB, SAFF RS
Y, BEFHZLEM., BWRSCHATRTAH, SiAK, Ai
HIEH T, AR—K¥ &+, 155 901.6 # 5 C. A. Bernhart £ 4
J. Med. Chem. , 1993, 36, 3371—3380 F Fi4xik 45 > 4 F) 49 A &)
=T A —3—[[20 — (wvd—5—%) ME—4— %] P2] —
1, 3— R A% [4, 4] =—1—M—4—88, iXHFF0 0404
IR %, |

52 76.40) 2

EH—RHNEF, AE5HP) 1 FIGEEFTER (@) f (b)
Y, 1FE) 970 AR A BRGEHS AL HE 2—ET £ —3—
[ (27 — (wavk—5—3t) WX —4—H] PR] —1, 3— = F J%
L[4, 4] =—1—H—4—89 (F% 88%),

(c) do st 5 2169 F 4P MmN 7. 76 S} 95% (B 4= 1. 94 FF 7K, 5
TG, w10 58k, PR, F—% B R kiEH A,
AHH TILREGWAETR TAH, REAZE15C, N 1/4 6508 /x
R E T, HTHECOCTHRETR, AKLMET, 133
905.8 %, (93.4%) #9BR 2—ET 43— [ [2° — (vgwk—5—
A) BER—4—R] PA] 1, 3—Z R 4Ex (4, 4] +—1—%
—4—8R, FAESH 185.6C, A X—HEHKITHEBEE Lo A 1
TR R, B B kA AR,

39 3

A10 AR 2—ETHR—3-[[20 — (wavk—5—%) B —
4] PR —1, 3— = FAHEIR [4, 4] £—1—H— 48 20

N 80 F ST 952049 LB A2 20 £ K, EiAdo b F16550 &40 10 4




., AENERERNAE, AEHFTILERSWAT R TAY, A4
HEIC, A 1/4 8508/ KRSk E T4, HFFH#E60CTF
¥, EMKRHFEY, F508.9 % (89%) 5502 P LA B A
PMayB R 2—ETH—3— [ [22 — (wavk—5— %) BEE—4—3t]
TR —1, 3—=#  fexEx [4, 4] =—1—H—4—587,

5 76,49) 4

A3HE AR GETHA 33— [[2 — (wavb—5—2%) BE—
A—£] PRR] —1, 3—_F MK [4, 4] +—1—H—4—BQP i
AN 100 £ F+ 2L BR AT A% 49 pH=2 A9 B M KR, KRG AT R (20~
25C) THA RS 24 1, SR Bk, FATBTFTHETIE,
ZAFIAF RN 556 3 49 F A Rl ey BRI 2— TR —3— [ [22 —
(egvp—5—3K) PR —4—4%] PH] —1, 3—=FA%x (4, 4]
£—1—H—4—¥8),

52564 5

E3AZBEAPIIFHYBR2—ETE3—[[2 — (w
mb—b—) MR —4—#] TH] —1, 3—ZF MK (4, 4] £+
—1l—H—4—BR T e N 45 EH FRE, AERBIRS W 10 54, &
WHTLAAHNEZTR, BAEI5C, ER K7W, HTH#460C
TRET®R, IHFHAR2—ETE3— [ [20 — (wvk—5—
) BER—4—R] PRAT —1, 3—F A% [4, 4] =—1—%
—A4—HF ,

52 7849] 6 |

MAAR 22— TR —3—[[2 — (wwp—5—3t) EE—4—
A PHR] 1, 3—ZFAER[4, 4] +—1—H—4—8F 4, &




24 KA H] 5 BAE, R LSRR 10 546, B —i B 8 3k a
At dh, AIELAPIGH TG RTEZBRME, B4R F
BAlGhhe) AR 2—ETH—3— [ [27 — (womk—5— ) ¥ —
d—] PHR] —1, 3— R ALK [4, 4] +—1—H—4—89,

52 7645) 7~9 .

HAR2—FETR-3— [ [2 — (wvk—5—%) BE 14—
1 TE] 1, 3— QAR [4, 4] 2 —1—W—4—F4E, 32
BR3P ARG AZF, 2R TF 5% LB 5K, 354
X # a9k R,

F X
5’5%%% lLﬁ?»/?K viv g AF 25
7 12/3 BRY #i BRY
8 5/1 BRY B8 X
9 6.3/5 - 4BH -

E: ERORTERRMN AR RIENEMN X 7K

525645 10

A3 AB2—ETRE—3— [ [22 — (wv—5—4) BEXR—
A—#& ] FE] —1, 3— = FAx [4, 4] =—1—H—4— 8P 2o
N30 EHFREA 16 BAK, SR BN 10 540, 328855605 3
TR AT 815, IHFH B 2—ETHE—3—[[2° — (vgvk—5—
) MER—A—R] PA] —1, 3——f 4%85% [4, 4] 2—1—H
—4—8A),

55645 11~14

HREAPISHARBARY 2—ETE —3—[[2 — (vgwp—5—

_ og




) BER—A—R] PRI —1, 3——F 4935 [4, 4] 2 —1—H
—A—ERARAE, R E B Aokt (P EF L BH A B B ke
R ED), FE ek X1 6942 R,

£ XI
LB 5 B viv = F ER
11 THF/ 7K 11/1.5 — ZBR
12 LM & 8/2 By S BRy
13 - Wi, K 18/2 B#Y B m
14 L/ K 8/2 BR 4B A

52 5649 15

(@) m3 4 2—ETHK—3—[[27 — (wvk—5—%) FEx—
A—A& ] PE] —1, 3— =R ARE:K [4, 4] =—1—W—4— B0 a) 47
B 30 ZAKAGIE A P e N BER, B pH Ik 4.7, RS
H, KEE Mot do i 2—ET & —3— [ [20 — (eovp—5—
B RERX—A—5%] PAT —1, 3——@REx [4, 4] +—1—%
—4—8R, A 55CTF BT,

(0) @) 1 LK AFAT 269 F A 2N 24 F£5F 95% 49 LBE#0 6 T4
Ky REBERIZR S 10 540, FEBRIHP) 3 FTRIENE, 125 B
B2—E T HR—3— [[2° — (wvk—5—%) ME—4—2] P
] —1, 3— R MBI [4, 4] +—1—H—4—87.

55649 16

~HNORGM LS HERABY 2—ETE 3 [ [20 — (ww
) MR —4—4T PR —1, 3— = AEF [4, 4] =—
14— A— BRI 4 55 bk 20 5 -
b 2R 25.0 & %,

99




L (HMS® dgsasd B 48) 171. 0 & %,

EFEH (Starch® ) 50.0 & #,
g S 25.5 & %,
B A ALK E AL (Aerosil 2009 ) 0.5 & %
R BR 42 1.0 £ %,

HEUDRTTRE, RAMFEH, REAL)RSHILH 2
Ko REAEOFTREFTENZIHGR Y, BRAH 273 T 5 11
Wedr, MET 25 £HFMRS.
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