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'H NMR (300 MHz, CDCl;): & 6.95-6.92(m, 2H), 6.75(d, 1H,
J=7.1Hz), 5.65(dt, 1H, J=7.0, 1.3Hz), 4.25(s, 2H), 4.10(d, 2H,
J=7.0Hz), 2.08(s, 3H), 1.34(s, 6H) -
— fx A2 /B C o 3.3-= F 3 -5-[(1S,25)-3-58 K -1.2-F 45 -1-F 4 -
Ak 1-23-= & -K vkl (F M)

EAAFT AT REZRK AT R EH S (25

CTHE®RBOSE I Z 1L.IME & » 33.68 X F)F A 29 48 F e
IJ;WQEL%Q%WH3%%%%%%&%@%%&

BEAR¥EmHan 20023 E R Pl (545 5 > 6728 %
HF)e R"mTRE > REBADBFESrEBLZ AL ETASY
4 i AN33-= F &K -5-(3-58 K-1-F KX -F-(12)-5 % )-2,3-
- vk (PB4 0574 » 2.61% 5 ) 4% 5 T & #
K (1A )R (4S-R £)-2-T £ -NN,N' N'-mm 7 % [1,3,2] = & # 4
R OL[4S] o EE R (2.0 0 TE E F )X 208 I & K = A
Fole 2 54 (25CH#Hm i F o Fik £ -25C A48 B A
£ BB GREEF2NEF - REAR20E 0 fe B s KR R K
WBORCJE R A = BT bt OB o A MK IR R A B KRR BR 4n 3L %
B IEIT R B 4 0 A s B (230-40048 B ) b {5 A 28% T B

\, {

LEBEZOLRAELRERETHRR T AZL 4L JHHF 056
oo N% Kk F e mm ML Y

'H NMR (300 MHz, CDCLy): § 7.06(dd, 1H, J=1.8, 8.6Hz), 7.05(d,
IH, J=1.8Hz), 6.70(d, 1H, J=8.6Hz), 4.22(s, 2H), 3.24(d, 2H,
J=7.2Hz), 1.41(m, 1H), 1.37(s, 3H), 1.33(s, 3H), 1.32(s, 3H), 0.83(t,



200306814

1H, J=5.0Hz), 0.77(dd, 1H, J=4.8, 8.4Hz) -
— 5 A2 B D 3.3-= ¥ A -5-[(1S,28)-3-58 K -12-F 3 -1-F A -
R 1-23-= & -FK kvl X (18)-4 fiE B & (F R 44 6)
33-=— F B -5-[(1S,28)-3-52 & -1,2-% 4 -1-F % -®/ % ]-2,3-=
A-XArkah (FPHHS 0567 " 258 L F )2 &Kk A F K
(I2Z H)FEH A (hB)ERAZ TR (2.0 9 13.8% % F)
B B B F A (IS)-H M e /(1478 > 6.82 X H
Wi AlBRAEERERE  RARG R =27 - @
%ﬁ%ﬁumﬁﬁoﬁ%muMA%@%%&iﬁ
B o A3 35l o Ay B (230-40048 B ) 43 A 10% 2 B T BS
zZ ML rBETREBEETRERENAAL 0 EF(IS)-42 4
B2 Bs (0.555% » 53% > & & B B > & & % # M4 48 HPLCHE
Al B LB FasBH B BREREAKALEMNEZA
WEEMHY)-
'H NMR (300 MHz, CD;COCDs): & 7.20(d, 1H, J=1.8Hz), 7.11(dd,

a2

N

1H, J=2.1, 8.2Hz), 6.67(d, 1H, J=8.1Hz), 4.20(s, 2H), 3.88(dd, 1H, Q.

J=11.5, 7.4Hz), 3.77(dd, 1H, J=11.5, 7.8Hz), 2.48-2.39(m, 1H),

2.07-1.89(m, 2H), 1.66-1.57(m, 1H), 1.42-1.28(m, 1H), 1.35(s, 3H),

1.34(s, 6H), 1.08(s, 6H), 0.95(s, 3H), 0.97-0.94(m, 1H), 0.90-0.85(m,

1H) -

—fg A2 F B 3.3-= F & -5-[(1S,28)-3-5 K -12-F 45 -1-F K& -

Ak 1-2,3-= & -K H vk wl (7 B 4 Sa)

3,3-— ¥ 3 -5-[(1S,2S)-3-58 K -12-F #F -1-F £ -/ % ]-2,3-=
kol 2 (1S)-#B A Ba B (F M 4n 6> 0.46% » 1.042 £ H)
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ADY

zZ 102 HCEEEAIME A LM ERKEELFFENY
AR AR EBEREFRE EAZTARABREEHELREHAK
MBERALEER - &AM ERRARBKREE A
SR BROBR f9 BL KR 0 B R R A 130275 (100%) & & 55 A
2 3,3-= W 3 -5-[(1S,28)-3-5 K -12-F #F -1-F X -& K ]-23-=
SR Hkh e

'"H NMR (300 MHz, CDCl;): & 7.06(dd, 1H, J=1.8, 8.6Hz), 7.05(d,
IH, J=1.8Hz), 6.70(d, 1H, J=8.6Hz), 4.22(s, 2H), 3.24(d, 2H,
J=7.2Hz), 1.41(m, 1H), 1.37(s, 3H), 1.33(s, 3H), 1.32(s, 3H), 0.83(t,
1H, J=5.0Hz), 0.77(dd, 1H, J=4.8, 8.4Hz) -

— f&A2 FF 3.3-= F % -5-[(1S,25)-1,2-F & -1-F K& -3-% X -
A1-23-— G -K vk (F HH7)

3,3- = W & -5-[(1S,28)-3-58 & -1,2-F 3F-1-F £ -/ &£ ]-2,3-=
- Ak (P M 4Sar 0274 0 1.04% £ F)x = & F 4 (12
EM)RLCIERENH)ERKRAFRAR 5 T HH X (0825%) o™
-E A 42 B 4T R B (0.025% ) A N-F K& 7% ok -N-4 1t 45 (0.31
264z X H )R EARMARERERE R EAEHOTIS B -
REReEHAI0EF I HBELELTTH R EHEENE
AI0% B LB O ELsEFir HF e EAILS
#(0.22% > 83%) o

M

-

Eﬂ*

'H NMR (300 MHz, CDCl;): & 8.42(d, 1H, J=7.0Hz), 7.07(dd, 1H,
J=1.9, 8.2Hz), 7.04(d, 1H, J=1.9Hz), 6.70(d, 1H, J=8.2Hz), 4.22
2H), 1.93-1.83(m, 2H), 1.44(s, 3H), 1.40(dd, 1H, J=5.0, 7.9Hz),
1.32(s, 3H), 1.30(s, 3H) -

-37 -
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— 2 5 G (6S,78)-7-[5-(3,3-=— W # -2.3--— %

ey
s
B
S
=

A )]-6,7-F 35 3-F A - 2E4E-— W B L Bs (AL & 4 1)
3-Y R A4-— v A MM A e 28 VB (32748 0 1242 X F)

Z 2% &2 kW &k A3% H 1,3-=— F K -3,4,5,6-m

-2(1H)-+% »¢ B (DMPU) Z # # 4 %7 (-78°C )ix & »A 1.6MIE T X
2 BRI (TTAE I 1248 £ )R 2 - 10544 > W
EEARBER AW T AR w33-= F 3% -5-[(1S,29)-1,2-F 3% -1-
A-3-2K-"A)23-—&-KXFHvrkwh(F M7 022% > 0.88
TRXF )z W akhmCGEH)ERLRER SR E-20C F

4

B LN BF o 32 F A e BAb gk IR R %k ROJE 3 A T B E R
BHAMBMERRERAB KRBABMNELEBR L AT AELEF LR E
oo £ B M (230-40048 B )L HA4%NLE ZE T RAE LR
Mg ETRR TR B AL TR 4%2Z:L7f% CUINCEE
oo & B MM E A HPLCHE M 4% L B B = TR 1F & 4% 8 48
JE 1542 AL & 4 (0.155% 0 48%) -
'H NMR (300 MHz, CDCl;): & 7.02(dd, 1H, J=1.9, 8.2Hz), 6.96(d,
1H, J=1.9Hz), 6.70(d, 1H, J=1.9Hz), 6.19(d, 1H, J=15.5Hz), 5.64(s,
IH), 5.22(dd, 1H, J=15.5, 10.0Hz), 4.22(s, 2H), 4.14(q, 2H, J=7.1Hz),
1.99(s, 3H), 1.73-1.67(m, 1H), 1.40(s, 3H), 1.33(s, 3H), 1.28(s, 3H),
1.27(t, 3H, J=7.1Hz), 1.18(dd, 1H, J=4.7, 8.2Hz), 1.09(t, 1H,
J=4 9Hz) -
— fx 2 & H: (68S.78)-7-[5-(3.3-= F & -2.3-— & - 7 vk 4
#5)1-6,7-F 45 -3-F X -3¢ -2E.4E- = & & (4

(6S,78)-7-[5-(3,3-= ¥

238 -
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3-% Lk -F 2BAE-— M B LB (et 01558 0 0428 X )
Z LEERAIMGAILAKRKZERRELMIFENAY JER
ESSCh#FaE - RERAGWAHETELALTAEER
oo B E A KHEE S AHBAILE T ESH AT E@ER - &
Bz HMER R AR KRB MNERETATAEREFHRY
Mo AR EREMNMBEF AR BLERE T &BE R

Z F2 AL A (0.75% > 50%) o
'H NMR (300 MHz, CDCly): & 7.02(dd, 1H, J=1.7, 8.2Hz), 6.96(d, -~ @
1H, J=1.7Hz), 6.71(d, 1H, J=8.1Hz), 6.23(d, 1H, J=15.5Hz), 5.65(s,
1H), 5.27(dd, 1H, J=15.4, 10.0Hz), 4.23(s, 2H), 1.99(s, 3H),
1.76-1.69(m, 1H), 1.41(s, 3H), 1.34(s, 3H), 1.28(s, 3H), 1.27-1.81(m,
1H), 1.12(t, 1H, J=4.8Hz) «

337-Z F K -23-— § -X vk g -5-F B (F B 4 8)

R HE — 2 A R 5-08-33,7-= F A -23-= & -K FF ok
(1248 > SERXF) 22 A& kw &rkwh >~ 1LTME =T A
422 E R R R (6172 1058 £ T )R MEE = F & (1.2% @
HF 1052 R F) E/HERFAILEY L REHILA
oAb o Btk iE R e 5-B-337-Z F A -23-= & -K Hvkvh T
do £ B & A 3£ 6,093,838F7 i A B M 0 LB A KX HE L F -

37-Z F 35 -5-(3-52 K -1-F X -& -(12)-% K )-23-= s - H
vk v (F R 49 9)

KM — Ax A2 B Bt 4E A 3,3,7-= F K -23-= & - H kwh -5-
ME (R HHS Faw—FEH - s ExF) 3-8-T
2(2)-% -85 (0658 P 32 X F ) FE(ISZ2 ) F XGB02 )

-39 -
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K(4Z F )~ B B4y (1.05% » 108 3 F )& B (= % ¥ )4z (0)(80
TR ) B EF B (230-400 B ) E 4B A I3% T B T B X T
WA L KR EITRRBRET BN O EFARAELS (062
o0 o BR 3 53%) o
'H NMR (300 MHz, CDCl;): 8 6.77(s, 1H), 6.76(s, 1H), 5.64(dt, 1H,
J=1.2, 6.6Hz), 4.25(s, 2H), 4.11(d, 2H, J=7.0Hz), 2.21(s, 3H), 2.07(s,
3H), 1.33(s, 6H) »

3.3.7-2Z F A& -5-[(18.28)-3-%8 A -12-F 45 -1-F % -5/ % 1-23-= @
H -2K vk v (F R 4 10)

RIE—EZ2RrCEERA _CEHEZ HEK AT K(LISM

7

K537 A -1-F A -A-(12)-% £)-23-= & -K Frxw (7 M
90 06254 » 2.8% X F )~ 43 o F & B R (0.64% )& (4S-R
X )-2-T A -NNNN-w 7 5 [1,3,2] = & 4 9 4 & & [4.5] =
#®EEE (1578 > SB3ELF)ZISEHA B R_ATKR » £ F C ¥}
B R (230-40048 B )L 45 A 15% C BR T OBEs X Tw A & R Bk
REATHRREREN > BEFRAFTELA B IZAILESY
Hoat ook A AR — F BE(0.645% 0 94%) -
3.3,7-= ¥ J& -5-[(18,28)-3-58 X -1,2-F 3#F -1-F K -&/ ¥ ]-2.3-=
f-K ok vh = (1S)-45 B B8R &5 (& M 4 11)

R AE — 45 42 B Dt & A 3,3,7-= F A& -5-[(1S,28)-3-5 A -1,2-
WAF-1-F A-RA]-23-Z &-KFrrvm (P HH10 0645 >
2022 X H ) 2Kk A F (02 H) > = T (2% F 0 13.9

- 40 -
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TEHF)ANS)- M A (158 704X F ) X £ K
(230-400% B )L 4 A 12% T B Z B X T ke 1F & & 8 m 17

ik BRI HEIFAEAILSH(066E > 59% > &G & B
¢ o [ 1% & B oM E 48 HPLC4E B 10% 2 B ¢ B = T W 1 4
HEE o BRERARILEEAELAZIHKHEEZRY) -

'H NMR (300 MHz, C¢D¢): & 6.95(d, 1H, J=1.7Hz), 6.93(d, 1H,
J=1.7Hz), 4.05(dd, 1H, J=11.2, 7.0Hz), 3.96(s, 2H), 3.78(dd, 1H,
J=11.2, 7.2Hz), 2.32(s, 3H), 2.18-2.07(m, 2H), 1.79-1.69(m, 2H),
1.28-1.22(m, 1H), 1.25(s, 3H), 1.16(s, 3H), 1.13(s, 3H), 0.89(s, 3H),
0.86(s, 3H), 0.75-0.71(m, 1H), 0.71(s, 3H), 0.625-0.61(m, 1H) -

3.3,7-Z F & -5-[(1S,28)-3-58 & -12-F 4£-1-F & -5/ % 1-2.3-=

-K F ek vk (F B 4h 10a)

R 4G — 2 F B 45 A 3,3,7-= F 3 -5-[(1S,2S)-3-5 % -1,2-
ToAF-1-F k- A ]-23-2 & -K vk vh = (1S)-42 A6 BR &5 (P
Mlap 11> 0.66% )~ 10& 5 2 B B SME & 1L én 8 ik (3% 4F) >
HAFeEEHMEIRAILESEW04TE > 2% B 43 70%) -

'H NMR (300 MHz, CDCl;): & 6.90(s, 1H), 6.88(s, 1H), 4.22(s, 2H),
3.28(dd, 1H, J=11.2, 7.4Hz), 3.22(dd, 1H, J=11.2, 7.4Hz), 2.18(s,
3H), 1.37(s, 3H), 1.314(s, 3H), 1.309(s, 3H), 1.29-1.22(m, 1H),
0.88-0.82(m, 1H), 0.717-0.723(m, 1H)

3.3.7-Z F A& -5-[(18S,28)-1,2-F # -1-F % -3-F & -% A ]1-23-—
F-K ek (F R4 12)
R AE — f5 #2 B Fit (8 B 3,3,7-= F K& -5-[(1S,28)-3-58 & -1,2-

TAF-1-F K-8 A& ]-23-Z & -KFrkem (F M4 10a> 0472 >



200306814

1T EH) K FR(22H) THEQEH) - 4% 9 T &

R (0745 ) w-E & A& 4% 8 47 B2 B (0.025% )& N-F & =5 ok
N-#. 4t 4 (0.57 % » 4.87% X F ) 4 ¥ & 47 & B (230-40049 B )

Rk EAEARERAIONCBR LEE XTI FL Xk H13 8

Gk 2 A2 A AL & M (0374 0 T9%) °

'"H NMR (300 MHz, CDCls): 8 8.43(d, 1H, J=7.0Hz), 6.91(s, 1H),

6.88(s, 1H), 4.21(s, 2Hz), 2.18(s, 3H), 1.91-1.83(m, 2H), 1.43(s, 3H),

1.40-1.36(m, 1H), 1.31(s, 3H), 1.29(s, 3H) - | -@
_§6S,7S)—7—L5-(3 J-Z F B 23-= £ -% 5 vk v £ )]-6.7-F 4%
3-F & - 2EAE-— % 8 2 B (M & 4 3)

WA — R AEGEBR AT A4 LA MBLAE LR T

Bs (5.7% > 216 £ F) 30 2k &kl ~ 458 7 1,3-
¥ & -3,4,5,6-w9 & -2(1H)-# % & (DMPU) ~ 1.6ME T & 42 % 2,
Ko & kR (13.5% 9F > 21.6% £ F)&3,3,7-= F 4 -5-[(18,25)-1,2-

WIF-1-F K -3-2K-8 K ]-23-Z & -RK gk (P R 120
037% > 1548 L F)2zwm A vkwh > 3R AL S H029% > @
50%)

'"H NMR (300 MHz, CDCl;): & 6.86(s, 1H), 6.78(s, 1H), 6.18(d, 1H,
J=15.5Hz), 5.63(s, 1H), 5.24(dd, 1H, J=15.5, 10.1Hz), 4.22(s, 2H),
4.14(q, 2H, J=7.1Hz), 2.19(s, 3H), 2.00(s, 3H), 1.73-1.65(m, 1H),
1.39(s, 3H), 1.32(s, 3H), 1.26(s, 3H), 1.26(t, 3H, J=7.1Hz),
1.18-1.14(m, 1H), 1.10-1.06(m, 1H) -

(6S,78)-7-[5-(3,3,7-= ¥ Xk -23-— @ - X F vk &K ] 6,7-F 3%
=3-F K -2E4E-— Y& B (1L & 49 4)
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2 0y

R 1 — fx A2 B Hit 4 A (6S,7S)-7-[5-(3,3,7-= ¥ #% -2,3-=
- H vk il K )]-6,7-F ¥ -3-% % - -2B4E-— K B ¢ & (1t
M3 024% 0 0.62% E F ) B (15 )R 2ME {1 47
AR CBEFEMTRREEREMNMEA2NLEK EITIKRAE S
A EERE A O BREKEIFE E B AR S H (0085
%0 38%) o

P

=%

'"H NMR (300 MHz, CDCl;): & 6.86(s, 1H), 6.78(s, 1H), 6.22(d, 1H,
J=15.4Hz), 5.65(s, 1H), 5.30(dd, 1H, J=15.4, 9.9Hz), 4.22(s, 2H), @
2.19(s, 3H), 2.00(s, 3H), 1.74-1.66(m, 1H), 1.39(s, 3H), 1.32(s, 3H),
1.26(s, 3H), 1.20-1.16(m, 1H), 1.12-1.10(m, 1H) »
— ARl 7-T 8 R -5-8-33-— W A -23-— g-KFrkag (P
Pl 4 13)
A48 (0258 » 172 £ H )32 &K KTl H AL

Zp(kis)VE F R ERATACEHE L (029 » 262 £ F)E
oo AEFTHZEHERPRNMWS-H-33-—F K-23-=— & -

Mok (PR M2 024 )2 158 H ek _nPrsr @
iR e FZRBENEBBEREF LN - R ERS W E A
KK P E AR T ER o AH X H M E IR R AR KRR
sk BB E AR EZHe LB o &® B (230-400/ B )
P RONTE LE T REELE R BERETRRE R
Moo T a6 BB ESEW(0.17TE 0 67%) -

'H NMR (300 MHz, CDCl3): & 7.79(d, 1H, J=2.2Hz), 7.31(d, 1H,
J=2.2Hz), 4.37(s, 2H), 2.59(s, 3H), 1.35(s, 6H) »
— AR RS- 33-2 F K -7-F A 232 8K 5ok v (M
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4 14)

T-T B 35 -5-% -33-— W R -23-— & -KFvkwhg(F K 413>
0.125% > 0.5% ¥ ¥ )% 3% 3+ =
(09 9 » 1138 X F )R 32 H A 15 & 9 & & X ik £ 55C /m
QINEF o RE R A B AL 0 AA6E I P EE R K E
VABS Fo B BR OB SN R R Do P Fe A Tk E R o K M OE R
AR ER N LR 0 BE X ABEEFN o B RREREERE
MERA2%N LR LB REEERERZ  HBFHRIFEAL
& 4 (0.11% » 93%) o

B 2 Rk A= LR B IR

Ty
o

'"H NMR (300 MHz, CDCl;): & 7.08(d, 1H, J=2.2Hz), 7.03(d, 1H,

J=2.2Hz), 4.23(s, 2H), 2.56(q, 2H, J=7.5Hz), 1.32(s, 6H), 1.20(t, 3H,

J=7.5Hz) -

33-—F R -7-Z A 23-— A -X Ak vd-S-PME(F M 415
WA — A2 F AL B R 5-02-33-— % X -7-2 % -23-— & -
Ktk (P M 4p14: 0765 0 32 EF ) 152 & kW 8%
g~ 1LTM%E = T A 422 F Rk E k(3538 68 ¥ )& 4l
R =T EO0ISES  TEEXHF) HHEELFARALEY
Hok & A B4 AL 0 3k sk B A

33-— ¥ X -7-2 A -5-CB-88 A -1-F X -H-(12)-% %)-23-— & -

K ek (F B4 16)

RAGE — 4542 FBEAE A33-2F £ -7-¢2 £ -23-=
g -S-MER (AR P RIS FaA —F 8 432 EHF) > 3-
#-T -2(Z2)-% -85 (0.3 272 X F ) FEQGEH) ¥F
) KQEI) > BHE 4 (0.83% 0 62 X H )R H
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42 (0)(80% %) 42 % £ & B (230-40048 B )L 4 A 15% T & ¢
Xl tEasndrETREETRER  HBFERALGD
(0.385% » oy # BE £ 52%) o

'H NMR (300 MHz, CDCl;): & 6.77(d, 1H, J=1.8Hz), 6.76(d, 1H,
J=1.8Hz), 5.63(dt, 1H, J=1.5, 6.9Hz), 4.24(s, 2H), 4.11(d, 2H,
J=5.1Hz), 2.59(q, 2H, J=7.5Hz), 2.08(s, 3H), 1.33(s, 6H), 1.22(t, 3H,
J=7.5Hz) -

3,3-=— W A -7-7 & -5-[(1S,28)-3-F& kX -12-F 3 -1-F K -5
Ak 1-23-= G -K Hrkel (F B #H17)

R —fx A2 FCEfE A —C K42 &Kk =& F % (099M
sk X 188E I 187 E H ) 1,2-= F A& Tk (1.94% 7+ >

1872 X ) —# ¥ B2 > 372X F )~ 33-=F K& -7-
Tk -5-(3-5 &k -1-F X -%-(12)-% & )-23-= & -K kb (F
W4 165 0.38% » 1.55% % F )~ 4% » F # & R (0.57% ) & (4S-
R KX )-2-T A -NNN' N-w ¥ 5 [1,3,2] = & 4 2 3 3K & [4.5]
Z B AR (088% 332 X H )8 H A KA Tk 0 #E
BB B (230-40048 B )L A 13% C B 8 = Tl E A R
RETRBERERN A AREHEMEIEALESY
(0.323% > 80%) o

'"H NMR (300 MHz, CDCls): & 6.92(d, 1H, J=1.9Hz), 6.88(d, 1H,
J=1.9Hz), 4.21(s, 2H), 3.24(d, 2H, J=5.2Hz), 2.58(q, 2H, J=7.5Hz),
1.37(s, 3H), 1.31(s, 6H), 1.30-1.22(m, 1H), 1.21(t, 3H, J=7.5Hz),
0.85-0.82(m, 1H), 0.77-0.73(m, 1H) -

33-= ¥ A -7-2 A -5-[(1S,2S8)-3-5& A -12-F 3% -1-F &% -5
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A 1-23-— & -K HF kvl x (1S)-# A% B & (F B 4 18)

RAE — 542 B D4 A 3,3-= F & -7-2 % -5-[(1S,28)-3-5
A -12-F4-1-F £ -FHE]23-— 8-XHArkwh (P B 417 0.32
o l222 L F )~ 2K A F (0= H ) = T (0.7 7 >
492 EH )R (IS)-H @ R (052 " 2M4ERF ) BXAY
FF(230-40048 B )L 42 B 10% C B ¢ & X T 1E & 5 dk g i

Ttk BB AL AR S (0.464% 0 86% 0 &
EEA M e B ERHPLCE A% B LEZ T -@

LA i HHEARKCHEMELAZIMEZHEY)

'H NMR (300 MHz, C¢D¢): & 6.89(d, 1H, J=1.8Hz), 6.87(d, 1H,
J=1.8Hz), 4.21(s, 2H), 3.91(dd, 1H, J=11.4, 7.5Hz), 3.81(dd, 1H,
J=11.4, 7.4Hz), 2.57(q, 2H, J=7.6Hz), 2.45-2.36(m, 1H),
2.05-1.85(m, 2H), 1.72-1.62(m, 1H), 1.35(s, 3H), 1.32(s, 3H), 1.31(s,
3H), 1.27-1.17(m, 1H), 1.21(t, 3H, J=7.6Hz), 1.12(s, 3H), 1.04(s,
3H), 0.98(s, 3H), 0.90-0.80(m, 2H) *

3.3- = ¥ A -7-2¢ % -5-[(1S.28)-3-%& H -1.2-F # -1-F X -& @
A 1-23-= A -X 3t ek wh (7 M 4 17a)

R E — MR FELME M- F K-7-2 Kk -5-[(15,25)-3-%
K -12-F F-1-F A -& K ]-23-2 8K 5 kb 2 (1S)-4 4 &
Bs (P M 418> 046% > 104 X F ) 10£ ¢ 8 A IM& 4
e HREEERERAEBEEAILESH 0278 > 100%) -

'H NMR (300 MHz, CDCl3): & 6.92(d, 1H, J=1.9Hz), 6.88(d, 1H,
J=1.9Hz), 4.21(s, 2H), 3.24(d, 2H, J=5.2Hz), 2.58(q, 2H, J=7.5Hz),
1.37(s, 3H), 1.31(s, 6H), 1.30-1.22(m, 1H), 1.21(t, 3H, J=7.5Hz),
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0.85-0.82(m, 1H), 0.77-0.73(m, 1H) -
3.3-= ¥ & -7-% J -5-[(1S,28)-1,2-F # -1-F Kk 3-A K -&
A 1-23-= & -X H ok wh (F B 4 19)

R — A2 B Fi4g A 33-— F & -7-T & -5-[(1S,25)-3-%
A-12-FF-1-F EA-® X ]-23-=m &-KX Ak (F M 172
0.27% - 1.04% 3% F ) - v (128 9H) ~ 2B (2E ) - 4
B oo T By R (082 ) w-1E & I 4 & 47 B2 B (0.0255% ) & N-
WOk eE ok N-R L4y (031% - 2642 EF)) 2zl -@
(230-4004 B )2 E R B MR A 0N B LEX TR S
mEER O R E M IEANLESH0228 0 83%)

'"H NMR (300 MHz, CDCl3): & 8.41(d, 1H, J=7.0Hz), 6.93(d, 1H

J=1.8Hz), 6.88(d, 1H, J=1.8Hz), 4.22(s, 2H), 2.57(q, 2H, J=7.6Hz),

1.90-1.80(m, 2H), 1.44(s, 3H), 1.43-1.33(m, 1H), 1.32(s, 3H), 1.30(s,

3H), 1.21(t, 3H, J=7.5Hz) -

(6S.78)-7-[5-(3,3-=— ¥ #% -7-2 XK -2.3-— @ - H vk o X )]-6,7-

W 4 3-F A - 2EAE-— 55 B 2 B (AL & 4 5) @
R — AR FGCGESEAI-FRAA4- AL BT

B (3.27%x > 1242 £ F ) 222 - & kW &kl ~ 32 9+ 1,3-

= ¥ % -3,4,5,6-w & -2(1H)-+% » & (DMPU) ~ 1.6MJE T # 42 =

3

Tl R R (7.74% H 0 124% ¥ F)AE33-—F K -7-2 K
-5-[(1S,28)-1,2-% 4% -1-F X 3-8 & -& % 1-2,3-= & - K 7 vx =
(F M 419> 0225 > 088X F )z wmakhBet) #AF
A% 222 i s kA2 ML A o B M E 48 HPLCE A
A% B LB X TR ELEB B MEFAZAL S W 0.155% >
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48%) o
'"H NMR (300 MHz, CDCls): & 6.87(d, 1H, J=1.8Hz), 6.80(d, 1H,
J=1.8Hz), 6.19(d, 1H, J=15.5Hz), 5.64(s, 1H), 5.25(dd, 1H, J=15.5,
10.0Hz), 4.22(s, 2H), 4.14(q, 2H, J=7.1Hz), 2.58(m, 2H), 2.01(s, 3H),
1.75-1.66(m, 1H), 1.40(s, 3H), 1.32(s, 3H), 1.27(s, 3H), 1.27(t, 3H,
J=7.1Hz), 1.27(s, 3H), 1.20(t, 3H, J=5.7Hz), 1.20-1.15(m, 1H),
1.10-1.07(m, 1H) -
(6S,78)-7-[5-(3.3-= F 3 -7-T A -23-= & -¥ 5 vk =5 % )]-6.7-
¥ 3% -3-F 3 - -2E4E-— % B (1L A 45 6)

w1 — A& 42 5 HAE 4 A (6S,7S)-7-[5-(3,3-=— ¥ 4k -7-¢ %
23-— & -X Horhwh A )]-6,7-F 4 -3-F L - -2E4E-— % B T
Bs (b & 45> 0.15% > 0428 £ F ) L &8 2 IMA & 1L #8 K &
R BRFETHREREREEANLE IR BLEREF G B R
Z 2 R AL A M (0.075% 0 50%) o

'"H NMR (300 MHz, CDCl5): & 6.87(d, 1H, J=1.6Hz), 6.79(d, 1H,
J=1.6Hz), 6.22(d, 1H, J=15.5Hz), 5.65(s, 1H), 5.31(dd, 1H, J=15.5,
10.0Hz), 4.22(s, 2H), 2.68-2.48(m, 2H), 2.00(s, 3H), 1.75-1.66(m,
1H), 1.40(s, 3H), 1.32(s, 3H), 1.27(s, 3H), 1.20(t, 3H, J=7.6Hz),
1.27-1.17(m, 1H), 1.12-1.10(m, 1H) °
33-— F K -7-B /A -23-= & -X Fek v -5-50 8 (F M 4 20)
RAE — 242 B AL (B A 5-2-33-2F £-7-2 8 £ -23-= &
K kv (08% » 32 EHF )~ IS & KRkw &k ~ 1.TMA
ZTHREZERKERGS3EHN P 2 L F )RME = F &
& i

(0752 62 X F ) HEF e HAlLeH  HRAL&H
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16 B4 st > shsbfg A o S-2-33-— % X -7-2 8/ K -23-2 &

KArkag o £ B £ A 35 6,093,838p7 il fix H M -
33-— % A -7-B /A -5-C3-5 A -1-F X -5 -(12)-% #£)-2.3-=
-2 3t vk vl (F R 4p 21)

R — x4 FBEAF A33-—F £ -7-2 &/ &£ -23-— 5 -X #
vk S-RIER (JR B P M 4200 F AW —FH o H3BEF) -
3-#E-T -2(2)-% -8 (05354 » 272 X H ) PEG2H) F XK
(202 )~ KQEH) > BEHF (0832 » 6EXF)RE(ZX - @
W) 4e (0)(100% %) 0 42 2 & & B (230-40048 B )L & A 13%
BBk RBEREFARREETREEN  HHFEAL
&4 (031 » W F B £ 40%) -

'H NMR (300 MHz, CDCl;): & 6.82(d, 1H, J=1.8Hz), 6.76(d, 1H,
J=1.8Hz), 5.64(dt, 1H, J=1.4, 6.9Hz), 4.24(s, 2H), 4.12(dd, 2H, J=5.5,
5.6Hz), 3.09(+& %, 1H, J=6.9Hz), 2.08(s, 3H), 1.33(s, 6H), 1.24(d,

6H, J=6.9Hz)

33-= % X -7-2 & J -5-[(1S,28)-3-% K -12-F F -1-F K -& o
Xk 1-2.3-= & -2K ek v (F R 4 22)

B — AR AFCEME R T K4 EHEKE
mk k1465 H 0 45EREF ) 12-2F A A Tk (1.51%
#1452 F F )y — g F i (2.348 9F > 293
AK-T-2 /K -S5-B3-2KX-1-F X-8-(12)- % &)-2,3-= & -KX #
kvl (P R 421> 0.31% 0 1.2138 3 F )~ 432 4 F & # K& (0.47
%) B (4S-5 K )-2-T £ -NNN'N'-wg ¥ % [1,3,2] = & % o 5k
BO%[4,5] = 5 B R (0.69% 0 254 £ )2 8% &k — A F
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v, 0 R B B (230-40048 B ) B 4E Bl I3% T B LB X Tk E
LA iEirkRBE2ERERN O BERFTEERABIEA
L4 (03% » 91%) o

'"H NMR (300 MHz, CDCl5): & 6.96(d, 1H, J=1.8Hz), 6.88(d, 1H,
J=1.9Hz), 4.21(s, 2H), 3.28(dd, 1H, J=6.5, 11.6Hz), 3.20(dd, 1H,
J=7.7, 11.5Hz), 3.06(- %, 1H, J=6.9Hz), 1.38(s, 3H), 1.32(s, 3H),
1.31(s, 3H), 1.29-1.22(m, 1H), 1.23(d, 6H, J=6.9Hz), 0.85-0.82(m,
1H), 0.78-0.77(m, 1H) -

33- = F & -7-% & & -5-[(18,28)-3-% A -12-F # -1-F & -&

K 1-23-— & -FK vkl x (1S)-4% J% 82 & (F M 4 23)

R AE — A2 A DEE A33-=F A -7-8 & & -5-[(1S,25)-3-
-1,2-F #F-1-F A -A A ]-23-— & -K vk (F B 422
03% » lIZEF) ARk R Fr(I0ZH) = T Ik (0.64%
I 45 FEF)A(IS)-H Mg i A (04858 » 2218 ¥ F ) # 3
B R (230-40048 B )L 4 A 10% C B C B 2 & % 4k & K A
BT RRE AR EFRMILSH (0418 0 81%
MG 1% 4 4L M M 48 HPLCH: B 8% 8 C 8 = Tk 1k & 4 %
o HBBRERARCHEBMELAZIBEEZHRY) -

'H NMR (300 MHz, CDCls): & 6.85(d, 1H, J=1.8Hz), 6.80(d, 1H,

Hﬂ
W

J=1.8Hz), 4.14(s, 2H), 3.88(dd, 1H, J=11.4, 7.3Hz), 3.71(dd, 1H,
J=11.4, 7.5Hz), 3.0( & % , 1H, J=6.9Hz), 2.39-2.28(m, I1H),

1.95-1.80(m, 2H), 1.65-1.58(m, 1H), 1.29(s, 3H), 1.26(s, 3H), 1.24(s,

3H), 1.27-1.17(m, 1H), 1.17(d, 6H, J=6.9Hz), 1.05(s, 3H), 0.98(s,
3H), 0.92(s, 3H), 0.83-0.76(m, 2H) »
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3-= F A& -7-8 &/ A -5-[(18,28)-3-4 K -1.2-F #H-1-F K -
A& 1-2.3-= & -3K ¥ vk vk (F M 45 22a)

WRAE —fx A2 BRESE 4 A33-— F & -7-8 & &£ -5-[(1S,25)-3-
Fo ok -1,2-F 3 -1-F A -/ A )-23-= A -K A rkvd 2 (1S)-H 54
B Es (P M 4230 035% > 0772 £ FH ) 10% 4+ ¢ B2 & IM &

(OS]

AibmiERUAEIN) HEF R E A AZALS Y (0.209
% 0 99%) o
'H NMR (300 MHz, CDCl3): & 6.96(d, 1H, J=1.8Hz), 6.88(d, 1H, - @
J=1.9Hz), 4.21(s, 2H), 3.28(dd, 1H, J=6.5, 11.6Hz), 3.20(dd, 1H,
J=7.7, 11.5Hz), 3.06(+ %, 1H, J=6.9Hz), 1.38(s, 3H), 1.32(s, 3H),
1.31(s, 3H), 1.29-1.22(m, 1H), 1.23(d, 6H, J=6.9Hz), 0.85-0.82(m,
1H), 0.78-0.77(m, 1H)
33-= % KX -7-8 & K -5-[(1S,29)-12-F #F -1-F K -3-A K -5
R 1-2.3-= & -K vk v (F H 45 24)

RYE — A2 R F#E4E A 33-—F % -7-2 & & -5-[(1S,29)-3-
2k -12-F H-1-F A -8 A]23-Z &-X Ak (F MY ®.
22a> 0.21% " 082 £ H)s — &£ F (122 H) 2 (2F ) -
43 5 F B oB KR (0.62% )~ w-iE & & 4B 47 B B (0.025% ) &
N-F XKk -N-B b (023 » 22 £ F) B F & THK
(230-40048 B )R B = B AT 1L A 10% 2 8 LB Ttk &
mEER O R R EHIEALENL (027 0 96%)

'H NMR (300 MHz, CDCl;): & 8.41(d, 1H, J=7.0Hz), 6.96(d, 1H,
J=1.8Hz), 6.89(d, 1H, J=1.8Hz), 4.21(s, 2H), 3.05( & %, 1H,

J=6.9Hz), 1.92-1.84(m, 2H), 1.45(s, 3H), 1.43-1.34(m, 1H), 1.32(s,
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3H), 1.30(s, 3H), 1.23(d, 3H, J=6.9Hz), 1.22(d, 3H, J=6.9Hz) -
(6S,78)-7-[5-(3,3- = ¥ % -7-% & X -23-= & -¥X 3 v %
#)1-6,7-F 45 -3-F K -F -2E4B-— % # T & (1b &4 7)

W —ARAFGEREAF R4 EABBAECSRT
Ag (2.845% » 108 X F )~ 25 J- & Ak w & vkvdh ~ 2.5% # 1,3-
= ¥ 3 -3,4,5,6-19 & -2(1H)-% »z & (DMPU) + 1.6MiE T 4 42 %
Tl E k(673 FF > 10.8% ¥ X )R 33-—F £ -7-2 &5 %
-5-[(18,28)-1,2-F # -1-F XA 3-A K -B A ]23-—&-X H+%+#H -@
(kM 240 02% 2 0772 £ )z @ & vk (3 ) ¥ 1F #%
2ZE Mt T R AF AL A o B M E A HPLCE A 3% B
LB Tl SL S A LTRSS 4 (HPLCH » 0.133 %
45%) o

'"H NMR (300 MHz, CDCl;5): & 6.89(d, 1H, J=1.7Hz), 6.80(d, 1H,
J=1.8Hz), 6.19(d, 1H, J=15.5Hz), 5.63(s, 1H), 5.25(dd, 1H, J=15.5,
10.1Hz), 4.21(s, 2H), 4.14(q, 2H, J=7.1Hz), 3.06(t %, 1H, J=7.0Hz),
2.01(s, 3H), 1.73-1.64(m, 1H), 1.40(s, 3H), 1.32(s, 3H), 1.27(s, 3H), ‘
1.27(t, 3H, J=7.5Hz), 1.22(d, 6H, J=7.2Hz), 1.27-1.14(m, 1H) - ,
1.09-1.06(m, 1H) -

(6S.78)-7-[5-(3.3-= ¥ % -7-8 & & -23- = & -% # v& 4
H)1-6.7-F 3% -3-F 3 - -2E4E-— % B ({L & # 8)
IR 4G — % A2 F HE 4 A (6S,78)-7-[5-(3,3-=— F £ -7-B & &
23-Z A -KX F kvl K)]-6,7-F F-3-F A -F 2E4E-— M B L

Bs (A& 47> 0.128% » 0332 £ H ) 2B (152 H)ARSME &

Z
fbér RIZZBRQLEN) HEFEFTHRRER T ERFEAIS%T &
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LB O LEMHA KiFa & B FEAILSH0.097

% 0 17%)

'H NMR (300 MHz, CDCl;): § 6.88(d, 1H, J=1.6Hz), 6.80(d, 1H,
J=1.6Hz), 6.21(d, 1H, J=15.6Hz), 5.65(s, 1H), 5.31(dd, 1H, J=15.6,
10.0Hz), 4.21(s, 2H), 3.06(+ % , 1H, J=6.9Hz), 2.00(s, 3H),
1.75-1.66(m, 1H), 1.40(s, 3H), 1.32(s, 3H), 1.27(s, 3H), 1.21(d, 6H,
J=7.3Hz), 1.27-1.17(m, 1H), 1.11-1.08(m, 1H) *

33- = F K -7-# = T A-23-—f-A A% p-S-MB(FTHYH -@

25)

RAE—fr A2 B A B AS-R-33-2F X-7-% =T %-23-=
-X Ak (1428 T2 L F) 155 H £ km Gk~ 1.7TM

%= T A ERKERBLISI > U2 LT )R Mt = F
BE(lSzI > 2 EF) HEBFHF e BREALEGY  HAR
oAb R4 A o sk B R e 5-02-33-— W A -7-F = T K -2,3-
= &, -3 3 vk vd 44 4R 3F TanuszH A B OB fb 2 g R > 1998, 41,
1124-1137FF it & 2 # - ®.
33-= % K -7-% = T A -5-(3-8 K -1-F X -8 -(12)-% J )-2.3-
= & -FK F ko (F M 4h26)

W — M ABREE R332 F A-7-%5 =T X£-23-= 8-%X
Foekovl -5-F0 BR (P M 4250 0578 0 238 E F ) 3—%;&\1-T-2(Z)-
-85 (0458 - 22 £ F ) FEE(TSEI) FRXAUSZ )~
(2F ) B4 (05% » 492 2 )R (= X B )4 (0)(60%
) ¥ F A w O (230-40048 B ) B4 R IS% T B T B X Tt
B mipirR BT RBEAERN > HFAREAILSH 0471
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FF B ST%) -
'H NMR (300 MHz, CDCls): & 6.92(d, 1H, J=1.9Hz), 6.83(d, 1H,
J=1.9Hz), 5.67(dt, 1H, J=1.4, 6.6Hz), 4.24(s, 2H), 4.17(d, 2H,
1=6.6Hz), 2.33(br s, 1H), 2.12(s, 3H), 1.40(s, 9H), 1.36(s, 6H)
33 P R T B S T R S-(15.05)-3-58 A& 1.0-F 4 -1-F & -
K 1-2.3-2 B -3 5t vk o (4 B 4 27)
RIE—ABRAFCERLHA A4 8
$£204F H 0 2048 ) 1,2-2 F 4 &

K = £ F & (IMIE &
z 204 -@
XF) = PR32 > 412X F) > 33-=F X-7-%
=T K -5-(3-% X -1-F A -/ -(12)-% £)-23-=— & -X 3 v =5
(7 M #9260 0472 172 X H) 4R 5 F & 4 R (0.7% ) & (4S-
BoX)-2-T A -NNN',N'-w F %K [1,3,2] = & 4 20 4 & /& [4.5]

e
-
o

(e

B (0974 P 36EEHF)XSEH A KR TR 0 & F
B FF(230-40048 B )R 45 A 25% C B L B X TR AE & R B
wEMT R EREENK O EBFSRAFTEREAEFZALEY
(0.44 % > 91%) o @
'"H NMR (300 MHz, CDCls): & 7.00(d, 1H, J=1.9Hz), 6.89(d, 1H,
J=1.7Hz), 4.19(s, 2H), 3.24(d, 2H, J=7.1Hz), 1.37(s, 3H), 1.34(s,
9H), 1.30(s, 3H), 1.30-1.20(m, 1H), 1.30(s, 3H), 0.88-0.73(m, 2H) -

3-— ¥ K -7-% = T A& -5-[(1S,28)-3-4¢ K -12-F 3 -1-F K& -
A 1-23-= G -FK Fekwhg (19)-15 B4 & & (F R 4 28)

%k B — & A2 F DIEF A 33-=F & -7-% = T K

5-[(18,28)-3-#8 X -1,2-F # -1-F X -/ X ]-23-= & -X FH %

(b M 427 0.44% » 1.54% & F )~ A F 4 (10% ) »
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= (086 4 > 6.2 ¥ F)E (1S)-4 i§ & & (0.67% > 3.1
¥ ) 3 FE R B (230-40048 B ) b 4E F 20% C BR T BE X
D E s i BT RRBETRAENGIL  HEEFHREALEY
(047% > 75% > M & Tl A R B & ab 0 & % R Bl L B
MlzgAxHEEMRY) -

'"H NMR (300 MHz, CDCl3): & 6.96(d, 1H, J=1.7Hz), 6.88(d, 1H,
J=1.7Hz), 4.19(s, 2H), 3.99(dd, 1H, J=11.4, 7.1Hz), 3.75(dd, 1H,
J=11.5, 7.7Hz), 2.45-2.35(m, 1H), 2.03-1.87(m, 2H), 1.71-1.61(m,
1H), 1.36(s, 3H), 1.35-1.24(m, 1H), 1.34(s, 9H), 1.32(s, 3H), 1.30(s,
3H), 1.28(s, 3H), 1.27(s, 3H), 1.26(s, 3H), 0.90-0.82(m, 2H) -
33-— ¥ XK -7-% = T A& -5-[(1S,28)-3-% K -12-F 4 -1-F K& -

Ak 1-23-= & -K HF ks (F B 27a)

w B — & 2 FEERE @& A 33-=— % X -7-% = T £
S5-[(1S,28)-3-5 K -1,2-F #F-1-F A -/ X ]-23-— &-KX F k4
Z (1S)-# S B Bs (P M 28 0.47% > 1162 E F )~ 102 # T
B2 ~SEH W avks ASME &b irrRe ) &£ B 15%C
MLkt rETRREERHZ  HFFE
w2 AZ AL A W (026% 0 59%) -

'H NMR (300 MHz, CDCl;): & 7.00(d, 1H, J=1.9Hz), 6.89(d, 1H,
J=1.7Hz), 4.19(s, 2H), 3.24(d, 2H, J=7.1Hz), 1.37(s, 3H), 1.34(s,
9H), 1.30(s, 3H), 1.30-1.20(m, 1H), 1.30(s, 3H), 0.88-0.73(m, 2H)
33-— ¥ 3K -7-% = T 3 -5-[(1S.28)-1.2-F #F -1-F X -3-2 X -&

B 1-23-= & -% # vk wh (¥ M 49 29)
® M — kA2 R FE®E B R 33-= % X -7-% = T X

-55-



200306814

-5-[(18,28)-3-72 K -1,2-F ¥ -1-F K -& K ]-2,3-= & -K 7 k%
(b Ml 4 27a> 026% > 091 £ HF ) — & F (IS H) T
BEQRSEF) 4% 5 FHEH R(044)  W-FEH A éx B4 8 B
(0.03% )& N-F & "H ok -N-F 1 (0.21% > 1.82% X F ) # #*
T A B (230-40048 B )R iR T A B A I10%T B T B X
ChetEamdeiz HFEEHZIZALSH026% 0 99%) -
'H NMR (300 MHz, CDCl;): & 8.40(d, 1H, J=7.0Hz), 7.01(d, 1H,
J=1.9Hz), 6.90(d, 1H, J=1.7Hz), 4.20(s, 2H), 1.92-1.82(m, 2H), - @
1.45(s, 3H), 1.44-1.35(m, 1H), 1.34(s, 9H), 1.31(s, 3H), 1.39(s, 3H) -
(6S,78)-7-[5-(3.3- = ¥ % -7-% = T ¥ -23-= & -% 3 vk o
B )]-6,7-% 3% -3-F 3 - -2BE4E-— % B T B (4L & 4 9)
WRMB—HEFCEEAI-FA4-—CAMmEie 2K T
Bs (3.11% > 1182 X F ) 158 H £ Kkw G kg ~ 238 5 1,3-
= W & -3,4,5,6- & -2(1H)-+% % & (DMPU) ~ 1.6MiE T # 42 %
Che mm (73629 » 118 £ F)AR33-=F X -7-% =T K
-5-[(18,28)-1,2-F # -1-F X 3-8 K -& &£ 1-2,3-= & -X 3 "k % [}
(F M 429 026% > 091% ¥ F ) w Ak (35 7)) 13
2R AL & 4 o B M5 M i 48 HPLC{E B 12% Kk 2 ¢ B 4 & %
AT R4 E 2 A2 E AL A # (HPLC# » 0.347% » 97%) °

'H NMR (300 MHz, CDCl3): § 6.93(d, 1H, J=1.7Hz), 6.82(d, lH,
J=1.8Hz), 6.19(d, 1H, J=15.5Hz), 5.64(s, 1H), 5.25(dd, 1H, J=15.5

10.0Hz), 4.21(s, 2H), 4.14(q, 2H, J=7.1Hz), 2.02(s, 3H), 1.71-1.63(m,
1H), 1.40(s, 3H), 1.33(s, 9H), 1.31(s, 3H), 1.27(s, 3H), 1.27(t, 3H,
J=7.1Hz) 1.29-1.15(m, 1H), 1.08-1.05(m, 1H) -
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(68.78)-7-[5-(3.3- = ¥ 3% -7-% = T 3% -23-= & -X # vk
3% )1-6,7-F 4% -3-F & -5 -2E,4E-= % # (4t 4 4 10)
IR 45 — S5 A2 5 HiE & A (6S,78)-7-[5-(3,3-=— F £ -7-% = T
3k -23-Z & - Fvkvh K )]-6,7-F 45 -3-F A - 2B 4E-— M &
ZE (AL A& 49 0306% > 077 % F )~ Z B (20% 7 )& IM
R IMmARERQLEI) BHFEATHRREERNLA20%
LB LUBILREFLERER  HiIFcBEERAILEY
(0.163% > 57%) o @
'H NMR (300 MHz, CDCl3): § 6.93(s, 1H), 6.82(s, 1H), 6.22(d, 1H,

J=15.4Hz), 5.65(s, 1H), 5.31(dd, 1H, J=15.4, 10.1Hz), 4.20(s, 2H),

2.01(s, 3H), 1.73-1.65(m, 1H), 1.40(s, 3H), 1.32(s, 9H), 1.31(s, 3H),

1.26(s, 3H), 1.29-1.19(m, 1H), 1.17-1.07(m, 1H) -

S-i%-33-= F JK-23-= & K kg -7-% B (F K 45 30)
aXHF R (FH B2 04% 0 1.57

EXF )L EBR_ATFIRUEMEFE LD (RkB)ERT > H

Ao v F 1L 4k (0.172% 9+ 0 1.57

\

A 5-0%-3,3-= % % -2,3-=

TE I VB F R AT K & ®.
(0.4 9 " 15TEXF ) RBERAW B E TR A L3 F&E
R¥E O RBERAMBENKAKFT LR TEER - HHEEAR
oK GEAE 0 VA B R B BR S S FR 0 B R 3t KL Y/
BWRBREREBNABEA2NLCER CE XTI E &K &R &
542 A4 A& 4 (0.25% » 63%) o

(3
P
RN

ul
g

'H NMR (300 MHz, CDCl;): & 10.13(s, 1H), 7.71(d, 1H, J=2.0Hz),
7.38(d, 1H, J=2.1Hz), 4.42(s, 2H), 1.38(s, 6H) *
— g A2 F K 1-(5-3%-33-2 F & 23 = § K ek ah -7-&)-2.2
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— ¥ K -R"-1-8 (F M % 31)

5-i%-33-= W K-23-— @ K IFrhkvh-7T- R E(F M4p30 1.72
0674 EF)ZISE I &R W A rkvh B HF A (KB))ER
AIMAIL % Z T A S X T8 ER6.742 9 > 6.742 £ F )R
o RBRAMBEFZFBRETALIHEHBE - RER S DA
LB LB M HEIE AR BRI - A AR E KRB M
B B ABRESY EE2RRXFTRHEEBENMBEASNLER T
B 2 TR AE & R AR 0 HIFARAEA S W (0955 0 45%) o -®
'"H NMR (300 MHz, CDCls): & 7.21(d, 1H, J=2.0Hz), 7.09(d, 1H,

A

J=2.0Hz), 4.47(d, 1H, J=5.7Hz), 4.21(d, 1H, J=8.3Hz), 4.17(d, 1H
J=8.7Hz), 2.66(d, 1H, J=5.7Hz), 1.31(s, 6H), 0.92(s, 9H) -
5-78-33-= % K -7-(2,2-= F K -&H K)-23-= f K A rkh(F
M 4 32)

RAE — A A2 I AR R 1-(S5-iR-3,3-= F K -2,3-= & -K vk
o -7-%)-22-= F & -& -1-8 (F M 431> 0.951 3.05
F) 2Rk A FHRTEH) ZCEBRMAE %
F)EA=Z R CBQLEA > R2EEF) B EFETRE T HERE
HaERINCB®R LBk FasEHRR  KEEALEGD
(0.7% > 78%) -

-# o
i

'H NMR (300 MHz, CDCl3): & 7.04(d, 1H, J=2.1Hz), 7.00(d, 1H,
J=2.1Hz), 4.14(s, 2H), 2.42(s, 2H), 1.29(s, 6H), 0.91(s, 9H) »

33 "‘EP ( w%"ﬁ%)_Q":B_;gL—K;{Enkpﬁ '5"6}];] @éi
( M 4 33)
R — A2 AR R S5-%-33-=2F & -7-(22-=F K -&
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E)23-— & -K Hrkwh (P M m32 074 » 2378 £ F )~ 15

5 |
o6 EF)AME = FE(0.7SEH 0 68 X F ) HFH
zZ bLady » A ks ib B4 i o st b i@ B o

vkl ~ 1LIME = T A 422 FE X m & (3.53%
i,

33-= ¥ X -7-(22-= F K -85 FK)-5-3-F K -1-F X -5 -(12)-%

K )-2.3-= @ -K F ek vh (F R 45 34)

B — R ApFBLEE A3 F A-7-22-=2F A -5
K)23-— R -FK kg -S-#E(FM433 wil» FaaT—
B > #4237F E F) s 3-m-T -2(2)-% -85 (0.47% 0 2378 &

H)s FEGSZH) FRX(ASZ ) K (1.5 9 ) 5 B8 47 (0.65
% 4758 X VAR E(ZXB)E(0)50F %) E Ay B
(230-40049 B )E 4 Bl 15% C B T & = T x4 & & & & & 17

Beik %4 B AT 0 FEIFAZ AL S 4 (0385 0 @ F B £ 56%)

'H NMR (300 MHz, CDCly): & 6.79(d, 1H, J=1.8Hz), 6.71(d, 1H,
J=1.8Hz), 5.63(dt, 1H, J=1.4, 6.8Hz), 4.18(s, 2H), 4.13(d, 2H,

J=6.6Hz), 2.48(s, 2H), 2.08(s, 3H), 1.32(s, 6H), 0.94(s, 9H) -

3.3-= F & -7-(2,2-= F 3 -% K& )-5-[(1S,25)-3-%¢ J& -1.2-F 4

-1-F -/ K -23-= §-K i vk wh (F B 4 35)
W —EEpCtE AIM_C A4 2K R FIk(l6E
ol EH ) 12-=FAEALKR(LOGEH » 168 X F)

—mh W ke (258 HF 0 32 X F )~ 33-=— F K -7-(2,2-=— F % -

'};—J %)_5_(3_7“{1& -1 EP I%t] (IZ) }'ﬁ; ) 3 - ‘E‘L’*}- H pk pﬁ%(c’?

N

Ml 4 340 0.383% > 1338 3 F )~ 43 4 F & 4 R (0.57% ) & (4S-
4,5]

)i EKA )_2-T f*‘g —N,N,N,,N’—Vﬂ ‘? ;i’g [1>372]': i Tﬁ'f'{{ EHH 7?1;- }%‘Z }&4 [
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e

— B ME(0.76% > 28 EH )I3B S E R AT IR 0 & F
EITHRREEEN > EFXRT ERMEZAFEAI S H (039
%o #100%) o
'H NMR (300 MHz, CDCl3): & 6.88(5, 1H, $=1.9H(), 6.82(5, 1H,
$=1.9HC), 4.14(c, 2H), 3.32-3.18(u, 2H), 2.47(c, 2H), 1.37(c, 3H),
1.30(c, 6H), 1.25-1.18(u, 1H), 0.90(c, 9H), 0.71-0.85(u, 2H) «

3-= ¥ Ik -7-(2, ¥ A -& K& )-5-[(1S,28)-3-58 K -1,2-F ¥
T A B K23 F KAk (US)-wEma(Tay -@
36)

W WE — 2 FDEE A3 F K-7-(22-=2F & -&
A )-5-[(1S,28)-3-58 KX -1,2-F # -1-F A -/ KX ]-23-= & -K #
kel (PR 4350 0394 > 133 X H ) 2K R TR (5E
) = T (0.74% 5 > 533% £ F )R (1S)-4 Jg 8 £ (0.58
A 002,66 F ) 3 E A& B (230-40048 B ) L 45 A 10% 2 &
LBl FasrirETkBERERHAIL > HIFEA
&4 (& & B8 &7 % 4 ik 48 HPLC % 1h 3R & % .
it M AEALAZHRERZMEY) -
'H NMP (300 MHC, XgAq): & 7.00(d, 1H, J=1.9Hz), 6.95(d, 1H,

J=1.9Hz), 4.05(dd, 1H, J=11.3, 7.0Hz), 3.91(s, 2H), 3.81(dd, 1H,
J=11.3, 7.9Hz), 2.69(s, 2H), 2.16-2.07(m, 2H), 1.76-1.66(m, 2H),
1.30-1.22(m, 1H), 1.24(s, 3H), 1.16(s, 3H), 1.13(s, 3H), 1.06(s, 9H),
0.89(s, 3H), 0.85(s, 3H), 0.80-0.77(m, 1H), 0.71(s, 3H), 065-0.61(m,
1H) -

33-= F 3K -7-(2.2-=— ¥ & -& & )-5-[(1S,285)-3-5 K& -1,2-F ¥
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-1-F Jk -/ K 1-2.3-= & -K vk wn (F K 45 35a)
R — A2 A EE A 33-=F K -7-(22-=F & -&
A )-5-[(1S,28)-3-58 3 -1,2-F # -1-F £ -% &£ ]-2,3-= & -%
ko 2 (1S)-4 B BR B (5 8 AT — & 8% » F M 436> 1332 &
FH)~ 1024 28~ SMa @bz w3 st) £F X% e d
Z A2 A AL A 4 (0.28% 0 2% 5 73%) o

3

'H NMR (300 MHz, CDCl;): & 6.88(d, 1H, J=1.9Hz), 6.82(d, 1H,
J=1.9Hz), 4.14(s, 2H), 3.32-3.18(m, 2H), 2.47(s, 2H), 1.37(s, 3H), - @
1.30(s, 6H), 1.25-1.18(m, 1H), 0.90(s, 9H), 0.71-0.85(m, 2H) -

3-= F & -7-(22-= F  -& F )-5-[(1S,28)-1,2-F 3% -1-F %
3-F2 K -A& K 1-23-= & -K HFrkwn (F R 437

R AE — ML B FE A B33 F & -7-22- = F £ -7
3 )-5-[(18,28)-3-542 K -1,2-F #F -1-F X -8 K ]-23-= & -X H
okl (F M 4 35a> 0.28% 0 0928 X ) — & Pk (128 )
HEQREI) 4R FEHRO048) @-E & K 4B 5K
B (0.03%)AN-F 3 & ok -N-A AL # (0.22% > 1.85% ¥ F ) [ B
% i 4T B B (230-4004 B )tk B A B AL A 10% L BR L B
zZ TRV LRMER  HFREHIIFEARILLSHO0245% >
87%) o

'H NMR (300 MHz, CCly): & 8.41(d, 1H, J=7.0Hz), 6.90(d, 1H,
J=1.8Hz), 6.84(d, 1H, J=1.8Hz), 4.15(s, 2H), 2.45(s, 2H),
1.91-1.80(m, 2H), 1.44(s, 3H), 1.40-1.21(m, 1H), 1.31(s, 3H), 1.29(s,
3H), 0.90(s, 9H) «

5-{(1S.28)-2-[7-(2.2-= F X -& 4k )-3,

(%)
\l {
&
e
o
(US)
\I {
bty

Vot ;’j{‘
& -

-6l -
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18

vk oah -5-F 1-2-F Kk -3
&4 11)
G — R FGCESAZ-FREA4-—_CCEABBEAie 2B YT
B (2.44 % » 9222 X F )~ 15 & kw G vkl ~ 22 H 1,3-
= W % -3,4,5,6-13 & -2(1H)-+% «¢ & (DMPU) ~ 1.6MiE T 4 42 2

A V-3-% & - % -2EA4E-— & B 2 B (4t

SR ERGITEH » 928 £ F)A33-= F A -7-(2,2-= F % -
A A& )-5-[(1S,28)-1,2-F # -1-F K& 3-8 &K -& & ]-23-= & -X
Frkwg (F M 370 024% > 0.8 X F )= m g v %% (38 )
FEAF RAZR M T 2 A2 ML A4 o B 4 E 48 HPLC#E A
15T B LB TREFLELE I MEFERLSHO177
% 0 54%) o

e

'H NMR (300 MHz, CDCl3): & 6.81(d, 1H, J=1.8Hz), 6.78(d, 1H,
J=1.8Hz), 6.16(d, 1H, J=15.6Hz), 5.61(s, 1H), 5.25(dd, 1H, J=15.5,
9.9Hz), 4.15(s, 2H), 4.13(q, 2H, J=7.1Hz), 2.49(d, 1H, J=12.8Hz),
2.40(d, 1H, J=12.9Hz), 1.98(s, 3H), 1.75-1.65(m, 1H), 1.40(s, 3H),
1.31(s, 3H), 1.26(s, 3H), 1.26(t, 3H, J=7.1Hz), 1.19-1.08(m, 2H),
0.89(s, 9H) -

5-{(18,28)-2-[7-(22-= ¥ -/ K )33-=F KX -23-=— 5 -X }
vk oo 5- ]-2-W A -3 B A 1-3-F & -% 2B A4B-— 4 & (b & W

12)
R — & A2 R HE B A S-{(18,28)-2-[7-(22- = F % -&

¥
K)33-=F K -23-— & -FKX HFrervh-5-K]-2-F K- A K& J-3-

TRk - 2E4E-— B L BS (b 4 11> 0.132% > 032% 3
F )0 ISE S F B A SME Atk E ik Q8 ) B F TR
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RERBMNIEALNCHR LEZI LR FELERRZ TERMH
i# 48 HPLCig B 12% Kk Z CIEE B 4% 848 > 58 & B 4
Z A% A AL & 4 (0.098% 0 75%) °

\~°'@'—

'"H NMR (300 MHz, CDCls): & 10.68(br, 1H), 6.81(d, 1H, J=1.5Hz),
6.78(d, 1H, J=1.5Hz), 6.19(d, 1H, J=15.4Hz), 5.62(s, 1H), 5.27(dd,
1H, J=15.5, 9.9Hz), 4.15(s, 2H), 2.49(d, 1H, J=12.8Hz), 2.39(d, 1H,
J=12.8Hz), 1.97(s, 3H), 1.75-1.65(m, 1H), 1.40(s, 3H), 1.31(s, 3H),
1.26(s, 3H), 1.18-1.08(m, 2H), 0.88(s, 9H) -
T-% 8% -5-12-33-= W A -23-— & K vk vk (F B 4 38)
KRG — A2 ol B a4 (1.76% » 132 X F ) 202
Bk R Fh > 5-8-33-—F K-23-— & -K Frkvh(F M
W20 1.5% 661 X F )R EFTEA(LS3EH 1328 £ F)
B E AR B (230-40048 B )L ETBRRE B HENTNT B
LB Ol tEdmdm HEFEAIALESHQRLISE 0 99%) -

'H NMR (300 MHz, CDCl;): & 7.81(d, 2H, J=6.7Hz), 7.49(d, IH,
J=2.1Hz), 7.48-7.42(m, 3H), 7.35(d, 1H, J=2.1Hz), 4.26(s, 2H),
1.36(s, 6H)

7-% K -5-i%-33-- F A -23-= &

N

Kt rk o (F H 49 39)

WRE— A B It A 7-% 80 &-5-2-33-=F %&-23-= &

R kvl (P M 49380 2.15% 0 653 X F ) &Kk = & F (10

ZH) R CCE A28 H 0 S35 B F )R Z LA B K (8.4

2 NBEF) BEFESRRBREERN > BEFEABILS
M (1.57% > 76%) o

'H NMR (300 MHz, CDCls): & 7.23-7.14(m, SH), 7.02(d, 1H,

N—

(o

=63 -
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J=1.9Hz), 6.97(d, 1H, J=1.9Hz), 4.17(s, 2H), 3.85(s, 2H), 1.36(s,

6H) -

7-% K -33-—F 3K -23-= & K ¥ vk % -5-%0 BL (F R 44 40)
W — AR AL R T-F K-5-2-33-=F &£-2,3-=

Foekvh (b M A39 1.57% > 4818 ¥ F ) 158 FF £ Kk w & vk

o~ 1LLIMB = T R 422 E Rl B R (5642 H > 9.6 £ F )R

WER = F OB (1.02F HF > 9.6 E F ) HEFAEH X2 HEAL S

oo HE ok &b R4 it 0 ok g A

iy
L
T

7-3% K -33-— F X -5-(3-¥8 X -1-F KX -/ -(12)-%% X)-2.3-=— &, -

KA vk v (7 B 4 41)

R — kA2 FBEEMAT-FA-33-=F &-23-= &-KXHF*®
vl -S-AER (F Rl 440 B > FAEA—F o 4818 E F)
3.k -T -2(Z)-% -82 (0.88%, » 4472 X F )~ FE(SE ) F
KRSz )~ AR QBA) s B 47 (1.235% 08948 X H )R # (=
K WE ) (0)(50% o) 4 F £ & B (230-40049 B ) £ 4 A 30%
BLEBIOLkMFLEEERETRRETERNT  HFFZAL
A4 (091 » W & B 3t 59%) ©
'H NMR (300 MHz, CDCl3): & 7.30-7.12(m, 5H), 6.78(d, 1H,
J=1.7Hz), 6.67(d, 1H, J=1.7Hz), 5.58(dt, 1H, J=6.7, 1.3Hz),’4.24(s,
2H), 4.02(d, 2H, J=7.2Hz), 3.92(s, 2H), 2.0(s, 3H), 1.33(s, 6H) -
OBk -3.3- = ¥ 3 -S-[(1S,28)-3-5 K -12-F # -1-¥ X -5F

\]

(U]

A& 1-23-= & -X F ek wh (F H 4 42)
R4 — A2 ECHEF B M T K42 &8k = 8 F (354
29 0 3542 X F ) 1,2-— F AKX T (3.68% I » 354% E

-64 -



200306814

H) = P57l 4 712 EF )7+ %5-33-=F &-5-(3-
f2 R -1-F K -A -(12)-% % )-2,3-= & -K st vk wh (F Ml 441>
091% > 2952 &£ F )~ 4R 5 F & & R (1.365% ) A (4S-R K )-2-
T & -NN,N'N'-wg ¥ 4 [1,3,2] = & 3k #0 48 3% 5% [4,5] = # 8 %
(1.675% » 622 Z F )z S5 I &K = & F I » & F E 7R &
EREBW O HEFHEEHIBEAILSW0927 0 #4100%) -
'H NMR (300 MHz, CDCl3): & 7.34-7.19(n, SH), 6.94(5, 1H,
§=1.8HC), 6.87(8, 1H, 9=1.8HC), 4.26(c, 2H), 3.99(8, 1H, $=5.3HC), ~ @
3.90(8, 1H, 9=5.3HC), 3.25(85, 1H, 8=11.5, 6.6H(), 3.17(88, 1H,
9=11.5, 7.7HL), 1.35(c, 9H), 1.35-1.20(u, 1H), 0.79-0.72(u, 2H) -
7-% A -33-= W 3 -5-[(18,28)-3-5 F -1.2-F 3# -1-F & -
K 1-23-= & -X HF ek vk 2 (15)-4% B4 B B (F M 49 43)

WG — x4 B D A T-F &-33-= F ¥ -5-[(1S,25)-3-5
E-12-F#-1-F A -7 L]-23-— &-X Frkag (P Ml 4p42> 092
£ 02952 X F ) A2k R FHR(I0ZH) = T Ik (1.64% 7 >
HRZ X F)A(IS)-H sk & (1.27% > S9E X F ) & & & 17 ®.

REERE N AR ETE BN EMHPLCA L > 1R & B &R AL

HREERIBETEHREYD  KEFEALEY -
'H NMR (300 MHz, de- & &): & 7.29-7.12(m, SH), 7.06(d, 1H,

J=1.9Hz), 6.99(d, 1H, J=1.9Hz), 4.22(s, 2H), 3.92(s, 2H), 3.87(dd,
IH, J=11.5, 7.7Hz), 3.78(dd, 1H, J=11.5, 7.7Hz), 2.44-3.35(m, 1H),
2.05-1.85(m, 2H), 1.64-1.55(m, 1H), 1.36-1.27(m, 1H), 1.32(s, 6H),
1.31(s, 3H), 1.07(s, 3H), 1.04(s, 3H), 0.94(s, 3H), 0.94-0.90(m, 1H),
0.86-0.82(m, 1H) «
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L

7-% & -33- = F H 5-[(1S,28)-3-F8 K -12-F 3 -1-F A -
A& 1-2.3-= & - 3 vk (F B 4h 42a)

RA4E —fx 2 R EE 4 A T-F K -33-= F K& -5-[(18,25)-3-%
A -L2-F 45 -1-F K-8 K ]-2,3-= & -FK Hrkvd X (1S)-4% % B
B (F M 443 B AWM —F B H295F X T ) 10& 4 2 B
SMa stz G2 H) EHF A ebh2AILEY
(0.404 % > 24 B 44%) o

'H NMR (300 MHz, CDCly): & 7.34-7.19(m, S5H), 6.94(d, 1H, -@
J=1.8Hz), 6.87(d, 1H, J=1.8Hz), 4.26(s, 2H), 3.99(d, 1H, J=5.3Hz),
3.90(d, 1H, J=5.3Hz), 3.25(dd, 1H, J=11.5, 6.6Hz), 3.17(dd, 1H,
J=11.5, 7.7Hz), 1.35(s, 9H), 1.35-1.20(m, 1H), 0.79-0.72(m, 2H) -
7-% 3 -33-= F 3 -5-[(18,28)-1,2-F 3% -1-F Kk -3-A K -&
7 1-2.3-= & -K 5 vk vl (F M 4 44)

WIE— A pFEE R T-F K-33-= F &K -5-[(15,25)-3-5
R-12-F 45 -1-F K-/ & ]-23-= & -K vk (F K 4 42a
0.404% - 1258 X F ) — A F R (128) 2 Q2EH) 4 @.
Wy T Ay KR (034) w-iE & Xk 428 47 8 B (0.03% )& N-
WA HoL-N-ZL AL (058% » 495 X HF ) HFEHFRRE
HEN R HEEHIFALESEH(04 0 & 100%) -

'H NMR (300 MHz, CDCl3): & 8.39(d, 1H, J=7.0Hz), 7.28-7.12(m,
SH), 6.90(d, 1H, J=1.6Hz), 6.86(d, lH, J=1.6Hz), 4.20(s, 2H),
3.89(s, 2H), 1.88-1.75(m, 2H), 1.37(s, 3H), 1.32-1.27(m, 1H), 1.30(s,
3H), 1.28(s, 3H) «

(68,78)-7-[5-(7-% £ -33-= F & -23-= & -% # vk v £ )]-6.7-
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¥ 3% -3-F K -3¢ -2E4E-— 4 B T B (fb A 4 13)

W —mERFGEERAI-FA A4 CEABERXE ZRT
Bg (2.32% > 8.78% ¥ H )~ 20& I & Kk w A vk ~ 4% H 1,3-
— ¥ % -3,4,5,6-vg & -2(1H)-+% =< & (DMPU) ~ 1.6MiE T Xk 42 =
T Rk (5.48% H 0 8.78F ¥ HF )R 7-%F A -33-=— F A&
-5-[(1S,28)-1,2-% # -1-F X -3-8 K -& & ]-2,3-= & -K ## vk
(P RIMAd, 04 > 1252 X F )z w & kb (32 IF) HEF R
2ZE MM T F 2 A2 AL A4 o B e E A HPLCE A 3.5% 2
BRLE X Tl E& B Em - 542 AL S 4H%(HPLCE » 0.332
% 0 61.5%) o

'"H NMR (300 MHz, CDCls): & 7.27-7.11(m, 5H), 6.83(d, 1H,
J=1.7Hz), 6.80(d, 1H, J=1.7Hz), 6.14(d, 1H, J=15.5Hz), 5.62(s, 1H),
5.19(dd, 1H, J=15.5, 9.9Hz), 4.21(s, 2H), 4.15(q, 2H, J=7.1Hz),
3.95(d, 1H, J=15.2Hz), 3.85(d, 1H, J=15.0Hz), 1.95(s, 3H),
1.70-1.61(m, 1H), 1.36(s, 3H), 1.32(s, 3H), 1.28(s, 3H), 1.27(t, 3H,
J=7.2Hz), 1.14-1.10(m, 1H), 1.06-1.03(m, 1H) -

(6S.78)-7-[5-(7-% % -33-= % & -2.3- = & -% # vk v 5 )]-6.7-
W 3% -3-% & -3¢ -2E4E-— B B (fb 4 4 14)

R’ 5 — f& A2 7 H3E 4 R (6S,7S)-7-[5-(7-F% & -3,3-= F A&
23-Z & -K kvl & )]-6,7-F 4% -3-F A -F 2E4E-— % & C
Bs (1L & 49 13> 0.146% > 034 X F ) F 8 & & &1t 4 K&
oo B FETREEEE N AR ML E 4 HPLCE A 12%K
ZLWFEEEFH A HIFa EE M FEALSH0.06057
41%) o
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'H NMR (300 MHz, CDCl;): & 7.27-7.15(m, 5H), 6.83(d, 1H,
J=1.8Hz), 6.79(d, 1H, J=1.8Hz), 6.17(d, 1H, J=15.5Hz), 5.63(s, 1H),
5.24(dd, 1H, J=15.5, 10.0Hz), 4.21(s, 2H), 3.95(d, 1H, J=15.2Hz),
3.85(d, 1H, J=15.1Hz), 1.95(s, 3H), 1.71-1.63(m, 1H), 1.36(s, 3H),
1.32(s, 3H), 1.28(s, 3H), 1.16-1.12(m, 1H), 1.08-1.04(m, 1H) -
(5-i% -33-= ¥ 3 -23-= & -K vk -7-FK)- R T K -F 8 (¥
M 4 45)

WG — M BEAKERAS-R-33-=FA23-—axXxd%kn -@
T-%EBE(F M 300 0.765% 0 3F X H )~ 108 FF & K T B >
B2MA LB o A E 2 CBErGEH > 62 LF) £ F 8
Rk EAEE B A 0% B LB X Tl tE L R R T
2R A (0.62% 0 61%) o

'"H NMR (300 MHz, CDCl;): & 7.19(d, 1H, J=2.0Hz), 7.08(d, 1H,
J=2.0Hz), 4.42(t, 1H, J=6.8Hz), 4.22(ABq, 2H), 2.43(d, 1H,
J=6.2Hz), 2.00-1.90(m, 1H), 1.80-1.60(m, 4H), 1.50-1.35(m, 1H),
1.30-1.00(m, 4H), 1.32(s, 6H) o o
5-8-7-B AV R -33-— % K -23-=— F K 3 vkl (F H 4 46)

R4 — M A2 F T4 B (5-i%-3,3-=— 7 £ -2,3-= & X i} kb
T-E)E LA -FTEE(PHEMHAES 062% 0 194 £ F )~ = &
L AZEI REELT VR AR KR (1SEH 948 X F)
B EETHEREAERHAEAINL B LB X Ok 1S K
o JE1F AR A AL A 4h (0.585 0 92%) ©

'H NMR (300 MHz, CDCl3): & 7.06(s, 2H), 4.22(s, 2H), 2.44(d, 2H,
J=7.1Hz), 1.80-1.60(m, SH), 1.34(s, 6H), 1.30-1.20(m, 4H),
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1.10-0.90(m, 2H) °
T-B RV R -33-—F K -23-— G XK vk -S-8E(F H W

47)

R — A2 A4 A S-12-7T-3 & & F X -3,3-—F %K -2,3-
— A K Frkwm (PR 4460 0.58% 0 1.79F E HF )~ 15% JF & K
CEE~1TME = T R E X ERQ2IEH 3772 X F)

BB Z FES (04289 > 3772 L H) > HEA KR ZEA
e R Ak®a b RAFHBAL S B R o
7-3% o A ¥ K -3.3-= -5-(3-% Kk -1-F X -& -(12)- %
35 )-2.3-= & -K 3 vk wh (F R 4h 48)
W — xR FBEMEAT-RT KT A-33-=F £-23-=
Fovkol -S-BAER (P M 4947 mE > FaA—F 8 1T
XE) 3-8 -T -2(2)-% -8 (04 22 £ F ) FE (42 7)
K@BEH) KQEFH) B E (0647 > 6058 £ H )R £
(Z K Bk )4e (0)(90% &) # F £ & B (230-40048 B8 ) L % A
3% B LB X Utk d mdr BT REEER WK MK FAE
AL A W (0.35% 0 @ H R £ 57%) -

by

'"H NMR (300 MHz, CDCl3): & 6.76(d, 1H, J=1.7Hz), 6.71(d, 1H,
J=1.7Hz), 5.63(dt, 1H, J=1.4, 6.7Hz), 4.22(s, 2H), 4.13(d, 2H,
J=6.6Hz), 2.44(d, 2H, J=7.0Hz), 2.08(s, 3H), 1.80-1.50(m, 5H),
1.33(s, 6H), 1.33-1.10(m, 4H), 1.10-0.90(m, 2H) -
7-® A FHA-33-= F A -5-[(1S,29)-3-52 K -1,2-F 45 -1-F &k -
A A& 1-2,3-= & - 3 vk % (F M 4 49)

R — i pCiEE A LM O £ 42 8k = & F %
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- -

(18524 » 208 2 H ) 12-= F AL TR (2.1%

H) — @ P (32289 0 408X F ) T-R T AT A3
TR -5-(3-4 & -1-F K -A-(12)-% % )-23-= & -K s vk o (F
Ml 448> 0.35% > 1.04% 3 F )~ 43% o F & % £ (0.5% ) & (4R-
B )-2-T & -NNN',N-w ¥ 4 [1,3,2] = 4 4 # 5 % & [4,5]

I+
¥

0%
3,3-

(e

—

—m R (0864% 32 X H )X S H &K R Tl o 3 F it
TR EBAEENERAIBNLEBE LEZCHEELEXBLG EF
e m A2 AAIL S (038 0 92%) o _‘

'H NMR (300 MHz, CDCls): & 6.88(d, 1H, J=1.7Hz), 6.84(d, 1H,
J=1.7Hz), 4.18(s, 2H), 3.30-3.16(m, 2H), 2.47-2.41(m, 2H),
1.80-1.50(m, 6H), 1.37(s, 3H), 1.31(s, 3H), 1.30(s, 3H), 1.30-1.08(m,
4H), 1.05-0.85(m, 2H), 0.83(t, 1H, J=4.8Hz), 0.76-0.72(m, 1H) °

7- S A F K -33-= F K -5-[(1S.28)-3-% K -1.2-F 44 -1-F X -
A Ak 1-2.3-= 8 -K HFrkvh 2 (1S)-4% % 8 & (F M 4 50)

W — 2 FDESEAT-RT KT K332 F K
-5-[(18,28)-3-58 & -1,2-F 4 -1-F & -& % 1-2,3-= & - % 7 & % o
(¥ M 449> 03% » 086X F ) &R AT (6E ) =
(052 9 > 3.44% X F )R (1S)-4 1% 8: £ (0.37% » 1.72%
RE ) EFETRE T AR N AEATE H M E M HPLCA 1L
BRINCER CETKRELHS G M 9 8K & kil HB
R E A BEFERALEM(REEZHR SOOI 6.6%; £
BB MEMH027% > 59%) o
RERE MY

'H NMR (300 MHz, CDCl3): & 6.87(d, 1H, J=1.8Hz), 6.81(d, 1H
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J=1.8Hz), 4.19(s, 2H), 3.95(dd, 1H, J=11.4, 7.2Hz), 3.77(dd, 1H,
J=11.4, 7.7Hz), 2.45-2.36(m, 3H), 2.04-1.87(m, 2H), 1.70-1.52(m,
6H), 1.40-0.80(m, 6H), 1.36(s, 3H), 1.32(s, 3H), 1.31(s, 3H), 1.13(s,
3H), 1.05(s, 3H), 0.98(s, 3H) -
EE N
'"H NMR (300 MHz, CDCl;): & 6.84(s, 1H), 6.80(s, 1H), 4.18(s, 2H),
4.00(dd, 1H, J=11.5, 7.0Hz), 3.73(dd, 1H, J=11.5, 7.9Hz),
2.48-2.39(m, 3H), 2.07-1.87(m, 2H), 1.73-1.50(m, 6H), 1.40-0.80(m,
6H), 1.36(s, 3H), 1.32(s, 3H), 1.30(s, 3H), 1.12(s, 3H), 1.07(s, 3H),
0.96(s, 3H) °
7-3R K F A -33-= F JK-5-[(1S,25)-3-5¢ K -1.2-F 4 -1-F K -
A Ik 1-2,3-= & -K vk vl (F H 4 49a)

R E — &2 FEX#E RT-R KX F X -33-=7F XK
-5-[(1S,28)-3-58 K -1,2-F 3 -1-F X -/ A ]-2,3-= & -KX 7 vk %
Z (1S)-# A% B2 &5 (P Ml 4 500 0.03% » 0.056% ¥ F )~ 1E£ H# F

B2 v 12w Avkrh ~ 058 K & & 81042 B K 4 4(0.05
o 1198 £ H) EEFHEAILESH0.017% > 86 %) °
'H NMR (300 MHz, CDCl;): & 6.88(d, 1H, J=1.7Hz), 6.84(d, 1H,
J=1.7Hz), 4.18(s, 2H), 3.30-3.16(m, 2H), 2.47-2.41(m, 2H),
1.80-1.50(m, 6H), 1.37(s, 3H), 1.31(s, 3H), 1.30(s, 3H), 1.30-1.08(m,
4H), 1.05-0.85(m, 2H), 0.83(t, 1H, J=4.8Hz), 0.76-0.72(m, 1H) -
7-3% TR F A -33-= F & -5-[(1S,28)-1,2-F 35 -1-F & -3-F X -
B A& 1-23-= &-K kb (F B 451

wE -2 FFEHAT-RTETFA-33-=F XK

-71 -
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5-[(18,28)-3-58 3 -1,2-F 45 -1-F &£ -/ X ]-23-— & -X # "k

(F Ml 4 49a> 0.017% » 0049 £ F ) — A F (2.5 7 ) »
BE(0.52 FF )~ 4% o F i # R (024 ) w-iE & & 4 B 47 B

B (0.01 % )& N-F & =% ok -N-2 1t 49 (0.097 % - 0.83%& ¥ F ) >

BEETHRREREREN > EFAZMAIA A H(0.015% > 88%) -

'H NMR (300 MHz, CDCls): & 8.40(d, 1H, J=7.0Hz), 6.88(d, 1H,

J=1.9Hz), 6.85(d, 1H, J=1.9Hz), 4.19(s, 2H), 2.41(d, 2H, J=7.1Hz),

1.92-1.82(m, 2H), 1.80-1.45(m, SH), 1.43(s, 3H), 1.40-1.36(m, 1H), - @

1.31(s, 3H), 1.29(s, 3H), 1.29-1.15(m, 4H), 0.99-0.91(m, 2H), 1.31(s,

3H), 1.29(s, 3H), 0.90(s, 9H) °

(6S,78)-7-[5-(7-% & %X ¥ % -33-— % J& - — @ -X F vk vh
2 )]-6,7-%F 3% -3-F K - -2E4E-— % B 2 & (1L 4 4h 15)
f&f@”ﬂs’iﬁﬁ'(}ﬁ@i)ﬂ3-?%-4-;Cﬂf]%ﬁm}f& E[E'

Bg (1.06% » 404 X )~ 122 Bk w &vkvh ~ 1.5 #F 1,3-
— % & -3,4,5,6-19 & -2(1H)-% =% &8 (DMPU) ~ 1.6MiE T & 42 =
Ll Xk (19% 5 » 304 L F )R T-% T A W X -33-=— ¥ 4% @
-5-[(1S8,28)-1,2-F # -1-F K 3-8 K -& £ ]-2,3-= & -K ¥ vk
(% M 451 0.015% » 00432 % F)x w Gk (2 ) #
13 AE AL A 4 (0.02% 0 #100%) -

'"H NMR (300 MHz, CDCl3): 8 6.80(s, 1H), 6.78(s, 1H), 6.17(d, 1H
J=15.6Hz), 5.62(s, 1H), 5.23(dd, 1H, J=15.5, 10Hz), 4.19(s, 2H),
4.13(q, 2H, J=7.2Hz), 2.50-2.32(m, 2H), 1.98(s, 3H), 1.80-1.20(m,
15H), 1.44(s, 3H), 1.40(s, 3H), 1.32(s, 3H), 1.00-0.80(m, 2H) -
(6S,7S)-7-[5-(7-3 € A ¥ # -33-— ¥ ¥ -23-=— A -X 3} vx "5
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& )]-6,7-F 3% -3-F J -¥ -2B,4E-— % & (fb & 49 16)

R 4E — % 42/ HiE & B (6S,7S)-7-[5-(7-3 & % F % -3,3-=
¥ oA -23-= & -K Hrkvd K)]-6,7-F #F -3-F K& -¥F -2E,4E
B LB (lb & 4155 0.02% > 0043 £ F ) FEQEH) -
kvl (22 H)AIME B s R IERER (12 ) 3 F & /7 R &
HEWEBINDNLER CEZ LR ELEBER KT8 &R
B 2 42 AL A (00114 » 61%) »

=

w3

'"H NMR (300 MHz, CDCl3): & 6.80(s, 1H), 6.78(s, 1H), 6.17(d, 1H, - (@@
J=15.7Hz), 5.62(s, 1H), 5.29(dd, 1H, J=15.7, 10Hz), 4.20(s, 2H),
2.50-2.32(m, 2H), 1.98(s, 3H), 1.80-1.10(m, 12H), 1.41(s, 3H),
1.32(s, 3H), 1.27(s, 3H), 1.00-0.80(m, 2H) -
5-08-7-C & A -33-= F R -23-— & K Fvkah (P B 4h52)

WG — M A2 p IR Rt (17645 > 1328 ¥ F)
SRk _RFH -~ TEBA(LTOE » 1328 % F )R S5-7%-3,3-
W ER23-_ & -EX Ak (FPHMH2 158 0 6.61F X F )
i e R (230-400% B ) E AT BB B AE R A ME A 3% B o
LBk MEsEMHR  HERAFeaxiFARALEY  Hit
Mok A AN R — F B o

'H NMR (300 MHz, CDCl;): & 7.81(d, 1H, J=2.2Hz), 7.31(d, 1H,
J=2.2Hz), 4.37(s, 2H), 2.96(t, 2H, J=7.4Hz), 1.73-1.62(m, 2H),
1.36(s, 6H), 1.35-1.30(m, 4H), 0.90(t, 3H, J=6.9Hz) -

5-7%-33-—F A -7-0 K -23-— @ KX Hrkwh (F M 4 53)
RHE — A2 BRI 48 B 5-i2-33-—F A -7-C & & -2,3-— &
Kk (P M52 0325% > 1.0 £ F ) = 4 C & (0.31
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THAEET) =
RSB ) B F &

1B & 5 B R
'"H NMR (300 MHz, CDCl;): & 7.06(d

1.38-

J=2.1Hz), 4.19(,

LAEBIR (0642 4T EZH )R AT

iR R2NL B T B XTI

T ik E AR
B3 64%) o

2 A AL 4 (0.20% - 2%
, 1H, J=2.0Hz), 7.01(d,
1.63-1.50(m, 2H),

.
¥

1H,

2H), 2.51(t, 2H, J=7.8Hz),
8-1.20(m, 6H), 1.29(s, 6H), 0.88(t, 3H, J=6.8 Hz)
¥ R -7-2 A -23-= & K vk vk -5-00 & (F M 4 54)

o Be]
3,3-—

Fokwh (P M #S3> 1.32% > 4268 ¥ )

L.
% A A

R IE—fx A2 B AR fE A S-i&-7-C K -33-— F K-23-=

B KW &k
TM%E Z TAEXEARKRERAMBR ZFE  BRFEEZ
béad s kgt R HIL A -

-l-F¥ K -R-(12)-% #K£)-2,3-— F -

3,3-=— ¥ ¥k -7-2 H -5-(3-52 A
R 3t vk vk (% M 45 55)

F S
3,3-— W X -7-8 % -23-— & -% # vk

R 45— 42 7Bt & A3
aar— &+ 8 > 4208 £ H) -

Wl -S-HER (P M M 54 e E o 1F
3-ak -T -2(Z)-% -B2(0.76% > 3.83% ¥ F ) ¥ E (5% )
FKQROZ ) K QB ) K E s (1.065L 0 7.662 £ F )R £ (=
B )42 (0)(50% &) 4 F & & B (230-4004 B ) L4 A 15%
BMLUBIOLkiMESEEHEREFTRRET BRI » EHFRFAL
L (0.44% > & F 8 34%) -

, 2H), 5.63(dt, 1H, J=6.7,

57(t, 2H, J=7.8Hz),
1.34(s, 6H), 0.90(t,

'"H NMR (300 MHz, CDCly): & 6.78(s
1.3Hz), 4.23(s, 2H), 4.12(d, 2H, J=6.7Hz), 2
08(s, 3H), 1.67-1.56(m, 2H), 1.40-1.29(m, 6H),

3H, J=6.8Hz)
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33-= W 3 -7-T A -5-[(1S,28)-3-48 HK -12-F ¥ -1-F X -5&
-2,3-= & - G vk vk (F M 4 56)

R — R RCESEAIM_C A48 82Kk & F B (17.3
T 1T3ZXEF )~ 12-=F A XK (I8EF > 1738 &
F)—wt Fig (28% #3468 £ F ) 33-= F K -7-T & -5-(3-
Fe K -1-% X -/ -(12)-%% £ )-23-— & -KX F k9 (F H 4 55>
0.44% » 1.44% % F )~ 432 5 F 6 # K (0.65% )& (4R-& &, )-2-
T A -NN,N'N'-wg ¥ 3% [1,3,2] = & 2 #9 2k 3% /% [4,5] = % & %
(0.82% » 32 L H )2 52 KR T » L BT HREY
HEWNEAI ONLER LEZ LR FLEHRR HFHFEEHZ
A & 4 (0455 > #100%) -

e

3
|
o

'H NMR (300 MHz, CDCl5): & 6.91(d, 1H, J=1.9Hz), 6.88(d, 1H,
J=1.9Hz), 4.21(s, 2H), 3.24(d, 2H, J=4.5Hz), 2.54(t, 2H, J=7.5Hz),
1.63-1.55(m, 2H), 1.38(s, 3H), 1.38-1.20(m, 7H), 1.32(s, 6H), 0.89(t,
3H, J=7.0Hz), 0.89-0.83(m, 1H), 0.78-0.73(m, 1H) o
33-=— W # -7-2 A -5-[(1S,28)-3-5 HK -12-% 3# -1-F & - 7% o
B 1-23-= & -K Hrkvh 2 (18)-12 B 8 & (F B 4 57)

WRAE — 4242 B D4 A 3,3-= F & -7-2 & -5-[(1S,29)-3-%
A -12-F F-1-F K-8 K]-23-=Z &- KAk (F M 456
0.455% > 1442 £ H ) &K & F I (102 H ) = T B (0.8
I 578 X F)A(IS)-15 0§ & & (0.635L » 2.9% X HF )
¥ T B R AT E i E 48 HPLC# 1L > 4 8 R
Al ALdE B R EHY  HEEREALEY -
'"H NMR (300 MHz, CDCl;): & 6.87(s, 2H), 4.20(s, 2H), 3.93(dd, 1H,

(e
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J=11.5, 7.4Hz), 3.80(dd, 1H, J=11.4, 7.4Hz), 2.53(t, 2H, J=7.8Hz),
2.45-2.35(m, 1H), 2.03-1.87(m, 2H), 1.76-1.66(m, 1H), 1.64-1.53(m,
2H), 1.37-1.28(m, 7H), 1.34(s, 3H), 1.32(s, 3H), 1.31(s, 3H), 1.13(s,
3H), 1.05(s, 3H), 0.99(s, 3H), 0.88(t, 3H, J=7.1Hz), 1.37-0.82(m,

33- = W B -7-2 & -5-[(1S,28)-3-% A -12-F # -1-F X -F
J1-23-= & -3K 3 vk vd (F B 4 S6a)

R E — M A2 FERE 4 A 33-= F &-7-T & -5-[(18,25)-3-2 - @
R-12-FF-1-F A-m K ]-23-= & -K ke 2 (15)-4% 1§ B
B (PR ST R AWM —FH 144 EH) 10851 F 8 - 2
Z I m Ak B2 HSME AL ing  HFR2ALESY
(0.2% » 3% 8 3t 47%) -

'H NMR (300 MHz, CDCl5): & 6.91(d, 1H, J=1.9Hz), 6.88(d, 1H,
J=1.9Hz), 4.21(s, 2H), 3.24(d, 2H, J=4.5Hz), 2.54(t, 2H, J=7.5Hz),
1.63-1.55(m, 2H), 1.38(s, 3H), 1.38-1.20(m, 7H), 1.32(s, 6H), 0.89(t,
3H, J=7.0Hz), 0.89-0.83(m, 1H), 0.78-0.73(m, 1H) - o
33- = ¥ K -7-2 3 -5-[(1S,29)-1,2-% # -1-F X 3-A K -F
A 1-23-= & -% 5t vk vk (F M 45 58)

RAE — M A2 FFE 4 B 33-= F & -7-2 & -5-[(1S,29)-3-58
A -1,2-F 35 -1-F K-8 A 1-23-= & -K vk (F K 4p56a> 0.2
£ 063 RXH ) A FRQ2E )

fR (122 9F) > 4R &
Fohoy R (0342 ) w-E & & 488 478 B (0,034 )AN-F & 5
ik -N-F AL 4 (01558 0 1.27%8 2 F ) 4 F &£ 47 R B % & B A7

ERERALEY -

=76 -
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'H NMR (300 MHz, CDCl;): & 8.41(d, 1H, J=6.9Hz), 6.91(d, 1H,
J=1.8Hz), 6.88(d, 1H, J=1.8Hz), 4.20(s, 2H), 2.53(t, 2H, J=7.8Hz),
1.92-1.81(m, 2H), 1.63-1.52(m, 2H), 1.43(s, 3H), 1.41-1.28(m, 7H),
1.31(s, 3H), 1.29(s, 3H), 0.88(t, 3H, J=6.8Hz) -

(6S,7S)-7-[5-(3,3-=— % % -7-2 £ - — & -X vk vk K )]-6,7-
‘?’1‘7}-3 EP;EE 7E4E- ;ﬁ@xaﬂﬁa(’f b )
RIE—AEFGRESE AT E4- A B BmBEAEELRT

B (0.835% » 3.162 £ F )~ 108 &Kk w Hrkvp ~ 15Z2 5 1.3- - @
— ¥ % -3,4,5,6-w & -2(1H)-"% = & (DMPU) ~ 1.6MiE T % 42 2
R R (198 % F > 32% ¥ F)AR33-=F & -7-2 A
-5-[(18,28)-1,2-F # -1-F X -3-A K -7 X ]-23-= & -X H "k

(F M S8 Faw—F 8 038 ELF)zm Ak (2%

) A B g E s HPLCE A 1S%L B L EBEZ LR ELE#H

At HEIFAEAA S (0215 0 B P EE64.5%) -

'H NMR (300 MHz, CDCl;): & 6.86(d, 1H, J=1.9Hz), 6.80(d, 1H,
J=1.9Hz), 6.20(d, 1H, J=15.5Hz), 5.64(s, 1H), 5.26(dd, 1H, J=15.5, ®.
10.0Hz), 4.21(s, 2H), 4.15(q, 2H, J=7.1Hz), 2.63-2.45(m, 2H), 2.02(s,

3H), 1.72-1.65(m, 1H), 1.62-1.52(m, 2H), 1.41(s, 3H), 1.39-1.26(m,

6H), 1.33(s, 3H), 1.28(s, 3H), 1.27(t, 3H, J=7.2Hz), 1.19-1.15(m,

1H), 1.12-1.08(m, 1H), 0.89(t, 3H, J=6.6Hz) -

(68.78)-7-[5-(3.3-= ¥ & -7-2 A -23-= & -X 3 =k # % )]-6.7-

¥ 35 -3-F A -3¢ -2E4E-— 4 B (b 4 4h 18)

R M — fx 42 5 HE & A (6S,79)-7-[5-(3,3-=— ¥ 4% -7-2 %
23-Z A -XK H okl £)]-6,7-F I -3-F K -F 2E4E-— B T
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B (L& 417, 01734 » 041 X HF ) WE - m &% A IM

G4k 49 R R R 0 ¥ F BT E MM ¥ 48 HPLCE A 10% Kk =
LREVE A e EIFHER G ZAILSH(0.098% 0 73%)-
'"H NMR (300 MHz, CDCls): & 6.84(d, 1H, J=1.7Hz), 6.79(d, 1H,
J=1.7Hz), 6.21(d, 1H, J=15.4Hz), 5.64(s, 1H), 5.29(dd, 1H, J=15.5,
10.0Hz), 4.20(s, 2H), 2.62-2.44(m, 2H), 1.99(s, 3H), 1.72-1.65(m,
1H), 1.60-1.52(m, 2H), 1.40(s, 3H), 1.38-1.27(m, 6H), 1.32(s, 3H),
1.26(s, 3H), 1.20-1.15(m, 1H), 1.12-1.08(m, I1H), 0.87(t, 3H, - ®

J=6.7Hz) -
7-3% -33-= F 3 -5-[(1S,28)-3-%8 £ -12-F ¥ -1-F &£ -/ £ 1-2.3-
— 8-k ek 2 (1S)-# B8 & & (F B 4 59)
3,3-=— ¥ 3 -5-[(1S,28)-3-#& kX -1,2-F # -1-F &£ -/ % ]-2,3-=
A-KXHrkms Z(IS)-BEBE(FHMH6 14 > 2428 £ F)
2 FEE(1SE Jh )8 3 4 40 (k5 )iE R A R R & (0472 JF
29IZE X H )R Y - RERSGYHWRET R EHEF25)F - B
TABEREY BRI IENTER LB ARG RERR MK Py

KRR R E KM o AL E R ENLE BERE
R B AR AT AR 25% T B T B
Bl gt = 2 it & (1.3 >

K
s
2
;:%
R
X
EY
$
S
N
;E:
S

T EHRR  KiFa
99%)

'H NMR (300 MHz, CDCl;): & 7.24(d, 1H, J=1.5Hz), 7.02(d, 1H
J=1.5Hz), 4.31(s, 2H), 4.03(dd, 1H, J=11.5, 6.6Hz), 3.70(dd, 1H,
J=11.5, 8.6Hz), 2.48-2.38(m, LH), 2.07-1.90(m, 2H), 1.72-1.64(m,
1H), 1.42-1.29(m, 1H), 1.36(s, 9H), 1.13(s, 3H), 1.06(s, 3H), 0.99(s,
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3H), 0.90(br m, 1H), 0.87(br m, 1H) »

~

% -33-= ¥ 3£ -5-[(1S,28)-3-% K -12-F 3 -1-F & -&/ & 1-2.3-
= & -K ¥ vk b (F M 4 60)

W HE — fx A2 B E3 & A 7-%-33-= F & -5-[(1S,25)-3-5# %
S12-F 4 -1-F K-/ £ )-23-= & -K vk e 2 (1S)-4F B B B
(¥ M 459> 046% » 094 £ F ) 10% F 2 8 R 2% 7 SME&
b ixig o EFHRAALESHO02l% 0 72%) -

'"H NMR (300 MHz, CDCl;): & 7.24(d, 1H, J=1.5Hz), 7.00(d, 1H,
J=1.5Hz), 4.31(s, 2H), 3.26(dd, 1H, J=7.5, 11.2Hz), 3.90(dd, 1H,
J=7.0, 11.2Hz), 1.35(s, 3H), 1.34(s, 3H), 1.33(s, 3H), 1.29-1.19(m,
1H), 0.82-0.76(m, 2H) °

7-7% -3.3-=— ¥ 3K -5-[(1S,28)-1.2-F 45 -1-F K 3-8 KX -/& K ]-2,3-
— S -K ek (F H #61)

RAYE — fx 42 7 FE 48 B 7-%-33-= F % -5-[(1S,29)-3-5 &
-1,2-F 45 -1-F A -A K ]-23-= & -KX kv (F M 4600 0.11
o 036X F) ZRFRUES) THUZEH) > 4Ry

T oy R(03% ) W@-EFE & K& 4B 47 82 B (0.02554 ) A N-F X

ek -N-2, 1L 49 (0.19% » 1.62E £ F ) #H E @7k % HE B

g 20 B LB IO MELERMER > EEFRAILESY

(0.1% » 89%) o

'"H NMR (300 MHz, CDCl3): & 8.49(d, 1H, J=6.7Hz), 7.27(d, 1H,
J=1.7Hz), 6.98(d, 1H, J=1.7Hz), 4.32(s, 2H), 1.98-1.91(m, 1H),
1.87-1.84(m, 1H), 1.44(s, 3H), 1.44-1.39(m, 1H), 1.34(s, 3H), 1.32(s,
3H) o
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(6S,78)-7-[5-(7-7% -33-— ¥ K% -23-— @ -%X 5 vk o £ )]-6,7-F

1% -3-F & - -2E4E-— 5 B T & (1L 4 49 19)

W —BRAFGEE AT A4 CEABBEAE2RT
Be (132 " SEEZ F )~ 102 & KRw &vkvh ~ 22 I 1,3-= F
% -3,4,5,6-w & -2(1H)-% »¢ & (DMPU) ~ 1.6MiE T £ 42 2 2 ¥

EoR (3224 0 ST E T )R T2 -3,3-= F & -5-[(1S,29)-1,2-F
#-1-F A 3-2K-8K]-23-—&-KXKHkwm(F Mol 0.1

%0 03NFEF )W Ak HQREN) HFRALSHOI3 -@
% 96%) o

)

'H NMR (300 MHz, CDCls): & 7.21(d, 1H, J=1.3Hz), 6.89(d, 1H,
J=1.3Hz), 6.20(d, 1H, J=15.5Hz), 5.65(s, 1H), 5.20(dd, 1H, J=15.5,
10.0Hz), 4.32(s, 2H), 4.14(q, 2H, J=7.0Hz), 2.01(s, 3H), 1.77-1.68(m,
IH), 1.39(s, 3H), 1.34(s, 3H), 1.29(s, 3H), 1.26(t, 3H, J=7.1Hz),
1.20-1.16(m, 1H), 1.10-1.07(m, 1H) -

(6S,78)-7-[5-(7-% -33-— ¥ X -23-— & - H v % KX )]-67-F

3 -3-F K - -2E.4E-— % B (1L 4 4 20) o
R 4 — iz 42 5 H3E 4 A (68,78)-7-[5-(7-i% -3,3-= F % -2,3-

= & -¥F vk vk £ )]-6,7-F 3% -3-F A - -2E4E- = % B O B

(bt &4 19> 006 > 0142 X HF ) FEQLEHF) WAk

QEF)AIMA R ILHRKRERQEI ) E X ETHRRET EE

Wi M25% B LB Bl E b R KRR E e

12 R AL A 4 (0.04% » 73%) o

E 82 <

'H NMR (300 MHz, CDCl;): & 7.20(d, 1H, J=1.5Hz), 6.87(d, 1H,
J=1.5Hz), 6.23(d, 1H, J=15.5Hz), 5.66(s, 1H), 5.24(dd, 1H, J=15.5,
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10.0Hz), 4.32(s, 2H), 2.01(s, 3H), 1.77-1.69(m, 1H), 1.39(s, 3H),
1.34(s, 3H), 1.28(s, 3H), 1.24-1.20(m, 1H), 1.10(t, 1H, J=5.0Hz)
3.3-= F 3 -5-[(18,29)-3-48 A -1.2-F # -1-F 3 -/ K 1-7-% %
2.3-= 8 -% 5 vk oh (F M 62)

G th —4x AL BB MR A K A ME(0.09% > 0758 L F) - 7-
#-33-= F & -5-[(18,28)-3-% A& -1,2-F 45 -1-F & -% & ]-2.3-

]\

-KX Ak Z(1S)- B EEBE(FTMMHS9 025 » 0.5 £
F) FEROCEIH) FROEH) AAEH) HEHO1 - @
012 X F)RE(Z KB (0)(S0% &) 3 ZEUSE I IM
AA‘LmErr AR BBERELNN > #A8 B (230-4004
B)L bk E AR > £ MI0%L 8 T B T KIELEHE
w o EFAREILS (012 0 T0%) -
'"H NMR (300 MHz, CDCl3): & 7.73(dd, 2H, J=1.6, 8.0Hz), 7.45(ddt,
2H, J=1.6, 7.3, 8.0Hz), 7.32(dt, 1H, J=1.6, 7.32Hz), 7.29(d, 1H
J=1.7Hz), 7.07(d, 1H, J=1.7Hz), 4.30(s, 2H), 3.32(d, 2H, J=7.1Hz),
1.53(brs, LH), 1.44(s, 3H), 1.39(s, 6H), 1.35-1.26(m, 1H), 0.90(t, IH, @
J=5.0Hz), 0.83(dd, 1H, J=4.8, 8.3Hz) -

3-= ¥ A -5-[(1S,28)-1,2-F #F -1-F X -3-FH K -&A K ]-7-X K&
-2,3-= § -K ¥ vk %k (F M 45 63)

WA — A2 Fat 48 B 3,3-= F & -5-[(1S,28)-3-42 & -1,2-F
Wol-F A -BA]-T-X A 23-— & -X Ak (F W62 0.12
00392 X F ) A FHRUEN) THUEI) 4R
T & R (03% ) m-E & K 4@ 47T B B (0.034 )AN-F % °§
h-N-R AL (0125 » 12 R F ) & FEL & ZAERIE

o
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M1I0% LB ez ESLE X > EFEANLSH 012
# o0 #100%) o

'H NMR (300 MHz, CDCls): & 8.53(d, 1H, J=6.8Hz), 7.71(d, 2H,
J=7.9Hz), 7.44(dd, 2H, J=7.3, 7.9Hz), 7.33(dt, 1H, J=1.1, 7.3Hz),
7.29(d, 1H, J=1.8Hz), 7.07(d, 1H, J=1.8Hz), 4.30(s, 2H),
2.01-1.82(m, 2H), 1.51(s, 3H), 1.47-1.43(m, 1H), 1.39(s, 3H), 1.38(s,

3H) -
(68.78)-7-[5-(3.3-= F 4 -7-% % -23-= & -% # vk o £)1-67- - @
WoiE -3-W K 2E4E-— % B T & (45%%21)

Wl —EAFGEHEAS-FRA4-— At asm v
Be(1.32% » 52X HF )8 & kw &kl ~ 2% F1,3-=
& -3,4,5,6-m & -2(1H)-=% »¢ &) (DMPU) ~ 1.6MIE T X 42 = T )%

A

w3229 0 S X F)AR33-= F K -5-[(1S,25)-1,2-F ¥ -1-
TOR-3-AK-F A]-T-R A 232 8-K Hrkeh(F M 463
0.12% » 0382 X F )z w Rvkwh (42 H ) #H F & T HhkFE
HBATERASNCER CEX TR L RMR > RETHEH MK @
HPLCH#E A 10% Z B T B X Tl tE & %% & 48 > £ 1342 B 1L &
H (0.1% > 63%) o

'H NMR (300 MHz, CDCl3): § 7.71(d, 2H, J=7.1Hz), 7.44(dd, 2H,
J=7.1, 7.8Hz), 7.32(t, 1H, J=7.9Hz), 7.24(d, 1H, J=1.6Hz), 6.96(d,
1H, J=1.6Hz), 6.25(d, 1H, J=15.5Hz), 5.68(s, 1H), 5.32(dd, IH,
J=15.5, 10.0Hz), 4.31(ABq, 2H, J=8.3Hz), 4.16(q, 2H, J=7.1Hz),
2.05(s, 3H), 1.76(m, 1H), 1.46(s, 3H), 1.39(s, 3H), 1.34(s, 3H),
1.29(t, 3H, J=7.1Hz), 1.25-1.21(m, 1H), 1.16(t, 1H, J=4.9Hz) -
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(6S,78)-7-[5-(33-=— % X -7-X KX -23-= & -X ¥ vk = & )]-6.7-
¥ 3% -3-W i - 2E4E-— % & (fb & 4 22)

R 45 — fx 42 B Hit 4 A (6S,7S)-7-[5-(3,3-= F £ -7-X %
-2,3-= & -XK HF ook & )]-67-F 35 -3-F KX -¥F-2E4E-— B T
B (b o421 001% » 0248 5 F) PEUA4EH)  m
i (42 )R IMA AL kxR GBI ) B F & /T hkE
BHiERAW%NLEBLEBEZ LR ELIER HFEEE
Z ¥2 R A & 4 (0.068% ° 73%) ° X )

v

i 0¥

b

WB
[

JES
o
e

'H NMR (300 MHz, CDCl3): & 7.72(d, 2H, J=7.3Hz), 7.45(dd, 2H,
1=7.3, 7.5Hz), 7.32(t, 1H, J=7.5Hz), 7.24(d, 1H, J=1.7Hz), 6.96(d,
1H, J=1.7Hz), 6.28(d, 1H, J=15.5Hz), 5.70(s, 1H), 5.38(dd, 1H,
J=15.5, 10.0Hz), 4.31(ABq, 2H, J=8.5Hz), 2.05(s, 3H), 1.82-1.74(m,
1H), 1.47(s, 3H), 1.39(s, 3H), 1.34(s, 3H), 1.28-1.24(m, 1H), 1.18(t,
1H, J=4.8Hz) -

2,6-— ¥ - Kk B (F K 4 64)

RAG — fx 42 B A 4E B 1-7%-2,6-=— ® % -¥ (Aldrich > 5% > @
272 5 )~ 508 &Kk G vkl ~ 1L.TME = T & 42 2 E %

iR im (322 H 0 S42 E )R A = F & (6.052 7 > S42 £
FyaclBLE-CRILGWRERE EHFER/ILEHLOT

% o0 10%) o

'"H NMR (300 MHz, CDCly): & 7.20(t, 1H, J=7.6Hz), 7.01(d, 2H,
J=7.7Hz), 4.56(s, 2H), 2.40(s, 6H) °

5-{(1S,28)-2-[7-(2,6-= F # -X % )-33-= F X -23-- 7 -% #
kol -5-3K1-2-F K -3 A K 1-3-F K -% -2E4E- = M BR T # (1L
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& 4 23)
R IE— A2 F Bt g B 2,6-— F K- X 7B (F R 464>
0.039% » 0.26% 3 F )~ (6S,78)-7-[5-(7-% -3,3-= F % -23-=

,.‘

B -3 F vk vk £)]-6,7-F 3 -3-% A -¥ 2E4E-— % B ¢ & (1L
S 19 0.1% » 024 2 ) TE(IZ£H) F EX(5E )

K (1E FH ) a5 B 47 (0.1% > 0.72% 3 F )R # (= X B )4e (0)(50
F %) 4B E AR (230-40048 B )L ik B A B A o JEIF AR
AL & (0.109% » 100%) © - @

'H NMR (300 MHz, CDCl;): & 7.19-7.10(m, 3H), 7.00(d, 1H,
J=1.8Hz), 6.83(d, 1H, J=1.8Hz), 6.16(d, 1H, J=15.5Hz), 5.62(s, 1H),
5.27(dd, 1H, J=15.6, 9.9Hz), 4.19(s, 2H), 4.15(q, 2H, J=7.1Hz),
2.09(s, 3H), 2.08(s, 3H), 2.00(s, 3H), 1.77-1.67(m, 1H), 1.46(s, 3H),
1.38(s, 3H), 1.33(s, 3H), 1.28(t, 3H, J=7.1Hz), 1.19-1.15(m, 2H) -
5-{(18,28)-2-[7-(2,6-= F A -K ¥k )-33-= ¥ & -23-= & -K 5
ok ol -5-351-2-F A -3 R K V-3-F K - % -2B4E-— 4% B (b A W
24) [}
WM — fx A2 A HE 4 A 5-{(18,28)-2-[7-(2,6- = ¥ # - X
A)33-=F EA-23-— & -KFrkep-S-K]-2-F K- A K )-3-
¥ R -k -2E4E-— W BR T B (1L A& 4523 0.109% > 0.24% ¥
H) B (15SZF)ASME 81t 4 K iE & (12 )0 4 F & 47
ik F AR BB A% B LB X Ttk b R R EE T
i# /B HPLC > # 13 4§ & B 32 2 2814 (0.049% > 50%) °

'H NMR (300 MHz, CDCl3): & 7.17-7.07(m, 3H), 6.97(d, 1H,
J=1.9Hz), 6.81(d, 1H, J=1.9Hz), 6.17(d, 1H, J=15.5Hz), 5.62(s, 1H),
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5.30(dd, 1H, J=15.6, 9.8Hz), 4.17(s, 2H), 2.06(s, 3H), 2.05(s, 3H),
1.97(s, 3H), 1.76-1.68(m, 1H), 1.44(s, 3H), 1.36(s, 3H), 1.31(s, 3H),
1.19-1.15(m, 2H) -

A - K I BAER (P 4 65)

W — A AFALEA2-RF K20 782 X F ) 208 4
ok Rkl 1LIME = T A 42 2 E R B & (148 9 155
TREXF)AMER = FES(R6EH » 1552 X F ) 8 T T 8-
LB BELEB HEEEALESHO08L > 51%) - - @

'"H NMR (300 MHz, CDCl3): & 8.19(d, 1H, J=6.1Hz), 7.45-7.40(m,
1H), 7.30-7.21(m, 2H), 2.80(s, 3H) -

5-[(1S,28)-2-(3,3-=— F ¥ -7-# -F K & -2.3-=— & -K 7 vk wh -5-
K)-2-F & A 1-3-F & - % -2E.4E-— % B 2 & (1L 4 45 25)

KRB — A FBIEAE A H-F XK ME(F K465 0.029
% > 021% % F )~ (6S,78)-7-[5-(7-i% -3,3- = F £ -2,3-=— & -%
ok vl A )]-6,7-F 4 -3-F & - -2E4E- = % B C B (I &
19> 0.09% » 0212 X F ) FPEBE(IEIH) F RXGSE /) K(l .
£ 9F) ~ B 47 (0.059% 0 0.43F X H )R £ (= X B )42 (0)(20
T ) B FE®E(230-400M B )btk E A B AT 0 KT AR
B AL A (0.096% » 100%) -

(o

'H NMR (300 MHz, CDCl;): § 7.24(br s, 4H), 6.97(d, 1H, J=1.7Hz),
6.94(d, 1H, J=1.7Hz), 6.17(d, 1H, J=15.6Hz), 5.62(s, 1H), 5.28(dd,
1H, J=15.6, J=9.9Hz), 4.21(s, 2H), 4.14(q, 2H, J=7.1Hz), 2.21(s, 3H),
2.01(s, 3H), 1.76-1.69(m, 1H), 1.44(s, 3H), 1.36(s, 3H), 1.32(s, 3H),
1.27(t, 3H, J=7.1Hz), 1.19-1.15(m, 2H) =
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5-[(1S,28)-2-(3,3-= F J -7-#8 -F ¥ 3 -2.3- - & -K # vX ¥ -5-

FE)-2-F X -3 B K ]-3-F & -k -2E4E-— % B (4L 4 44 26)
R A — f& #2 F Hit 4 B 5-[(18,28)-2-(3,3-= F K -7-# -F K
A -23-= & -FK F kvl 5-K)2-F K- B K ]-3-F - X,

2B, 4E-— % B C B (b & 425> 0.096% - 0.22% % ) 7 &
(20 FF)ASME R ib s K xRk (52 ) # F & /7% 1% %
MHPLC & A 10% K 2 b #% &4 3G 6 B

P2 AL A 4 (0.044 % 0 45%) o

'H NMR (300 MHz, CDCl3): & 7.27-7.22(m, 4H), 6.97(d, 1H,
J=1.9Hz), 6.94(d, 1H, J=1.9Hz), 6.20(d, 1H, J=15.5Hz), 5.64(s, 1H),
5.33(dd, 1H, J=15.6, 9.8Hz), 4.21(s, 2H), 2.02(s, 3H), 2.00(s, 3H),

1.77-1.68(m, 1H), 1.44(s, 3H), 1.37(s, 3H), 1.32(s, 3H), 1.20-1.15(m,

2H) -
1-(2-3% - X )-/& -1-B2 (¢ M) 4p 66)

R — 2 FKERA2-R-KFE(SE 88 X H )~ IS
ZI &k Akl RA2MBRILECT A4 2 LB IEK(6E I
REEZX) EFETRRETEEMNMMELAINLE LE T

W AR & AR 0 HFAREA S B (186K > 85%) -

'H NMR (300 MHz, CDCl;): & 7.52-7.46(m, 2H). 7.32-7.24(m, 1H),
7.11-7.06(m, 1H), 5.05-5.00(m, 1H), 2.49(d, 1H, J=3.6Hz),

1.78-1.55(m, 2H), 1.45-1.23(m, 8H), 0.88(t, 3H, J=6.8Hz) -
1-0% -2-p A& -2K (F H 45 67)

WG — A2 TR R 1-(2-1%-K K )-E-1-82 (186 » 6.9%
PHE)- Bk _AFTHRG5EH) Z A TE (258 32.52

L
T

ek
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FI)IRZ LA ROGEH Sl EF) B EXEITRRETAER
Moo HEAF AR R AL A 4 (045 0 23%) o

'H NMR (300 MHz, CDCl3): & 7.49(d, 1H, J=7.7Hz), 7.19-7.15(m,
2H) 7.02-6.96(m, 1H), 2.70(t, 2H, J=7.8Hz), 1.64-1.55(m, 2H),
1.40-1.27(m, 8H), 0.88(t, 3H, J=6.8Hz) -

2- B K K B (F M 4 68)

WG —AEFALEAL-R-2-E XX (FHBOT 047
1562 £ F )45t A Kkm Ak~ ILIME =T AsEZELR @
eoim ik (1.84% H > 318 £ F)AMME = F & (0.45% 4+ » 3.1
EXEH ) FEIFAZBEMLSH027TF > 50%) -

'H NMR (300 MHz, CDCl;): § 8.21(dd, 1H, J=7.5, 1.4Hz), 7.48(dd,

IH, J=7.5, 1.5Hz), 7.33-7.25(m, 2H), 3.19(t, 2H, J=7.8Hz),
1.30-1.22(m, 10H), 0.85(t, 3H, J=6.8Hz) °
(E)-3-((E)-2-{(18,28)-2-[7-(2- /& AKX -XKX }K)-33-= F 3K -23-= §
XK Frk vk -5-K1-2-F R-B AKXV A )-T -2-% B& T E5 (1L
& 4 27) o

Wl — A FBEEA2-RARXEME (F M 468> 0.073
% 0 033% % )~ (68,7S)-7-[5-(7-i& -33-= F A -2,3-= & -%
Foek vl 5 )]-6,7-F 4% -3-F % - 2E4E-— % B B (fb A 4
19> 0.07% » 0.1672 £ F )~ FEQEIH) > F RK(10Z ) K
(2% JF )~ 5 BL 47 (0.0465% » 0332 ¥ H )R # (= X B )4e (0)(20
Zh ) X EN M ERHPLCE 4% T B & 2 T i £
B A% g o £ FAEANL S M (0.0385% > 44%) -

}n

'"H NMR (300 MHz, CDCl;): 8 7.27-7.22(m, 4H), 6.96(s, 1H), 6.94(s,
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1Hz), 6.19(d, 1H, J=15.4Hz), 5.63(s, 1H), 5.28(dd, 1H, J=15.3,
10.3Hz), 4.19(s, 2H), 4.14(q, 3H, J=7.1Hz), 2.51(t, 2H, J=7.8Hz),
2.02(s, 3H), 1.76-1.69(m, 1H), 1.44(s, 3H), 1.36(s, 3H), 1.31(s, 3H),
1.27(t, 3H, J=7.1Hz), 1.27-1.15(m, 12H), 0.83(t, 3H, J=6.6Hz) -
(E)-3-((E)-2-{(18,28)-2-[7-(2-/& * -X ¥ )-33-= ¥ 3 -2,3-=
K Fr vk -5-K1-2-F K-RA KO HK)-T -2-% 8 (L&

28)

R4 — & 42 pF Hit & A (E)-3-((E)-2-{(1S,28)-2-[7-(2- & 4 -

A)33-=F A-23-—&-KArkm-5-KA]-2-F XA-3KB K
oM 3R )-T -2-% B ¢ B (lb & 427> 0.038% > 0.074% £ F ) ~

—\\

LEEGCZH)ASMA L kErQLEI) # F &7 E H M

# 4 HPLC > & B 10% KX & H B > HEFREALSE

# (0.037% > 97%) o

'H NMR (300 MHz, CDCl;): & 7.27-7.21(m ,4H), 6.95(d, 1H,
J=2.0Hz), 6.94(d, 1H, J=2.0Hz), 6.22(d, 1H, J=15.5Hz), 5.65(s, 1H),
5.33(dd, 1H, J=15.5, 9.9Hz), 4.19(s, 2H), 2.50(t, 2H, J=7.8Hz),
2.01(s, 3H), 1.77-1.70(m, 1H), 1.44(s, 3H), 1.36(s, 3H), 1.31(s, 3H),
1.27-1.14(m, 12H), 0.82(t, 3H, J=6.9Hz) -

5-{(18,28)-2-[7-(4-% = T A -K¥)-33-= F &K-23-= & -K i

vk owdh -5-2 1-2-% K -3 B/ Rk )1-3-% A -% -2E4E-— W B 2 B (b
& 1 29)

R4 — 42 F B4 A 4-% = T & X X # 8 (Aldrich > 0.03
# 0 0.187% ¥ HF )~ (6S,75)-7-[5-(7-i% -33-=— F % -2,3-= & -

%
ook vl 3K )]-6,7-W 45 -3-F K -F -2E4E-— M BB T & (lL &
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19-0.065% » 01552 &£ HF ) PEE(IZH) F RK(SE )
(1 Jh )~ 22 8 47 (0.0475L » 034% £ F )& & (= X M )4e (0)(20
ER) HIFAZ A A B (0.069% 0 95%) -
'"H NMR (300 MHz, CDCl3): 8 7.61(dd, 2H, J=1.9, 8.5Hz), 7.44(dd,
2H, J=1.9, 8.5Hz), 7.20(d, 1H, J=1.8Hz), 6.91(d, IH, J=1.8Hz),
6.21(d, 1H, J=15.5Hz), 5.65(s, 1H), 5.29(dd, 1H, J=15.5, 9.9Hz),
4.30(d, 1H, J=8.4Hz), 4.26(d, 1H, J=8.4Hz), 4.14(q, 2H, J=7.1Hz),
2.02(s, 3H), 1.77-1.69(m, 1H), 1.43(s, 3H), 1.36(s, 3H), 1.34(s, 9H),
1.32(s, 3H), 1.27(t, 3H, J=7.1Hz), 1.22-1.18(m, 1H), 1.15-1.12(m,
1H) -
5-{(18,28)-2-[7-(4-% = T A -¥( %)-33-= F £ -23-— & -% 3
nkvl -5-& 1-2-F K- B/ AL L-3-F K-k — t B (b &4
30)

R4 — fx 42 5 HE 48 A 5-{(1S,2S)-2-[7-(4-% = T % - X
AK)-33-=2F A-23-— & -K Arkvh-5-K]-2-F K- A K }-3-

-/% -2E,4E- — ¥ B ¢ B (1L A4 429> 0.069% - 0.15% ¥

F)- B0 H)ASMEA S bty KR xRk (2% ) B % &1
W of M A8 HPLC » & B 10% K 2 T B54E & # # 48 > £ 13 42
R AL & (0.044 % > 48%) o

=
)
Hj
S
tn

'H NMR (300 MHz, CDCl3): § 7.61(dd, 2H, J=2.0, 8.5Hz), 7.44(dd,
2H, J=2.0, 8.5Hz), 7.20(d, 1H, J=1.8Hz), 6.91(d, 1H, J=1.8Hz),
6.24(d, 1H, J=15.5Hz), 5.66(s, 1H), 5.33(dd, 1H, J=15.5, 10.0Hz),
430(d, 1H, J=8.5Hz), 4.26(d, IH, J=8.5Hz), 2.01(s, 3H),
1.79-1.71(m, 1H), 1.44(s, 3H), 1.36(s, 3H), 1.34(s, 9H), 1.31(s, 3H),
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1.24-1.17(m, 1H), 1.17-1.14(m, 1H) ¢
(E)-3-((E)-2-{(1S8,28)-2-[7-(4-F & 4% -% £)-3.3-=— ¥ % -2.3-=
- vk -5-K1-2-F X -BAHK VL H A)-T -2-% B& T &
(fb & 4 31)

WA — A F B A 4-F 2K K KA M 8L (Aldrich - 0.024
% 0 0.16% ¥ F )~ (6S,7S)-7-[5-(7-i2-33-— F £ -23-= & -¥
Hook v £ )]-6,7-F 4% -3-F K -F 2E4E-= W B B (1L & 4

19 0.055% » 01328 X F) &8 (12 H) F X(7T£ ) - N
(1% # ) 52 8 47 (0.043% > 03235 3 H )& 8 (= X B )4e (0)(25
z %) F AR R AL & 4 (0.0415% > 70%) °

'H NMR (300 MHz, CDCl;): & 7.64(dd, 2H, J=2.0, 8.9Hz), 7.18(d,
IH, J=1.8Hz), 6.96(dd, 2H, J=2.0, 8.9Hz), 6.89(d, 1H, J=1.8Hz),
6.22(d, 1H, J=15.5Hz), 5.65(s, 1H), 5.35(dd, 1H, J=15.5, 10.0Hz),
4.29(d, 1H, J=8.5Hz), 4.25(d, 1H, J=8.5Hz), 4.14(q, 2H, J=7.1Hz),
3.84(s, 3H), 2.02(s, 3H), 1.77-1.69(m, 1H), 1.45(s, 3H), 1.37(s, 3H),
1.32(s, 3H), 1.28(t, 3H, J=7.1Hz, 1.25-1.21(m, 1H), 1.17-1.14(m, @
LH) -

(E)-3-((E)-2-{(18.28)-2-[7-(4-F & & -X 3 )-33-= ¥ 3 -23-—
Z

S-K ok -5-A1-2-F k- B K

R4 — fx 42 B Hit & A (E)-3-((E)-2-{(18,28)-2-[7-(4-F &
KIK)33-=m F A-23-— - X A% H-5-K]-2-FA-KA
VT OB R )-T -2-% BR ¢ B (ML A 31 0.041% 0 0.09

H)s ZEGEF)ASMA A LHmKkER  #FEFTEEH®

et

e
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# 48 HPLC > 4 A 10% K = Z FE % &5 % & 48 > £ 1542 AL &
# (0.026% ° 65%) o

'H NMR (300 MHz, CDCls): & 7.63(dd, 2H, J=2.0, 8.7Hz), 7.18(d,
1H, J=1.7Hz), 6.96(dd, 2H, J=2.0, 8.7Hz), 6.89(d, 1H, J=1.8Hz),
6.25(d, 1H, J=15.5Hz), 5.67(s, 1H), 5.35(dd, 1H, J=15.5, 10.0Hz),

4.29(d, 1H, J=8.5Hz), 4.26(d, 1H, J=8.5Hz), 3.84(s, 3H), 2.02(s, 3H),
1.79-1.71(m, 1H), 1.44(s, 3H), 1.36(s, 3H), 1.31(s, 3H), 1.25-1.20(m,

1H), 1.17-1.12(m, 1H)) -

(B)-3-((E)-2-{(18,28)-2-[7-(4-f - % % )-3.3-— ¥ % -23-- # -

A -
Kt ok vl -5-251-2-F K -BR B ARV B A)-T -2-4 B T & (Mt

R IE — fx A2 B Bt 4 B 4-5 % £ M 8 (Aldrich> 0.20% > 0.14
Z 3% F )~ (6S,78)-7-[5-(7-8 -33-= F £ -23-= & -% # vk 4
E)]-6,7-F 3% -3-F & -F -2E4E-— % B & (b & 4 19> 0.050
£ 0128 ZFH) FE(lEH+) FROEHF) (12 )
sk BL 47 (0.0395% » 0.29% & F )R (= XM )se (0)(25% %)
FEIF A2 B A & 4 (0.044 % 0 85%) o
'H NMR (300 MHz, CDCl5): & 7.69-7.64(m, 2H), 7.17(d, 1H,
J=1.7Hz), 7.13-7.07(m, 2H), 6.93(d, 1H, J=1.7Hz), 6.22(d, 1H,
J=15.5Hz), 5.65(s, 1H), 5.28(dd, 1H, J=15.5, 10.0Hz), 4.30(d, 1H,
J=8.5Hz), 4.26(d, 1H, J=8.5Hz, 4.14(q, 2H, J=7.1Hz), 2.01(s, 3H),
1.78-1.69(m, 1H), 1.43(s, 3H), 1.36(s, 3H), 1.32(s, 3H), 1.27(t, 3H,
J=7.1Hz), 1.24-1.19(m, 1H), 1.14-1.11(m, 1H) -
(E)-3-((E)-2-{(1S,28)-2-[7-(4-# - X A )-33-— F % -23-= & -
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R Fr vk -5-K1-2-F R -EARAEXVT O K)-T -2-%% B (k&
34)

R — #& A2 B Hit 45 A (E)-3-((B)-2-{(18,28)-2-[7-(4- f - ¥
£)-33-2F A-23-2 B-K ke -5-A]2-F K-

W Ak )-T -2-% B2 T &5 (fb & 4 33> 0.0365% » 0.08
B2 ASME At s R R R (2F ) 0 B F EAT R MK E A
HPLC - & A 10% Kk 2 &% 4 > HIFHRAILEDY
(0.016% > 44%) -

(O8]
- dﬂ“\'
P
i H

'H NMR (300 MHz, CDCly): & 7.69-7.64(m, 2H), 7.17(d, 1H,
J=1.7Hz), 7.13-7.08(m, 2H), 6.93(d, 1H, J=1.7Hz), 6.25(d, 1H,
J=15.5Hz), 5.68(s, 1H), 5.33(dd, 1H, J=15.5, 10.0Hz), 4.28(d, 2H),
2.01(s, 3H), 1.78-1.72(m, 1H), 1.44(s, 3H), 1.37(s, 3H), 1.31(s, 3H),

1.26-1.21(m, 1H), 1.17-1.14(m, 1H) o
3-#t - -2(Z2)-Yr -BF (F P 4 69)

B X - B A Q27T 102X ) £k A F K
(30 ) #HFH A4 (-78C AR A IMAIL —=-F2 T X 4 2 =
EF R ER(REIF > NELEF)VEE - L ERSH B ZE0C >
AT EE (12 JH ) A 40 fo /B B BR fn -47 K IR & (1508 )% £ &
AR FTHRFER - AEABAANERARSELE > BB L
AABE T R REAILS W (1358 0 T3%) -

'H NMR (300 MHz, CDCl3): § 6.48-6.42(m, 1H), 6.35-6.31(m, 1H),

4.18(s, 2H), 3.21(s, 1H) »
3,3-— W K -5-(3-% K-/ -(12)-% ¥£)-23-— & -X # ok w5 (F M
4 70)
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R AE — A& 42 5 B 48 A 3,3-= F K -2,2-= & -k F vk -5-0
(P M43 a2 % > 102 £ F ) 3-8-5-2(2)-% -8 (F B 4
69 1.35% » 729 £ ¥ )~ FE (202 ) F K (402 #) > K
(10% FF )~ 5 B 45 (1.58% > 152 3 HF )R ¥ (= X ¥ )4 (0)(100
T OR) 0 HBF A B (230-40008 B )L ki B AEEMNEMISY
LELUEBEZLRAFLZER KFHEARILESEH0.165L 8%)-
'H NMR (300 MHz, CDCl;): & 6.97(d, 1H, J=8.0Hz), 6.96(s, 1H),
6.75(d, 1H, J=8.0Hz), 6.49(d, 1H, J=11.7Hz), 5.76-5.73(m, 1H), - @
4.43(d, 2H, J=6Hz), 4.25(s, 2H), 1.34(s, 6H) «

B-— ¥ K -5-(3-5 A -12-F 4 -1-F K-/ K)H)-23-=— & -KX i
vk vl (PR 4 T1)
RAYE —fx A2 FCHEME AISIMZ T A 42 &k = & F % (10
o572 X H ) 12-—m FAX LR (L3 H > 1572 £
) —E T e (253 9 0 314E X F )~ 33-= F K -5-(3-%
-R-(12)-% K )-23-— & -K vk (F M 470> 0165 » 0.78
X H )4y T EHH R047 )R (AR-R K )-2-T % [}
-NLNGN',N'-vg 3k [1,3,2] = & 3 A0 4 28 /% [4,5] = 5 & Az (0.45
1SEEHF)Z3EH AR AT R BEFEFTRRE R
BA i H20%C B LB Clhhtka ndn #1345 EH 2
AL A 4 (0.16% > 94%) o

Bt g o

(e

S

'H NMR (300 MHz, CDCly): & 7.0(d, 1H, J=8.0Hz), 6.99(s, 1H),
6.71(d, 1H, J=8.0Hz), 4.22(s, 2H), 3.47(dd, 1H, J=6.3, 11.5Hz),
3.38(dd, 1H, J=8.4, 11.5Hz), 2.26-2.21(m, 1H), 1.64(br s, 1H),
1.47-1.35(m, 1H), 1.33(s, 6H), 1.05-0.98(m, 1H), 0.88(dd, 1H, J]=5.5,
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10.2Hz) °
3,3-= ¥ 4 -5-[(1S,28)-3-¥& KA -12-F 4% -& # 1-2,3-— & -¥X #
vk w2 (1S)-4% A% 8% & (F M 44 72)

RAE — A2 FDEAE A 3,3-— F & -5-[3-58 X -1,2-F # -5
RI]23-— & -XHvkwg(F R 4T 01645 > 0738 £ H ) &
KA FIRGSEEH) Z 0 RO0S5EH > 346 £ F )& (19)-
M E R (032% 0 148 X H ) B F &R R T EE K
AMIUTH LB LE X TR FLEERER - ATk B & &4 % 1F4%
AL M (0.1% 5 34%)° & & (0.1% )i 47 % # /& F 48 HPLC >
S B E AL d E OB o ER AR KREZ MY (0.038%
13%) > £ & & # 4 : 'HNMR (300 MHz, CDCl3): 8 6.98-6.95(m,

2H), 6.65(d, 1H, J=7.9Hz), 4.19(s, 2H), 4.02(dd, 1H, J=11.6, 7.2Hz),
3.87(dd, 1H, J=11.6, 8.1Hz), 2.41-2.23(m, 2H), 2.01-1.85(m, 2H),
1.09(s, 3H), 1.70-1.61(m, 1H), 1.52-1.44(m, 1H), 1.31(s, 3H), 1.30(s,
3H), 1.09-0.96(m, 1H), 1.01(s, 3H), 0.91-0.82(m, 1H), 0.87(s, 3H) -
R BB (FEE S ) "HNMR (300 MHz, CDCl;): 6 6.99(d,
1H, J=8.7Hz), 6.97(s, 1H), 6.68(d, 1H, J=8.0Hz), 4.21(s, 2H),
4.02(dd, 1H, J=11.6, 7.2Hz), 3.89(dd, 1H, J=11.6, 8.1Hz),
2.40-2.27(m, 2H), 1.99-1.85(m, 2H), 1.70-1.66(m, 1H), 1.52-1.33(m,
1H), 1.32(s, 6H), 1.10(s, 3H), 1.10-0.99(m, 1H), 0.99(s, 3H), 0.92(s,
3H), 0.85(dd, 1H, J=5.8, 11.7Hz) »

3,3-=— ¥ 3k -5-[(1S,25)-3-f& K -12-¥ -5 X 1-23-=— & -X #
kvl (F B 4 71a)

RAE — 4542 R E# A A 3,3-2 % & -5-[(1S,28)-3-52 & -1,2-F
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# -/ A ]-23-— A -K F vkl = (1S)-4 A% B &5 (F M 4 72
0.038% » 0.109% X F )~ 1.5 F 8 ~ 1.5 H w & vk ~

Z Ik B A AALEE KA H(0.082% 0 19SEXF) 7 & &
FE A vk = AR AL A (0.0185% » 76%) °

'H NMR (300 MHz, CDCl3): & 7.00(d, 1H, J=8.0Hz), 6.99(s, 1H),
6.71(d, 1H, J=8.0Hz), 4.22(s, 2H), 3.47(dd, 1H, J=6.3, 11.5Hz),
3.38(dd, 1H, J=8.4, 11.5Hz), 2.26-2.21(m, 1H), 1.64(br s, 1H),

1.47-1.35(m, 1H), 1.33(s, 6H), 1.05-0.98(m, 1H), 0.88(dd, 1H, J=5.5,
10.2Hz) *

3,3-=— ¥ 4 -5-[(1S,28)-1,2-F 3% 3-8 4% -& % 1-2,3-= & -%X 5
vk vl (P B 4 73)
R 4 — fx 42 B Fi# 48 B 3,3-— % % -5-[(1S,2S)-3-5& KX -1,2-F

f=

4

W-m R 1-23-— & -% Fvkeh (M4 7la> 0.018% > 0.083%
F)s —AFIHRQSEFH) THO0SEH) 45 FHH K
(0.112% ) ~ w -iE & & 4& i® 47 8 B (0.007% ) A N-F & % #k -N-

f.1b 49 (0.085% > 0.68% X F ) & F & TRk FT A2 B AT
138 Bk 2 A2 AL A 4 (0.01745 0 95%) o

'H NMR (300 MHz, CDCls): & 8.66(d, 1H, J=5.6Hz), 7.08-7.04(m,
2H), 6.70(d, 1H, J=7.8Hz), 4.22(s, 2H), 2.79-2.74(m, 1H),
2.09-2.05(m, 1H), 1.86-1.80(m, 1H), 1.63-1.53(m, 1H), 1.32(s, 3H),
1.31(s, 3H)

(E)-3-{(E)-2-[(18,28)-2-(3.3-= ¥ # -2.3-= & - ¥} vk 7 -5-7% )-

B AKXITH KV -T-2-%% B8 T & (4L & 4 35)

R —EAFGEMRE AT A4 ABBERE 2RY
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BE (1.0l » 3852 X H) 42 & ko Gkl ~ 1.5 F 1,3-
= % % -3.4,5,6-w & -2(1H)- » & (DMPU) ~ 1.6ME T A 42 %
SR IER(9E I > 38 % F)&3,3-= F & -5-[(1S,25)-1,2-¥F

#-3-2a K- KA]-23-Z & -KX FHrkwm (P M T3 001754 °0.078
TR HF )z w Akl (1.5 ) £ 1542 % 1L 4 4 (HPLC# >
0.015% - 58%) °
'H NMR (300 MHz, CDCl3): & 6.99-6.91(m, 2H), 6.69(d, 1H,
J=8.1Hz), 6.22(d, 1H, J=15.5Hz), 5.62(s, 1H), 5.39(dd, 1H, J=15.5, - @
10.0Hz), 4.22(s, 2H), 4.14(q, 2H, J=7.1Hz), 2.44-2.01(m, 1H), 2.01(s,
3H), 1.91-1.87(m, 1H), 1.50-1.20(m, 1H), 1.32(s, 3H), 1.30(s, 3H),
1.26(t, 3H, J=7.1Hz), 1.08-1.02(m, 1H) -
(E)-3-{(E)-2-[(1S,28)-2-(3.3-= ¥ 3 -2,3-= & -X F vk " -5-5 )-
BRAIRNT KV -T -2-% B (b 4 45 36)

W ME — A 42 5 Hit 4 A (E)-3-{(E)-2-[(1S,25)-2-(3,3-=— ¥ X
23— R -XK Ak -S-A)BERAE|TH R -T 2-% B T B

(1t & 435> 0.015% » 0.046% £ F ) T E(2F ) m & v o
(22 A IME S b sy KRz (12 ) 3 2 i 47 8 4 43
1 HPLCfE A 10% Kk 2 2 hstE & 4 > B 154 & E M AR

AL & (0014 > 80%) -

'H NMR (300 MHz, CDCl;): & 6.98(dd, 1H, J=1.7, 8.1Hz), 6.92(d,
1H, J=1.7Hz), 6.70(d, 1H, J=8.1Hz), 6.26(d, 1H, J=15.6Hz), 5.65(s,
1H), 5.45(dd, 1H, J=15.6, 10.0Hz), 4.23(s, 2H), 2.47-2.02(m, 1H),
2.02(s, 3H), 1.95-1.88(m, 1H), 1.43-1.25(m, 1H), 1.33(s, 3H), 1.30(s,
3H), 1.07(dd, 1H, J=5.2, 11.7Hz) *

- 96 -



200306814

(E)-3-(5-38 -33-— W % 23-=— G- Fvkoh-7-£)-5 W B8R O B

(F M 4 74)
S-% -33-— ¥ K -23-— A -XK Hrkh-7-% & (F K 430
A A F L)

A3 E T )2 KT XERA(T A
ZXRABIK (156K 4SEET)IFA(CALER LT E)= X

AR R B AL KR IE )R £ 100C m L BF o B JEGR
b EETBRBLEFEREAARNEAENLEKR L B X

ChiEd EdERr > HFREAIALESH 0978 > 99%) -
'H NMR (300 MHz, CDCl5): & 7.52(d, 1H, J=16Hz), 7.28(d, 1H,
J=2Hz), 7.11(d, 1H, J=2.0Hz), 6.64(d, 1H, J=16Hz), 4.27(s, 2H),
4.20(q, 2H, J=7.1Hz), 1.28(s, 6H), 1.27(t, 3H, J=7.1Hz) -
3-33-= % A -23-= G -K Hrkwh-7-K)-AB T E(F B HTS)
(E)-3-(5-7&-33-— % A -23-— R -%X Hrkopg-7T-£ )-8 W 8 2
B (F Rl 49 74> 0972 ' 2982 X )X 132+ LB LB X B R
VA 10%4e /22 (0258 )2 T2 0B R EE LM FRASWE
AR FHEHBRE - HBF A ELHBEENLERAEHE
B oo hiEA AT E KR - B MR KB ER
R BERABEEFER ERFEALSW0TLL
96%) o

'H NMR (300 MHz, CDCl;): § 6.98(d, 2H, J=7.2Hz), 6.82(dd, 1H,
J=7.2, 7.6Hz), 4.23(s, 2H), 4.14(q, 2H, J=7.1Hz), 2.93(t, 2H,
]=7.8Hz), 2.65(t, 2H, J=7.8Hz), 1.34(s, 6H), 1.25(t, 3H, J=7.1Hz) *
3-(5-i% -33-= F K -23-2 F-KHreRwh-7T-XK)-H B L & (F
4 76)
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3-(33- = F A 23-— A -X Ak -7T- K )-F B T B (F MW
755 0.71% > 2.86% % F)x B (14% 9h )2 # 3 5 40 (kiB)
AR AR (03 0 SRI9E EH )R E H R B R A M & A
EEBRBRFISIE AT ARABEEM ARG HENT B IL
VA K (x1) ~ B K BRBR 4 R IR R (X1 AR B R (xD)k i > A &
KA BRSNS I > BE R ABEEF B AKAFEAIL S H0875K
93%) -

'"H NMR (300 MHz, CDCls;): & 7.08(d, 1H, J=2Hz), 7.05(d, 1H,
J=2Hz), 4.22(s, 2H), 4.12(q, 2H, J=7.1Hz), 2.85(t, 2H, J=7.8Hz),
2.60(t, 2H, J=7.8Hz), 1.31(s, 6H), 1.23(t, 3H, J=7.1Hz) -

3-(5-i8-33-= % X -23-— G -KXFHrkwh-7-X)-H B (F K477

3-(5-78-33-— 9 £ 23-— R -KX Ak -T-X)-BH 8 T B (F
Ml 4 760 0.875% > 2.67% ¥ F)x ¥ 82 (15% 4+ ) @ & vk % (15
IR K(TEF)E R A & A L4 R EH(0.68% 168 £ F)
REALFBFRERBAWAEATEHEFLIIF A ZABEEEY

BEHGHAKRHGEBEEN B EK  AHRBARLALR T A
HOR R AT B (X3)FE I - &6 A # 8 % & R B BR & iR
BB R AR EF LB LR ZFEAILSW0.647 0 87T%) -

'"H NMR (300 MHz, CDCl;): & 7.10(d, 1H, J=2Hz), 7.07(d, 1H,
J=2Hz), 4.23(s, 2H), 2.87(t, 2H, J=7.5Hz), 2.69(t, 2H, J=7.5Hz),
1.32(s, 6H) -
3-(5-72-33-= ¥ X -23-— & -FX HFrkwp-7-%K)-NN-= F K& -
B (7 B 4h 78)

3-(5-% -33-= F A -23-—F-FXHrhkvh-T-X)-FEE(F HH
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770 07% » 2348 ¥ )R = X5 (0.74% > 2818 2 F )= &
X(I0BF )R — & F e (20 F )= # # A 47 (-78C ) A 5

A HE(0.178% H > 1172 £ F)E ® o 1% » K mw2M=
ik zwWaskwmarrGBet 62X F) LK > RER
b AT ABEEFRIFEw  HETRRETHEREHFEAL0%
LB LB ZLREMESLERBER  EFHFEAILSH 0658
84%) o

'H NMR (300 MHz, CDCl;): & 7.03(d, 1H, J=2Hz), 6.96(d, 1H,
J=2Hz), 4.14(s, 2H), 2.89(s, 3H), 2.86(s, 3H), 2.79(t, 2H, J=7.8Hz),
2.52(t, 2H, J=7.8Hz), 1.23(s, 6H) °

33-— F & -7-(3-8 K -k £ )-23-= & K F vk vk -5-40 B (F M
4 79)

A — M A2 5 AR R 3-(5-1%-33-= F & -2.3-= & K Ak
g -7-A& )-NN-— F 3 & &k e (F M 4978 0.64% » # 2
A Kk Ak ~ LLTMIE T X 42 2 Tk 8 & (2.5
A XA )RAMER = F E(0452 7 0 42 X F ) HFR
> AL AS Y R At Rt sk AT —

=
ES

)

G o
N #‘j

e

1-[5-((Z)-3-%8 3 -1-F 3k -®H W A )-33-= F % -23-= g -% #
vk ol -7-35 1-& -3-8R (F 44 80)

R4 — A2 F B R33-—F &-7-(3-8 K-k £)-23-=
E-K vk -S-MB(FHMBHT79 mE - Faar—F58 > 82
X )y 3-mb-T -2(Z2)-% -B2(04% > 1.98E E F ) TEE(6F
) FROEEIH) > KQEH ) KM (0427 > 42 £ F)

¥

¢

-99 .
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BOEE(Z X )42 (0)(30% %) 3 ¥ A & K (230-40048 B ) L 4%
FI15-25% B LB X Tl fE & iR R BT k& T AE N

FEIFAZ AL A (0.18% 0 H F BE 3t 28%) o

'H NMR (300 MHz, CDCls): & 6.76(s, 2H), 5.62(dt, 1H, J=1.4,
7.0Hz), 4.22(s, 2H), 4.06(d, 2H, J=6.6Hz), 2.85-2.70(m, 4H), 2.38(t,
2H, J=7.3Hz), 2.04(s, 3H), 2.02(br s, 1H), 1.52( & %, 2H, J=7.4Hz),
1.31(s, 6H), 1.31-1.20(m, 2H), 0.86(t, 3H, J=7.3Hz) -

1-[5-(18,28)-2-(#¢ K ¥ K -1-F K -8 & K )-33-=F K-23-= -@
H-K Frkeh-7-K1-&-3-8(F H 4 81)
RAE — A FCiEE ALISIM=_ T K42 &k = & F (10
24 T2 EF) 12-mF AKX LK (L3ZIH > 15T X
F)s P (25389 0 314 ¥ F )~ 1-[5-((Z)-3-5& % -1-
WOk -A O A)-33-2 F A-23-= B -K Hekah-T7-K |-k -3-8
(& P 480 0.18% » 0558 & )~ 4% o F & # R (0.4% ) &
(4S-m K )-2-T X -NN,N',N'-w ¥ % [1,3,2] = & % #0 3 3K X
[4,5] = & B& Bz (0.34% > 1172 X F )X 32 I & K = & F 42 - @
BEXEAhRETERMNERA20%CE CE XTI ESLEH®
o iR e AR S (0165 0 85%) o Hoatosk A A
T &8 -
1-[5-((1S,28)-2-%¢ X ¥ K -1-F K -3 & & )-33-= F & -2,3-=
f-% vk -7-3K -k -3-8A % (1S)-45 B BL &5 (F M 45 82)
wRE — A FDEMEAI[S-(REFE-I-FEA-F
E)-33-= F K -23-— A -K Frkvh -7-% -k 3-8 (F M 4
81, 0.16% > 0472 3% F)- 2 F w3 H) = T H (0.5

]

r_:ﬂ
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e

I+ 0 346 X F)A(1S)-4= f6 & £ (0245 > 1.1 X F ) #
¥ BT REREREBIE A% E CEZTKEMESLE R ®
o FEAF R R X A2 A Y o T E M E 48 HPLCE A
IS%C BBzt hhtaBHha AREARAHMEE R
B (0.1% » 41%) -

'H NMR (300 MHz, CDCl;): & 6.87(s, 1H), 6.86(s, 1H), 4.18(s, 2H),
3.90-3.75(m, 2H), 2.82-2.68(m, 4H), 2.43-2.34(m, 3H), 2.01-1.80(m,
2H), 1.71-1.62(m, 1H), 1.52( & %, 2H, J=7.5Hz), 1.32-1.20(m, 3H),

1.32(s, 3H), 1.30(s, 3H), 1.29(s, 3H), 1.10(s, 3H), 1.03(s, 3H), 0.97(s,

3H), 0.95-0.80(m, 5H) -
7-[3-(% = T ¥, -— % & -®m ) & £ )-& £ 1-33-= 7 &

-5-[(18,28)-3-%8 & -1,2-F #F -1-F X -%& K 1-23-= & -K ¥} vk #%

(F+ M 4 83)

1-[5-((18,28)-2-72 X ¥ A -1-F XA - & K )-33-= F & -2,3-
—f -¥ vkl -7-3k ]k -3-8R = (1S)-4% A% L &5 (¢ M 4 82> 0.1
0 09 Z X )2 0 BEQREF)IA AT (22 H)E & A
gibsm (012 - 3172 X F )R E - 155 44% » EHFAEE
B AR DA RKHEL AT EB(X)ER S HHER
RoVA MR BLBR AR B MR 0 BE R E AR > £ 1F H JE B2 (0.09
% 0 89%) o

£ BT AF EE(0.095% 0 0178 ¥ F )X — & F e (2% 7H)HE # %
(A i) R vA R £ (0.080%, 0 1172 R F )R E 0 HEF AR
ZTTHEA T R A& K(0.08% » 0532 £ F )R ¥ - R &R A
MBREETRBREIEH2INEF RERAYWEZTETREET R
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WA RINLB®R LB LR FLEMRR HFEH R EH X
HBEER I EAKRHEZARLSHOLIE > 91%) -
WRE— M FERME R LR HF e ARE S 401
0 01s2EZH) 224 F8E 229w Arkvh > 0752 I &
Bo@ Afsg B KRS M0.165% » 381EXEF ) HEFREALS
# (0.05% > 68%) «

'"H NMR (300 MHz, CDCl;): § 6.89(s, 2H), 4.21(s, 2H), 3.69(m, 1H),
3.25(d, 2H, J=6.7Hz), 2.65-2.48(m, 2H), 1.78-1.71(m, 2H), - @@
1.49-1.47(m, 2H), 1.38(s, 3H), 1.32(s, 3H), 1.31(s, 3H), 1.31-1.23(m,
5H), 0.91(s, 9H), 0.91-0.90(m 3H), 0.86-0.74(m, 2H), 0.05(s, 3H),
0.04(s, 3H) -

7-[3-(% = T & -= F %X -® 4 & & )-% X 1-33-= F X
-5-[(18,28)-3-¥¢ X -1.2-F # -1-F X -3-F KX -/ K 1-23-= & -X

It vk w (F B 4p 84)

W —KAEFFEERAT-B(FZTE-ZFE-ZFiK A

B % 1-33-= F A -5-[(1S,28)-3-42 X -12-F # -1-F K - & 0.
E]23-—&A-KHvk(F R 48 005% > 0.11% X F ) =
AFRQSEH) THOSEI) 4% 5 FéH R 03%)

W -E & K 4 47 B B (0.0163%% ) A N-F X "% ok -N-F 1t ¥
(0,145 - 12322 F ) B FETRREREN BT ae

W2 A2 AL A M (0.05% 0 2 100%)

'H NMR (300 MHz, CDCl;): & 8.41(d, 1H, J=6Hz), 6.91(d, 1H,
J=1.8Hz), 6.88(d, 1H, J=1.8Hz), 4.21(s, 2H), 3.68(m, 1H),
2.65-2.48(m, 2H), 1.89-1.83(m, 2H), 1.75-1.70(m, 3H), 1.44(s, 3H),
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1.32(s, 3H), 1.29(s, 3H), 1.50-1.25(m, 6H), 0.97(s, 9H), 0.97-0.85(m,
3H), 0.05(s, 3H), 0.03(s, 3H) -

(E)-3-((E)-2-{(1S,28)-2-[7-(3-#&2 & - & 3 )-3,3-= F } -2,3-— &
R ekl -5-3K1-2-F K- AL L-C A )-T -2-% BE T B (AL
A& 4 37)

WM —AEAFGERE AT R4 CEABmERAEC 2R T
B (101 » 3852 X F )~ 4x I & K &vkwg ~ 158 1,3-
= ¥ K& -3,4,5,6-w & -2(1H)-+% = & (DMPU) ~ 1.6ME T & 4% 2 - @
SR ER(IZEH 3EET)RT-B-(F=ZTE-ZF A-®k
A& )-kK]-33-= F & -5-[(18,28)-3-52 & -1,2-F # -1-F A& -3-
AR-"A]-23-Z&-K vkl (F B #H84- 00157 0112 X
H)z v & kv (152 ) & & B (230-40048 B )L & B 5%
RLEBILREAELZEBEETRREETRERBNZ  HFHEAL
Sz H R kb BB (0.05% 0 81%) o kit = & b K & (0.05
20 00872 X F)zx3E H CEBERBFE R AING R B KX R
(124 1Z2ELF)RE - 1S LK > BZABLELEY % o
M A K BB R A LB (X2)E R A2 H MR IR R A & K
MER LM @B R A AR EFEK e & A H(230-400
B )EBATHRR T AAENEMDIO-ISNT BB T B X Tk
L s AR 0 EFARAAE M (0029 0 T1%) o

}1

'H NMR (300 MHz, CDCls): & 6.86(s, 1H), 6.81(s, 1H), 6.18(d, 1H,
J=15.5Hz), 5.63(s, 1H), 5.22(dd, 1H, J=10, 15.5Hz), 4.22(s, 2H),
4.14(q, 2H, J=7.1Hz), 3.50(m, 1H), 2.80-2.58(m, 2H), 1.99(s, 3H),
1.72-1.66(m, SH), 1.39(s, 3H), 1.32(s, 3H), 1.27(s, 3H), 1.50-1.08(m
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6H), 1.27(t, 3H, J=7.1Hz), 0.89(t, 3H, J=6.6Hz)

(E)-3-((E)-2-{(1S,28)-2-[7-(3-%8 Bk)-33-— F A -23-= &
-K Itk vl -5-FK 1-2-F K- A K B )-T -2-% B (b 4 4
38)

R4 — fx A2 F Hit 4 B (E)-3-((E)-2-{(18,28)-2-[7-(3-# % -
A)-33-=F A-23-= & -KHFrkwk-5-K]-2-F K-KAH KL }-
¥ B)-T -2-% B2 B (b 5437 0.007% > 0.015% 3% F)
¥ E(1SEH) @ &k (1.5 7 )& IMEA & 1L 45 Kk 5 % (0.5 -®
) B 47T B M M 48 HPLC4E A 10% K 2 T RE4E & %
#Aa > FEIFAZ A AL A B (0.0044% 0 67%) o
'"H NMR (300 MHz, CDCl;): & 6.86(s, 1H), 6.81(s, 1H), 6.20(d, 1H,
J=15.5Hz), 5.65(s, 1H), 5.27(dd, 1H, J=10, 15.5Hz), 4.22(s, 2H),
3.51(m, 1H), 2.80-2.50(m, 2H), 1.99(s, 3H), 1.72-1.66(m, 5H),
1.40(s, 3H), 1.33(s, 3H), 1.27(s, 3H), 1.50-1.10(m 6H), 0.89(t, 3H,

J=7.1Hz) -
(E)-3-((E)-2-{(18.28)-2:[3.3-= ¥ & -T-G-R K-k £)23-= & @,
R kvl -5-K1-2-F KR-BARKRV-TH )T -2-5 BR L B (ML

A 4 39)

R 45 — A2 F Fit 4 A (E)-3-((E)-2-{(1S,28)-2-[7-(3-%# % -
BER)33-=F K -23-— f-KIFrkvd-5-3K]-2-FA-RBEA K-
oW R )-T -2-% B (AL & 380 0.019% > 0.042% % H) . =
FIRELSISZEI) THOSEI) 45 T HH R(0.152)  m@
-IE A Ok 4% B 47 BR EB (0.012% ) A N-F & 5 ok -N-4, 1t 44 (0.07
X068 EF) HEIFAAILASH0.012% 0 58%) -

- 104 -



200306814

'H NMR (300 MHz, CDCly): & 6.84(d, 1H, J=1.8Hz), 6.80(d, 1H,
J=1.8Hz), 6.18(d, 1H, J=15.5Hz), 5.63(s, 1H), 5.21(dd, 1H, J=9.9,
15.5Hz), 4.21(s, 2H), 4.14(q, 2H, J=7.1Hz), 2.85-2.68(m, 4H), 2.39(t,
2H, J=7.3Hz), 2.00(s, 3H), 1.71-1.60(m, LH), 1.60-1.49(m, 2H),
1.38(s, 3H), 1.32(s, 3H), 1.27(t, 3H, J=7.1Hz), 1.26(s, 3H),
1.40-1.20(m, 2H), 1.16(dd, 1H, J=4.7, 8.1Hz), 1.07(t, 1H, J=4.8Hz),
0.89(t, 3H, J=6.6Hz) -

(E)-3-((E)-2-{(18,28)-2-[3,3-=

FR-T-G-AK-KkA)23-=R -
K vk -S5-AK1-2-F A -B A ALV-THK)-T -2-% BB (L& W

40)

1R 45 — fx 42 B Hit & A (E)-3-((E)-2-{(18,28)-2-[3,3-= ¥ %
T-3-RA R -RA)-23-Z & -KFrkh-S-A]-2-FA-K AR -
T )T 2-% B B (1L A 39 0.012% » 0.032% 3% H )~
TEQEH) makdQQEF)AIMAAILH K EFER(E
) B i 4T B % M % 48 HPLC4E B 10% Kk = 2 BF 15 & 5 B
oo JE AR AA AL A 4 (0.0096% 0 85%) © 'Y
'H NMR (300 MHz, CDCl3): & 6.85(s, 1H), 6.80(s, 1H), 6.21(d, 1H,
J=15.4Hz), 5.65(s, 1H), 5.27(dd, 1H, J=9.9, 15.4Hz), 4.21(s, 2H),
2.85-2.68(m, 4H), 2.39(t, 2H, J=7.3Hz), 2.00(s, 3H), 1.72-1.66(m,
1H), 1.54(m, 2H), 1.39-1.28(m, 2H), 1.39(s, 3H), 1.32(s, 3H), 1.26(s,
3H), 1.20-1.07(m 2H), 0.88(t, 3H, J=6.6Hz) -
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Compounds of the formula

Rq

where the variables have the meaning defined in the specification, are

specific or selective agonists of RXR retinoid receptors.

“)



200306814

S TR EARE
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— O Te—
i

\_%ro. \_Hora,
?

(Ra)s (Ra4)s
e
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?
(CH,); -C
“(Ra)s “(Rads
o l
-C—(CH,);CH3, «(CHy}r—C—(CH)—CH3

H
'(CH2)T—?_(CH 2),-_CH 3
OH

Re&EH B 54121082k X  BABRKZIALLIES
Bagzik k- 2121082k 8%~ 4212108
A

m#% 0% 3= & #

r& 15 10 % #

s& 1% 4= 2 %

td 1% 52 & #%

N ) REAAIZIEE AN SROM A m # 2 &
RFT 25%68 4 % &
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10.
l1.

CR/y(OR,O)» L+ R &EAIZESEH L - Bl £ X5
Aoy 1210 RZEEAXE TR LA LA LIZ 10857 2
(Z P A Bk k) k2 -~ RS5ZE 1048 8 = 3% k %
CH,OCOR ;> # R X A KK BE L X £ > RoAR(F = 2
- 1E210ME R e K RS5-10B 3 B A - XL &
ARERMBMBERREEXE RusdlZ6@En I m L - £ 4 £
TR EXE RBIE6ME 8 2l & 0 BRRi3E 2-5/8 2 =
— B K

¥ FEAHNEEFIEZIAY L FXB0-
P FHFEAEEFIEZI LAY 0 L P XBS-

WP FEAREFIEILES S EFYLE _EBEH
P HFEANGEEFIEZIAS Y P YA 18X R
o FEEAGEE FIEZLESY > EFYE = Fabw £ o
o FERAGE FIEXALEY  EFYE = Frkwh &g
%\,‘ggo

o P EHE A HE FEIBEZ LSS E FBACOOHSN £ & %
T MHE o % 24 COORg -

WP HFEAHEBRFIEZAY > EFRE A TE N0 5

K o

Z 9 & o
v FEMNGBEFEIBZILASY 0 E PR A H E o
do ® R A § 1Ezibe o R PRA XA L HE

& %
BRAZ AL 841521048 5% 2K &
2B S 1210 % Z w AR A K E -~ XA
2B 2TE210E % Zm ARA X ETFE -
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26.

27

30.
31.

38. 4

LY FEHEEFBALL Y EPRAEFZTAT
% o

e W R A BB B 2B b K FReHHY BT
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