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B KRB IR F L — D, MABEANRIRTERAHISEE.
X BRAEHNEMAT, FRAEEL THMREZ —5%01ER:
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X AR EMIBIAERE L F) No.5087619)8k# Al LR &
BELan V& .

T T A AU A R AR 1 KA ME VTR
FrRTFIRRE, ILARERA TR AN WeE st

T R R4 R BB LR B 4 7 v

SNH RO T AR R FLARE 40 B R(MCF-7), 7% B9 40 i & (LNCaP)Fn
#E 40 M = of 6 A R (HL-60):7E 5 10% M6 4 1L i (FCS) i) Dulbecco’s
Modified Eagle Media(DEME)¥ {f%f MCF-7 41M8; 7#£&H 10%FCS #
RPMI1640 1 1%3F LNCaP 1 HL-60; Fifi Zf MM RE ST 5%CO, 1 37
CHFRBPRSF.

4t % D, LEY.LL 10°M B g4 F D, ILEWBRMRT KRR E
AR, JLEE-20°C F@JLhEfF. X T4RSMH, 72 DMEM 3 RPMI 3%
EPHBLEY. I THANA, EBELEE M KEPBS)FHBEILEY.
— R R X B LNCaP 4 MEERE 1k . J%ffﬂﬂﬂﬂ’wtb’i"l:tﬂ’]ﬁé
40 R VF I EOF BLLL 400 A /FLEEER 1X107° A0 R/ FLRG S EHI AR 2
FLFER . 7 40CTPETMERBHERFER. %P B2, 4%1&%
B ANLh. BEEEEE. IENISEXN TEANERSEH=0HF
TR ITR D=

%Vqﬁmﬁ@im?ﬁ 28 H 8-9 MM Balb/c /NREFFAERAIRIR
EEM T EMUFRHELERIRE. BREGTRASMBE Y%L % D, ik
EWERFEBEF 100 WA/ /PRI EHAN R PREREAES 3 28,
1,25(0H),-16-1%-5, 6- X -D; fIFIE2:0.1, 0.5, 1.0 F1 2.0 75T 1,25(0H),D,
FFRR 0.1 Mor/MR. WR/NRFS 100 7 PBS. @it EELLEK
T 5 B A P L S

kb 2 35 5558 MCF-7 AMRERAE R 5 107 /9 1, 25(0H),D, 8%
1, 25(OH),-16-4%-5, 6-X-D, W E AR )., WE )G, XLe48H /] PBS /b
P VERIR T v BE a6 B R 24-FLIR A FAR B IR B & Wl s, s
ﬁﬁﬁﬁ:‘zﬁo

i i BB A Hr A B L N 5 10°M 1 1, 25(0H),D, EX 1,

25(0H), 16-4%-5, 6-]-D, ¥ 8 4 K] MCF-7 40347 40 M0 B 301 04 . 7
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FH 50 7T/ A AL TR EE, 1 BFL/ZF RNA 85(100 H47/2 F)F1 0.19%NP40
B 7B AREANKFEPEESR. ROZEIL#ITHT. B
HRLRE DM HHIT=K. FFAMEEEIH KRR LRHEITE T
FaHT. -

RERENZE S MAEAE PBS Mtmik, BFTHEMRE B (S0mM
Tris pH8.0, 150mMNaCl, 0.1%SDS, 0.5%flx S fB B 44, 1%NP40, 100 1 7%/%
FHAE R FRBABE R, 2 MEU/ZEFHUEERK, 1 B3 /Z A B BB EIFIA 10 55
JEFENE) S, HABTKE 30 4%k 4°CTFLL 15000 &L 20 5
Mz EWELER. EEMEEREIKRE. @8id 15% 1+ AR RAE
IR BB 2 BT E R, BB RRBME Kok t, #A
FAHL-p27° R 2 RSB RY-NaI R A R BB PN . F=EEk.

ik EEIEE O T WA I kB, BT R ERET TR
(TRAP)I & . % A b B8 5 X B§(hTERT), FH 258y 1 5 04 S BRI
BARVE A A 1, 25(0H),D; B 1, 25(0H),-16-H%5-5, 6- X -Dy(10° 10°* F1 107"M)
RbFE 4 K HL-ZAM45r 26 RNA. H 1 575 RNA FIBEHLI 7SS
P47 RT-PCR. {#HX} hTERT %R GAPDH R4S 05 19 1¢
cDNA, J& &% B fF x B 4 . B T hTERT 4 5| % B :5-
CGGAAGAGTGTCTGGAGCAA-3’( H X ) (SEQ ID NO:1), #1 5’-
GGATGAAGCGGAGTCTGGA-3’(]R X) (SEQ ID NO:2). #IEH =2 94°C90
B, 3% 95°C20 F, 68°C40 ¥+, F1 72°C30 # 33 MEHF. FI'F GAPDH (1
5194 5°-CCATGGAGAAGGCTGGGG-3'( X) (SEQ ID NO:3), 1 5°-
CAAAGTTGTCATGGATGACC-3’(Jx X) (SEQ ID NO;4). fH-F GAPDH
¥ 14 %A 2 95°C2 438h; 94°C30 £, 62°C40 £, F172°C60 £ 26 MG,
24 72°C4 5381, PCR F=YI7E 1 %I R SEEL S |- B vk I Bk 258 et

HEE R D, KA TR AR TE 10" £ 10'M 4E4:% D, %4
PIAEEE FERIFIE P e % MCF-7 40/, LNCaP 4101 HL-60 40/, W5
U RN FIPE] S0% & £ I UAB(ED). 1, 25(0H),-16-%%-
5,6-52-D LAF B MM 75 A Bl = Fh 40 i & (0 7T B 195 1,25(0H),-16-
Hi-5,6-2-D; X T LNCaP 48/2ff) ED,, 2 1.4X10°M, %-F MCF-7 i 2
4.3X10°M, %-T HL-60 400t 3.0X10"'M, Lt 1,25(0H),D, EH B KLY
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10-100 15 .

AAMESKFRIAGOLEREER D, LEDHNWEEFH,
1,25(OH),D, FIIM 5 R 0T 5 1, 25(0H),-16-K%-5, 6-R-D, Mtk FiE K/
SRR 3 EHIN BFER. #5% 0.1 5%/ 1, 25(0H),D, pREEZ S
M55, mEFSKFERKY 12 BR/AIGEHR 8.5-10.5 Ew/d). Wk, % 1,
25(0H),-16-4%-5, 6- 12 -D4(0.1-2.0 i 5a//> B # /N B AN XS BE /N BRU(8-9 ZE T /d))
JLTE BB AR B85 KF(8-10 ZF/d)).

Bkop-BESFSEE0. 0 TR 4EAEE D, FUAxT o0 [ 394 78 i 4 i 4E F 2
ARAER, SEATh PR ZEEK . MCF-7 40 fiEft 1,25(0H),-16-1%-5,6-
-D, 8 1, 25(0OH),D, AEI ), 7ok, HIBEKIEIEIR, TEHFRIE 14
Kt B & $. 9 A4k 1,25(0H),-16-4%-5,6- ) -D, F1 1,25(0H),D,4 K1l
1) 0 b2 40 RS (1) K249 40-30%.

0 i 8 3 40 A B SE 1,25(0H),-16-4%-5,6- )% -D; 1 1, 25(0H),D,(107, 4
R)%H MCF-7 g 40 R e e . MR G-G, A E &%
#HN(P<0.05), S HA4n M Lb 15| 1 BE PR .

A RENE AT, 4NN p21™ A0 p2780 AR AN R S B B RO Rl

R R 40 MR AR S R A TR, RO A PR S R Al S B ik

B. WEARESEHHTNER, 58 MCF-7 B E A H 5K
{7 p21* N p27e! (RIL . Al 1, 25(0H),-16-#5-5, 6-R-Dy(107M)— K
¥ p21%0 F1 p274 fikik$R B R4y 3.2-3.5 fi%, T 1, 25(0H),Dy(10'M)
FEFE ¥ p21%0 N p275P' (I RIBIR B KLY 1.6-1.8 f5. MCF-7 40 M f&fu 1,
25(0H),-16-#%5-5, 6-R-Dy(10'M)= K S B p21*" §1 p27°°' (1R IE il =
2.8 {580 3.4 f%, M 1, 25(0H),D,(10™M, 3 RK)NH p21+" F1 p27"P! fyK 1k
SRR 4.8 £5 8 3.3 fi%.

W4t % D, (& WX HL-60 40/ p27**' FiE K I BAKHITE L W .
1, 25(0H),D, #1 1, 25(0H),-16-¥%-5, 6-R-D, FIE HIE T p27' Lk, 5
1, 25(0H),-16-1%5-5, 6- R -D,(10°M, 4 K)BE 25, RiEKFRKKIEH. 3
HL-60 415 108-107M ) 1, 25(OH),D, ¥ 35H, p27+° (K- B ERRH

IR MR AR AT TRAP JEVRMY 1, 25(0H),-16-45-5, 6--D; il 1,
25(0H),D;(10°-10"M4 K )%t ¥ ki B i e W . HL-60 IR 5 1,



00810222. 8 oW B OEr/21m

10

15

25(0H),-16-#%-5, 6-R-D,10°M B 10"M [ 1, 25(OH),D, 355, dukiReyEH:
BERK.

{# /] RT-PCR iFHr4E4£ % D, 1 &¥x HL-60 41l hHERT RiLRIE
W . 1,25(0H),-16-4%5-5,6- % -D; #1 1,25(0H),D, LAFIR K #i 5 X3 %] hHERT
mRNA [k, 7€ 10°M [ 1,25(0H),16-#-5, 6-52-D, f1 10 11 1,
25(OH),D, i} JL P 5E 2 Mk &L

I T EASE S SR ERTERIERN 1 BILEWERET R
AU R IE A R 2 IR Rl vE T

o HR B ) 22 R BRI HE M Syrian & BUUTAT 1, 25(0H),-16-%5-5, 6-)R
-D, FLMEHE R ENE . HIAIES 1, 25(0H),-16-4%-5, 6-%-D, B A i T
KEEE R R AR AR RTTIMR M A SRS A K, T 1,
25(0OH),D, TE L EFIE W) 2B FEHEN.

F 20 E R BRSE AL R AN 1 #U5T 1, 25(0H),-16-#%-5, 6-%-D, 1§ K X
FIRHENE Syrian BB TS, &4 14 K. XFHMLSYH AT 02 &
FHZ R B AR o 228 15 KT PRSI . B BTSIRRANS 28, ED
T HRE. FAEK R BIBHITE & 3 HE 7 R
BN ADHIE 5K

£1
13 S 4 S8 00 36 RV K 2 RLEKT 0 7 TS RTORS R AR K g
e kbR i 37 A MR
B3 M 5 +SEM
1 T 1241 . 3643
2 BAE 43+5 105+6
3 fAFE+ 19£2 7% 711 48%
1,25(0H),-16-1%-5,
6-2-D,0.1 P 5

**%p<0.001
BT R T AT 2 S S B8 i B R HL& W1 T T4 57

10
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B RERAAAE I IH HE .
ML E
L E L OB
FH= AR BEHERR. NHEEN 1 BZE, SaaHREH
s HEJLMKRER 1,25(0H),-16-%-5,6-%-D, UL 1 ZF/T 58/ RKEFE DR
PR, HH5EE 7 R, XshpRin B E fiE e K
ﬂ;é&@il[ﬁl[
AL S PERT 200 ARHEZREP 74 100 WR/ZEFHRE . ST &
A BREREZ BB AMZBILEWER, RS 37C Pk ER £
10 BROEE. FAMESATFHRETEREAR. BERTHRADKLSE
WRIIMBRE IS ENTRIRE.
£ 55 YO EE R4S
MAE T R, TELBERREFT T AR BE R M — R B R (1.5
BI). KBRS IE S EVLRE D, Ll 2000rpm FZ0 15 S8k, RE
15 CRIE S0 TSI E . BT 4 HT I AT

#Za
ML 5 7K
H5# Ab¥ f & JIRE£ 23 L7 45
W/ FRIR FE{E(Z 5 /dL) SD
1 H ik 0 9.65 0.25
6 we 0.5 10.64 0.51
7 N=EY) 1 10.06 0.47
8 ety 15 9.92 039
9 LAE] 2 9.77 0.46

m#%%%k%%&%%zﬂmﬁfﬁ@w, Fl 1, 25(0H),-16-#%-5, 6-%-D, 4t
20 HEZ WK,
MR 77
LD OB
X = AR RAEMEE X RS R B IR AR BB TR . RSN 1

11
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BZJG, MemaamEFAU 1 B2H/T R BAREERG:OREHE.
FHASAFHRESATERRER. FRE 17 RIFHBSHAHERFLE 19
K. fE5 20 K, BTN ZFAHS YL LA BORERE .

P AR WBTE AR BR ZE BB JF B AVBR R AR . St aT
MEHF B ETEVIRAY, REEEZREHRZ ERTMEI AR N
B, AL R BB E SHTCA HRIEIRIS. Edatie
SHTERME TCA REBMEEE. UZET /AT S (DHF) + M
B R ESRNEIR.

i i YR RN

N 7 RIE 18 K, 7E BN T 8T IRIE 0I5 — R
Wi B(1.5 ). HiBEERIME > BHLRE S, UL 2000pm F.O 15
b, RIBHMES HERHTENE. B @ lE miEes.
it 243 4

N TAESKINEYIR AR B M, AN AR BEERR ovx
BURL. @i — KT Z S HT(ANOVAYLLEL ovx BAAM, B84 M p0 % B
vl 2 8 X BN BT Fisher's LSD 4% % Ab B A2 ik 44,

“#R
b7 & A& CA/M00 SEM | p-{i%} Ovx
W5/ T % BW
BF AR/ 4 0.000 14.44 + 0.31 0.0001
Ovx/# 1k 0.000 10.58 + 0.33

1, 25(0OH),D, 0.500 11.91 + 0.32 0.0026
1, 25(0OH),-16- 2.000 11.49 + 0.26 0.0368
#-5, 6-R-D,

12
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e it 8 5 7K P B0 o
L i) 1 3% 4% SEM p-fEXf Ovx
W5 5 /dl
BRFAR/B 0.000 1048 + 0.12 NS
Ovx/H {4 0.000 10.41 + 0.15

1, 25(0H),D, 0.500 11.74 + 0.19 0.0001

1, 25(OH),-16- 2.000 9.98 + 0.09 NS
-5, 6-%-D,

BATE SRR 1 S WIEAIRTT KRB IE R 2 e IS,
Un A AU S0 R T AR VR R RY .

5 % 200 FA 1, 25(0H),-16-4%5-5, 6-R-D, BT RN 8, &kt
Golden Syrian @ RBERGEH(EERE 5 K). £F 4 AREsHY), HHNB L
BATALER, T ALUTN . il BRI AR ] & R H 20800 H
L B A AR AR

SR
FIBMR/K) 5 EENE SR
10 -50
1 50
0.1 -23
0.01 5

10

I ELTA R 5 R - FUEE S0 38 M 99 (G345 L3 AR R
B MR TR I M)

HR
HBGUIL/K) S5XREWE
10 -56
1 -37
0.1 -25
0.01 -26

13
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X1 AT URREXRBITOACORSZ, HTHRTLARE,
APIMREE . FERARE, X1 MLERTLALIRY 1-20 M5E/K
BV B R B RE A D RGE 25 T IX B IVRTT .

NI WA AT FEXBEBTHIADRS S, HFET BRI
RGEMTR. BRI, X T #LAEWTLLLAKEY 1-20 M5/ KIKTE
FE B BT B D ARES 25 F T iXBEIIE 9T

ATELBAIR 2y 1-20 Soe/ REFBX AN D RER R 1 M &WH T 7
B RERAAE o

KT EPTUNTEXREBTOANRHES, ATHIER. &
B, X1 MEPeTLLLARE) 5 £ K 50 W5/ 52 /55 R EifRa
N 8 B304 25 B T BE TR 9T

Al LAY 1-20 e/ RFIEBM A CREFA R 1 b S WHE F 87
BZ Hg BRI o

FEARPAX 1 HUED O RFE AT LU 25 22 7T 352 (1 35 14
ME—EBAERE, AR%EP.

THFREATUBABNKES PR TESIHREME: 54
M, BlmAER, £6R, EXEH, BB, REH, GlnBE 48, &
R, BlanfoAKiek, SREER, #EM(algenic acid)Z2%,; 11, iy
hEfEm ek, RHURF, BIanBERE, FLRESURERS, WRORA, GlwdsT, KEFH
BEEBEARM . FTLUH EFILEMEHEABREE 54 S B R R Y
BES. i, TURER, 5, SERENT S MK, B/ E Ll
THEMAEY, 1ERFHBRFUMIBERE, 15 (R 8 i X 2 5L 2 70 g 99 S 0
REE, JeRl, FEFBRF, BBk SUE 7k

FHARPKN 1 AN RBALABEOE. gk,
AT, KR TR R BRI R, Bl M, &K%
EMR, R _M%%,

DUTUAR W A 461700 9 B9 & T 40 A0 400 3% 1 28 — ok 5 /K 281 ) K
B¥(hydroalcoholic) B M AR R R . VLRITT L4 5 B IZ FUBLS 87, 1 o £F
WRWTEY), BINZBTRR, PRAGESS, BRI, HAEK, B,
HMEERAETBNEER S

14
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1% JT 2 1 o AV M L ) R B BN Y MR S A o 4 e o) e s i
R EAESITF EFRBR, BImMER T B EE T LU & /KT AKH
BiEERW, FEEHR, flmE R ibMmMmEE, BmER 25&E 0K
(polyethylenecocoamine)H 1 £ i& =4 i) ik fEc B9 B

XBEFRPARE “RBE” IREABANBEE YRR R0 TE M
4, FFEEREMMBHURKERTEM. Hit, REHAAeDBELS
W RSN EMRIRLEAEDEX. FEABREASHE
R, FLER, LR, WEN, MR, SKEARESEEX 1 i EYS
SRR EBEMEHEEREHNHLEE RN KRB .

RO T HER SRS — PR A KW, [HERAEEW T A 23T A
= B PR

KHEH) 1
OAC
OAC
At O \'"
o, —_—
OH t-Bu(GH,),S10™ OSi(CH,)t-Bu

1-Bu(CH,),S10”

(2R, 3§, 58, 7S)-2-[5, 7-Z[1, 1-ZHHE L5~ P IE P REG I ) 2K )-4- T
H-1-FH PR [2, S)ER-2-F M LBl

BT AR 50 A R H BT 18.5 $(0.0523 BE/R)
I(2R, 3S, 58, 7S)-5-F2%-4- W HE-7-[(1, 1-Z P2 5) = PR FRELI
PSR (2, 5142 T B2 Z M B (Y-Kiegiel, P.M.Wovkulich I
M.R.Uskokovic, VUM 4 1R % (Tetrahedron Letters)32, p.6057-6060(1991))F1
6.8 5L(0.099 FE/R)AGUKMEHIEEHAA 9.8 73(0.065 BE/R) A T K — i 3 F
REGERE A KX RDESYBSE 5 N, S ZAKP IR, Bk 30
ekt BB 400 ZAKH. SRR 2 X 500 2F C5H 2 X 500 ZF+ 2
MEIR. SFHHE, H 300 ZFKtE, ARBMTREER. TR/
FELRATA S, 85 2231 (2% ELAY, HEEIRY.

15
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LB 2
or, -
i o OSi(CHa)BY
LBU(CH,),SI0™ OSi(CH,),-Bu -Bu(GH,), S0
[35-(1E, 38,5 0 )-2:[3, 5-=(= FHZI) = FEF R HE)2-LFE-
I 2| 2B Z B

AREFARRE, YNBSS AEE 0 3 T 3 SR IA 500 2
Fr SRR 3+ HEFIKRRB A H13-60°C. HERFBEKT-60'CHIE
b 43.23 32(0.108 BER)TCAKANTILE, RERFEEELT-45C
THRERM IS E 0 1L.6M ET 34 200 ZFH(KLA 5 5480). FKKBR
BT KRS EREER 5C. FIENBEETALHOEZABE, 5C
T 30 DBhZE, 2 30 reRER N 50 EFH ke 22.31 77(0.04884 FE
R)2R, 38, 58, 78)-2-[5, 7-Z[(1, 1- I Z.3) = I R I U5 ) 4-
VP -1-H AR 2, S1EN-2-PR M. 4 MHZJE, B 2 A OEHE
REREEY), WirERIEDITE, A 3 X 500 ZH Cki-Z 8 28 9:1 ULk,
HER. BRYE 75 ZERELBERSE, B3 2256 7oy, @it
FIRRERAE AT EN, H 1001 ZEPKR-2BZERA WK, A5
17.42(80.1%)1r B SR> BIHH 12 Z M RH k.,

L] 3
OAc OAc OAc
03 , E‘? * z?]
1BuMe,SiOY OSiMey1Bu 1BuMe,SioVN OSiMe,tBu 1BuMe,SiO" OSiMetBu

[3S-(1E, 38,50 )-2-[3, 5- (ZHEZ ) - H FRERT L 14 2 )-2- Y PR -
B OB WE]LE LEREE-% F Rl k) #

[38-(1E, 3B, 50 )-2-[3, 5- (= E Z.5) — 2k BB U 35 )-2- WF P
W OE )L LREE(Z-% 17 R k)
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78°C i F 7] 465 ZEF-FCK THF NN 64.3 75(160 ZEEE/R) WCI (5
B, BEMA 337.5 B 1.43M IET B CHREB(LUA SRERE S
iT-20°CHIERE). FRAMEREER. W65 BH THF # 24.5 7(53.6
BRE/R) (2S, 3R, 5S, 7S)-2-[5, 7-=[(1, 1- =R EZE) " PEFRELRER
H)-4-T FR-1- 2R [2, S)FH-2-FMZMEEH, FHBREYPH 4
M. 600 BFNEMBIRESY, FHET 4 BEXERKITE Aok
/EtOAC(19:1) ek, MIE TR KERMZ ERE 27 wHlZHEAY. #id
Bt —H 4k, B OR/EOAC(25:D)YERR, 8% 21.6 7%(91%) 2:3 Z/E —
HREVGFELEY), BdERENTEH D E(S5/EtOAc40:1).

Z- =4 "H NMR § 0.052 (s, 6H), 0.06 (s, 6H) 0.87 (s, 9H), 0.89 (s, 9H), 1.74-1.90 (m,

2H), 2.04 (s, 3H), 2.20 (dd, J = 6.0, 12.8 Hz, 1H), 2.41 (d, J = 11.1 Hz, 1H) 4.19 (m, 1H),

4.42 (m, 1H), 4.61 (dd, J = 7.3, 12.1 Hz, 1H), 4.68 (dd, J = 7.3, 12.1 Hz, 1H), 4.80 (s,

1H), 5.20 (s, 1H), 5.47 (t, J = 7.2 Hz, 1H). [o)p® = +1.2° (c = 0.4, EtOH). 5 #i+ W1k :
CHi0sSiz: C, 62.27; H, 10.01;3M{E : C, 62.55, H, 10.33.

E- =% '"H NMR 8 0.046 (s, 3H), 0.057 (s, 3H), 0.065 (s, 6H), 0.88 (s, 9H), 0.89 (s, SH),
1.77 (ddd, J = 3.1, 9.4, 11.9 Hz, 1H), 1.89 (m, 1H), 2.09 (s, 3H), 2.31 (dd.J = 2.0, 15.2
Hz, 1H), 2.39 (dd, J = 6.3, 15.2 Hz, 1H), 4.21 (br s, 1H), 4.50 (m, 1H), 4.58 (dd, J = 7.2,
12.9 Hz, 1H), 4.65 (dd, J = 7.2, 12.9 Hz, 1H), 4.95 (s, 1H), 4.99 (s, 1H), 5.69 (1, J = 7.2
Hz, 1H). [odp® = 480° (c = 0.5, EIOH).  $}#iit M{H : C;3H,,0.Six: C, 62.67: H,
10.06; M{: C, 62.42, H, 10.01.

SLHE] 4

Y

OSi(CH,),+Bu +-Bu(CH,),8i10*" OSi(CH,)t-Bu

-Bu(CH,),SI0™

[3S-(1E, 38,5 )-2-[3, 5-Z(Z F & £ 3E) — F 3 F RE A 3 | U )-2- 6 PP 2%
HoETVE|ZRE

17
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FR T HETFHRAEN 100 A FEPH 10.84 72(0.0246 EE/R)HI[3S-
(1E, 38,5a)-2-[3, 5-Z(ZHELE) - FEPRERE)HIE)-2- T FE-7
CEVE|ZHZBEREBRMA 3.5 TEFALMBR, FHBZRNES
WERK TR/ RERE KB I SOEFAKIR, H500ZH KR, H
2X500 ZFt Cpt-Z.8F 1:1 EE. BAYERKUEER, ARBRMTRAEZK.
153 9.80 FL(100%)IbRE L&Y, HBaEEE.

SEi S

¢ o |
-

1-Bu(CH,),Si0™" OSi(CH,),\-Bu t-Bu(CH,),Si0™ Si(CH,),t-Bu

1R-(1 a, 38, SE)-[[-2- TR Z.3)-4- W -1, 3-FR e — 2 = (E)=Q,
1-Z H B ) — I R

BAT, & 2 efREK-WEB PR E 2CHRHBHER 150 BA
AHFBF 6.67 5L(0.050 FE/R)M N-FACTR I B WAL B n 4 ZF(0.055
R ZHER. A RIE. 0CT 30 442 /G, ATK-RERRRE
vR-EvE, HBRRNBESYEREFATE-20C. A 60 Z2A & Bkt
9.8 77(0.0246 FE/R)MI[3S-(1E, 3B, 5a)-2-[3, 5-Z[[(1, 1-ZHEZHE)
R RERE)E R 2-TRE-F OB ZHER. 15 282 E, B
R, BRNMESYHEE S0 58, REHRBIEH 500 2HKEIS
Rk, A2 X 350 EF O, AHUER 500 SEFKLER, FHTEEH
TP HZER, B35 1049 THHE~Y, AEARE. BT 2BRENTEAN,
BRI AR EIL S, AREMRY.

NMR (CDCl;): 8 0.03 (s, 3H), 0.05 (s, 3H), 0.07 (s, 6H), 0.87 (s, 9H), 0.89 (s, OH),

1.70 - 1.94 (m, 2H), 2.34 (m, 2H), 4.13 (m, 2H), 4.28 (m, 1H), 4.53 (m, 1H), 5.00 (m,
1H), 5.03 (m, 1H), 5.78 (tm, J = 8 Hz, 1H).

18
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Ph,P=0

- |

1-Bu(CH,) sio® Si(CHy),-Bu 1-Bu(CH,),Sio™ OSi{CH,),t-Bu
3/2

[3S-(1E, 38, 5a)-2-3, S-Z[[(=FREZE) - PEPEHEEEK]-2-TH
E-AORETRE|ZE)ZFEBRELY

MZRFEIPE, BV R0 1 7 3 OBEPmA 100
BT H A T KU ERM S 10.26 375(0.0246 EE/R)E 1R-(la, 38,
SE-[[-2-FARLLE)-4-WHE-1, 3-F O —H )] = (F) =1, 1- “HEZE)
CHERELEE, FHETK-WEBFAHZE-65C. £ 30 SERmA
0.5M ZEREBHLAIIERMER, HIGRFIEEE 60 ZF. -65C
TR 1 ADARZIE, A 10 BFOKH BB EAHB. BRNEE. RE
REMA 200 BF ZFHoe, BEMA 200 ZEFEE 10 7 30%284L
AHVKEB. 1 PMFZJE, A 13.5 FLEFES, 100 ZFE5 200 27+
—HEE. RAWRGZIE, FEEH, KHEH 200 LA -EFELER. &5
PUHA 200 ARG, SHOENERRRH TR, Siigg, B3
1633 STXY). MWL PR G-60)24T4ifk, 15 1254 7
BT%)FIFEULEY, hEABLES, NMR
(CDCl5): 6 0.02 (s, 3H), 0.07 (s, 6H), 0.08 (s, 3H), 0.84 (s, 18H), 1.76 (m, 2H), 2.98-3.15
(m, 2H), 4.06 (m, 1H), 4.37 (m, 1H), 4.53 (m, 1H), 4.72 (m, 1H), 4.79 (m, 1H), 7.45 (m,
6H), 7.72 (m, 4H).

< {7

CO,CH, 0,CH,

f!
R
1-Bu(CH,),Si0* SI(CH,)t-Bu

t-Bu(CH,),Si0" OSi(CH,)+Bu

19
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E-(3S, 5R)-[3, 5-=-(RT - P - PR EER)-2- W HENRCETE)
Z. M B BE(Ro 65-8821)

F UV (TS 100 ZH bz 4.45 57(0.01043 BE/R)H Z-(3S, 5R)-[3, 5-
TARTE-CHE-FERERAE)UPERCETR | ZEPEX)
(A.Mowrino %, VUEi#4&{RR) (Tetrahedron Letters) 38, p. 4713 - 4716 (1997)
BV 3 /M. BR, 1831425 T (95.5%)FBIL &Y, AT EMRY.
NMR (CDCls): § 0.06 (s, 3H), 0.07 (s, 9H), 0.85 (s, OH), 0.89 (s, OH), 1.76

(m, 1H), 1.84 (m, 1H), 2.70 (m, 1H), 3.36 (m, 1H), 3.70 (s, 3H), 4.26 (m, 1H), 4.58 (m,
1H), 5.07 (m, 2H), 5.91 (brs, 1H).

Sk 8
H
CO,CH,
&( I
t-Bu(CH,),Si0"" OSi(CH,),1-Bu t-Bu(CH,),Si0*" OSi({CH,),t-Bu

[3S-(1E, 38, 5 a)-2-[3, 5-Z-[[(1, 1- =B Z%) — F - HRE LR 2 U )2
FHE-NCETE)ZE

-18°C'F, 7] 100 ZF+H K 4.25 57(0.00996 BE/R)HI E-(3S, 5R)-[3, 5-
ZACRUT B TR R AR R )-2- T B ER L W B ) 2 B R B B Y
W 25 ZFt 1.2M 5 TEEEM(0.03 BER) I B R SRS W 1
MEFe A S BAFBEZE, FRNEBESYERERE. RS 150 =7
2M FH-NEARE KA BB ARIZIBE. SEAHM, AR TE
HHERET. B SREVRAWMEY, Aok -2R2E 82 1,
#2028 WI0%IFELEY), HTEEIRER. NMR (CDCL): 6 0.05 (s,
3H), 0.07 (s, 9H), 0.88 (s, 9H), 0.91 (s, 9H), 1.74 (m, 1H), 2.06 (m, 1H), 2.26
(dm, J = 13.6 Hz, 1H), 2.40(dd, J = 13.6, 5.2, 1H), 4.30 - 4.11 (m, 3H), 4.53 (m,
1H), 4.98 (m, 1H), 5.00 (m, 1H), 5.80 (tm,J=7Hz, 1H).

L] 9
1,25-Z 52816 1-5, 6- R -4 £ % D,

20
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78°CF, EATFHM 1.6M FTHECKRER 0.83 2EF(0.00133 B
/RMLFE 10 ZEFHTE/K PUE R i 796 BE52(0.00137 BE/R) [3S-(1E, 3B, 5
a)-2-[3, 5-Z[[(1, I-Z“HEZE) - HEFREEEE2-THFE-HCOE
FHJZE| - FEBEUY. E5TE 10 S8 EXHRS 0O aBBR
Bn S ZF UGSk 4 280 Z37(0.000803 AE/K)[3aR-[1(R"), 3aa, 7aB]]-1-
[1,5-ZHE-S-[(ZREFERE)EEICE]3, 33,5,6,7, Ta-7NE-Ta-FEH
AH- 5 EH-4-BE . ZRMNBSYTE 78°C FHH 90 4éh, ABHET
A 40 ZF 1: 1 ) 2NRochelle #F1 2N KHCO, 1R N, {FRMER
B. FH 3X100 BA ZBZERER. A 3X K/EKEEENE, BT
B RERET. BILHE 40 X X6” B L 2BENTEMAILHE~Y,
Ak — LB 40: 1 JEfE, 53 278 R =HEREMIREILED
140 EFACLAE

AETH 1.9 (1.9 BER)IM [T ERUEN SRR E R 8
KIS P 278 ZF7(0.000389 BE/R)AI%= kG 340 b A4 1
B 17 b B o6 ZEFKHIERN I BT 30 o4h. A RIS
WZJE, B 3X100 BA ZBZEEIRKRBER. HVER 4X K/EbKkut
®RE, RN TERFBARET. AR LABEN4k, 1%
Z L AR BR300 BF)FILE; HZMZ BTN . B85 152
I G AR ) . DD R P BE(0.3:7) h B SR R B A 95
C-100°CHIME Lo [ @ Jp°+160.5 BE(EOH, c=0.20)0 A 4, 272/3nm( € 20600).

i 10
KRR T HI 1
] 5%)8 BER/RE
1 1, 25(0OH),-16-%%-5, 6- }2-D, 0.001-0.02
2 T HALIR R P E(BHT) 0.016
3 TEMFRHEEFR(BHA) 0.016
4 Miglyol 812 N & 160.0

21
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1. ¥ BHT 1 BHA &#T Miglyol 812. B#FEKL 50°C, HHHHE
BIWERE.

2. 50°C F# 1, 25(OH),-16-1%-5, 6- R -D, B T B 1 B .

3. ¥R 2 B BAHBER.

4. BIR 3 B BRBENKARIKE.

FE: TAENRIESRERSTELHET.

SE ) 11
B B B I 1
o] 5% =/
1 1, 25(0H),-16-%%-5, 6- )% -D, 0.001-0.02
2 “—a—H4LFE 0.016
3 Miglyol812 N % 160.0

! o
1. B Z-a -4 K EREFT Miglyol 812 . IBIE KL 50°C, HH#tH
HEIBR.
2. 50°C T4 1, 25(0H),-16-%%-5, 6--D, MR T 5B 1 B,
3. KPR 2 MEEA B ER,
4. KB 3 PR BEEAN KRR
EE: ENHE&SRERSTELHT.

22
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<110> B X ®-11F 4 B3
<120> 44 EDIK A
<130> 20472

<140>
<141>

<150> U.S 60/143413
<151> 1999-07-12

<160> 4
<170>PatentIn Ver. 2.1

210> 1

<211> 20
<212> DNA
Q13> ALFY

220>
CQPALAFS H46:E: hTERT#34 (&L)

<400> 1
cggaagagtg tctggagcaa

210> 2

<211> 19

<212> DNA
213> ALAF)

<220> '
WPHDATAFFI694%E: hTERTH3I4 (K X)

<400> 2
ggatgaagcg gagtctgga

<210> 3

<211> 18

<212> DNA
213> ALFF)

<220>

23
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QDA LAFIEHIGiE: CGAPDH& 34 (H L)

<400> 3
ccatggagaa ggctgggg

<210> 4

<211> 20

<212> DNA
213> ALAF)

<220>
QINALAF|4IGiL: GAPDHE T4 (L)

<400> 4
caaagttgtc atggatgacc
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