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[0042] 75 Pl (1) S8 A0 S B HE 24 BT IR 1) S804 751 A A R TLE W 65 N T kst AR A &R Bl
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[0044] 75 Pl (1) S8 A0 S B HR 24 BT I 1 A8 A 75 R — A AR R A T R SR AL U, iR R d
Iy E A SR AR T AL B Bt R B B TR I

[0045]  7E Bk () Ak S S H, 24 BT IR 19 S0 551 R S AR A AR T ki S A U, BT IR 1
AR 5 BT IR B A S VIR BE ZK G AT R AR SRS 2SS S R R BE R LG, 514n0 . 1~1.2 (X
#1410.25~1.0) o

[0046]  7E Bl () AL S I H , 24 BT IR 1 S0 A0 551 R — S AL A AR T ki S A U, BT IR 1)
BT R E AL S S P IR B A IV BE SR B AT R AR % S s BRI BE R LE L 45 4n2 . 0~
3.0,

[0047]  FEFTIR B A S SEH, 24 BT IR 10 S0 551 S AR AR T ki S AU, BT IR 1
RIS AT IR BT 3 I S A BE R L AT A A A% S s N L BE R LG, 4511400 . 05
~0.5(H1an0.12~0.20) .

[0048]  Ffradt (1) Sk s 87 14D T R AR A4 12 288 s i BB PR it BB (451 4am—20°C ~60°C , X A5l
U1-20°C~25°C) o M Pk (1) AL 7N = EAL 58 A3, 5 B JEntk s, BT ik AR S /T A-20°C
~0°C CLHIUN-10~0°C) o 24 BT i B 8 A 751 A EE B R ILL g S5 AL T o AL &, Bk ) i
FET] A-20°C~0°C o M FTR ) ST Z A A AT FE i AL S, B ()3 FE ] 90 °C
~20C.
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RSO TSR A WL R CRITIR BRI TR 5 17 b R i R ) A 5 WV A SR ) A
LI T o 2 I R ) S P70 A 2 B R L e S R T e S AL S, BITa  Joed J 2CmT o < Kt ol
R IV BITIR B LI TR 5 1 He b AN T i F) SR R L IGE 843  PIT SR PR T 2
NP
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HO"

VI v

(00541 Jr it i) o Ji PR 417 s N2 R 7 ¥ AR 2% A ] D AR SR A% 3 S B ) D5 i S, AR e
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TRIP L, 43 2 ik i) AL & VD AT
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[0057]  7F ik B ER L R B0 S R A, BT (%) A B 551 T g AR 4038012 288 e I o JL ) AT LS
7, 0 — S B .

[0058]  7EFTidk IR L ORI i, BTl (1) A6 WLV 770 -5 B ik AL & PV LR AR AR s & LG T oy
A% I N H AR AR L& L , 5 5 ~10mL/ g

[0059]  7EFrid () R AR 9 s I, BT 3 PO AT Ay A 453k 12 288 S I I AL 499 2 = 2
AIDMAP (525 1) i &= L ] 2956) o

[0060]  TEFTIRMIERIELRY S B rh , BTk i85 B ik 1 A0 & 40V T JEE IR LE R A AR A 1% 2
SN R EE R EE , il tn4 ~5.

[0061]  TERTIRIIERIE LR Y s Birh , BT Ik i 32 3 R 973 70 T R AR A 12 28 I o R P 32 32
PR aatR] , 1 e e o

[0062]  TERTIRMIERIERY S Birh , BT IR IR IR YR 5 iR AL & VI BE R LE FT oA
AN 1% 2 N R BE R EE 4513 0~4..0 LI an3.5~3.7) o

[0063]  Ffrad i) 2 AR 4 s 2 PR e FoE P A AR A3 1% 28 e B FIL AR BBE » 4911 G 20°C ~25°C
[0064] P Id () F2 I LR 47 S5 S IR 2R W] SR FH AR Al i B0 P s I 7 AT e 0, i = £ 3
(TLC) S AHEATE (GC) ARG AR (NMR) By ROV AH iy (HPLC) &5 . T iR R B OR3P I B
(RS ] DA BT I () 32 B AR 37 B B Jse 82 58 4= 9t , 451 i 2h

[0065]  FriR FIAL -GN IVEI 25 T3, Il 4G N b P 3R A G HLIE A, S PIVIT L 1
13 VAR5l 1y VAR S VAR 31| T N R e/ B O BT P i N SO 7 3 L YA

j@)- R . R

R QO e RUMIRMI L M A C-Calf 3 (961 2 9) MM hii 4 Jad 5 7
Ty *
uf M

’

() fn B 8 1~ By s T A 1)
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BRI DY SRR L2, 5 B R DU SRR L 2 R B DU e L 1, 4- NI & S A&

15~ C MG ~ LTk N N— 2 FF 5 B g TN N PR G 2 T e o ) — il 2 ol (R 3t A DO 00K

W\ T L B DU SR i A2, 5- — FF K O Sk g™

[0069] 75 Ffrads (1) b N7 S B2 H BT I 19 A AL 71 -5 Bl (R A6 A 0V T TR AR AR s & B mT o

A% R N H AR AR R LG, 451 a5 ~20mL/g (X A5 47 . 5~10mL/g)

[0070]  7E Bk ¥y 37 48 s I, BT IR PR it S B A5 A D I 2, 8 — 2R L R BT 2 B

— TR

[0071] 75 P (1) i N7 g 2 H BT IS () e it S 428 55 Bl (1) 4 A 0V T TP BE JR bL R Sy A4

%28 SN I EE R EE (1801 .0~5.0) , Bk i3 . 2~4.0,

[0072] By dd () i 74 g 7 F) 30 P8 R A AR Ak 12 24 s R D IR (8114 -10°C ~65°C , X
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[0073]  Jr ik (1 i 7 42 fs 7 14D 33 T SRe P AR A3k o 1 G 0 7 =R AT R 5 i 2 £

(TLO) VAAHEE (GO) AZ AR 1 (NMR) B i R A €8 1% (HPLC) &5 o BTk 1R I 37488 s B (1)

I (] DA T3 B9 P S7 48 i 7 e I 58 4 R 45 a1~ 2he

[0074]  FT iR BIAL B W TV 1] % 5 v2% , 38 W] A0 355 Bt %) Bl - S7 428 1) 1) 46 25 B8, L AT SRy AT

1% 98 N AR 7 90 A A o AR R B ATE 34 < 24 WLV 77 R B 5 2 3R BT i U M

15 3 BT (1 B e S ABED AT, BT Y 2 B 20 8 =R B IR AL B B 2 BRI . Co~ Cabt B

(BN 3%) fis

[0075] 75 Ffrad (1) I &0 S R H BT I PR A8 ML 551 T Dl A 43k 12 555 e B2 L) A AL 711 (46

DY SR (2, 5 FE SR DY S 2 FE R DU AR 1, 4- NI & b & O

LMK N, N= 2 FH 05 R g e RN N- R B Ji b () — Bl 2 B, AR o DY R £ Tk

HOY
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B2, 5 F JE U SR

[0076] 5 FFridk ) 5t S S IS H1 , Pk 0 ok T A% 40430127 28 S I 5 R A LR/ 55 T L ik
(IR T A T A AT B G S S A IE T 248 . DBU L DTPEA |
SR AL AT B R S ) — R B ) B LR A T A B A
THEAN.

[0077]  ZE T A B U e L 73 B ik 5 2, 5 70 ) B 0K L W g A AT 122 5 3 R
JEEIREL (1610, 25~5.0) , B RN 1.5~2.0,

[0078]  FFik i 4k -& A TV 46 3, 3 T L3 Rk A 08 R WL A b AL VT S8k
VAR (il VA 3 A < I D T2/ I I T O A VA
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E O(') o, RURIR? M 37 A C-Caff B 22 MU A 4 J 2 15

\/

o-PG'

[0079]

2GP-0™ 2GpP-0"

vI' v

[0080] 7 fridt ) i SZAE S B, BT AL S VIVT ey
o~

AcO™

o} [F "
[0081]  7E Ffrads (1) i S8 S S H , BT IR B A MLV 7R P A A3 122 28 s B2 R B AL 711
AR A D SR L2, 5 F R DY SR | 2- FE R DU &K IR L 1, 4- AN & B &
15~ C G ~ Tk N N— 2 FF B g NI N PR G 2 T e o ) — il 2 ol (R b R DO &K
W\ T L B DU SR i A2, 5- — FF R O Sk g™

[0082] 7 Ffrad (1) i N7 e R H BT IR B A AL 715 R A S VD AR & B AT o
A% R N H AR AR R LG, 491 5 ~20mL/g (X A5 47 . 5~10mL/g)

[0083]  7E Fridk ¥y I S 8 s I, FITI PR it S B A A D I 2, 8 — 2R L B BT 2 B
gL .
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[0084]  7EFridk () iy 748 i B, BT IR I B ST A S BT IR AL A VT 1 BE IR EE AT g AR 4
1% 28 SN I EE R EE (1801 .0~5.0) , Bk A3 . 2~4.0,
[0085]  Ffradt (1) P N7 4288 g I8 P it FBE T D AR a2 SIS S B R I B (191 n—10°C ~65°C , X
#n25°C ~50°C) , B H20°C~25C,
[0086] AT 3R 11 i 7 288 e 87 1) 33E R T SR FH A 3 R A A ) =R AT DU i =
(TLC) \SAHETE (GO) ARG LR 3l (NMR) B i R AH 3l (HPLC) 55 o BT iR Y - 748 sz )37 1)
N TR) DA BT (0 it 748 s B S B 58 4 e, 451l a1 ~2h
[0087]  FTid AIAL S W TV 1l % 7 v2% , 38 W] A 355 B s 1) Bl i 57 428 1) 1) 4% 25 B, L AT SRy AT
1% 98 N A 7 90 A A o AR R W ATC 34 < 24 WLV 77 R B 5 2 3R BT i U
15 2| B g st S A RI AT, Bl (1) £ 340 £ 3k =R IR IR AL B B 4 TR BEIRR —.C1 ~ Cabi 22
(Bl 2. 3%) g ;
[0088] 7 Ffrad (1) I &0 S B BT IR I A8 MLV 751 T Dl AR 43k 12 555 e B2 R ) A AL 711 (6
UPY SR (2, 5 FE SR DY e 2 FE R DU AR 1, 4- RN & b & O
LMK N, N= 2 FH 5 R g e RN N- R B Jie b () — Bl 2 B, AR o DY SR £ Tk
B2, 5 F B Y Sk R
(00891 7 Ffrads (1) Wit S S 8 v o P ik ] g AR 4B 12 288 B 2 R PR A LA A/ B e LG
(BB T B AU T BEAN AT B R RN LA R R A VBN AL IE T 344 . DBULDIPEA,
AEMH A RS R AR B 1 — R E Bl R AT B AR B
TN
[0090]  7EFTIR A B U i Hp , AT I R B 5 2 34 771 4D JB8 JIR b W] R AR 435 127 28 S 5 R
FEIREE (51400 25~5.0) , 5 fEHIN1.5~2.0.
[0091]  Frid AL A IV 24 515 I AT B HE R IR DI AL SV SRR 55 1
ITRRIERY N, 3 2P IR 46 SV BT

o-PG' o-PG'

[0092]

\41

VI g
(00931 Jivid ¥ B AR s L IR 5V AR A1 ] DR AR a2 588 S N0 IR ik Ak s AR
DRI N I 2 A - FEAT WL L AR AL R S KL S VI T S e R 3 iR BE 4T F2 2 R
PN G R TR AL SV RIAT

[0094] & Pr ik By F& S R I K M P, TR AL S VIR N

16
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O "
[0095] 7% P ik I F2 L DR B S S, BT (%) A B 751 T g AR 438012 258 e I o L ER) A ML
), Bt — 5 e
[0096] P iR (1) 52 HE ORI I B HR, BT IR B A ALV 70 5 ik iR A6 & 0V T L A4 AR o =Lk mp
AL S N B AR AR B L, 1 5 ~10mL/ g .
[0097]  7F Firids () F2 36 AR5 S N R BT F8) sl T A AR AT 1% 28 S i R L, 497 2 = 2
FIDMAP (535 1) Jo3 &= Lt 7] 2956) o
[0098]  7F Firid () F2 3L AR 3 S N FR BT A B 5 BT 3k 0 1k & 0V T TR JE8 J)R bE R A AR A 1%
IS L R BE R L, 4 and~5,
[0099] 7 AT 3R BL LR I i HH , FITIdR A F2 AR 3P 70 AT DA AR T3 1% 288 e I 5 BRI 32
PR, 451 D 7 o
[0100]  7FFrid () F2 3L AR I [ B rR , BTk (0 32 58 LR 3770 5 BT ik 0 A0 & 0 VT TG JEE JR LE T
AT Z 2 s N AR BE R B, 1403 . 0~4.0 (X3 .5~3.7)
[0101] BT If (1) 2 S OR A 5 S PR R P W] DR A 812 24 s 5 R B 491 n20°C ~25°C .
[0102]  Frid By 32 e OR 4 e 82 1) 3 2 W SR FH AR A3 i R A A I 7 kAT s N, a2 €l
(TLC) \SAHETE (GO) X MG IR (NMR) By RO AH il (HPLC) &5 . BT iR B R L ORI M.
(RIS 5] DA BT 3 () 32 DR 37 e B Jse I8 56 4 9k , 48 n2h
[0103]  FriR R A IV 4 T5 v e v B35 iR D R b S VITT S 8 A7) 3017 4
1 L, 15 B BT AL A VI TRE A

o-PG’ o-PG’

[0104]

HO™ HO™

OH
VITI VI .
[0105]  Ffradt (1) S8 S 87 1) 7 Y N 2% A ] R AR A1 288 I 2 5 IR PR 7 v R 24, A% R BR AL
R IR FFA ARE N B IVITT S A W FAT SR N, 15 2 AT IR R AL S VI TRI AT
B iR BRIV 700 A AL R FIK
[0106]  FERTIRMI A B, TR AL S VI TR LA

17
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HOY
OH .

[0107]  FEATIR A AN, BT I ML 7T S A 408801 % 28 S 8 LI ML 771 491

LA

[0108]  7EFTR AL SN R, BT (A ML 7505 B3 14 7K R A R EL R DRy A 485812 2K S W7

W ARILE, B2 ~3.

[0109]  7EFTIR I 8 Ak S B Hp 5 BT IR (1) 35 771 5 BTk R0 A6 & PV T LTI A AR o 2 b m Ay AR Ak

RN B AR R i & b, 51 405~ 10mL /g

[0110] 7R Pl (1) S8 AL s B H , BT IR 1 S804k 701 ] g AR S8 12 288 s 7 5 R 4D 484 551, 48] N

TR T R A% (NBS) N-SA T B i (NCS) IR A BR AN B PCC , T4 1 N—IRAR T — Tk

T o

[0111]  FEFTR I AL BN R, BTl i S840 77 5 BT (9 A6 6 VT T L JBE R BE v DRy A 4k 1%

2 S o7 R BE R LG, 1 4n2. 0~3. 0,

[0112]  Frid (A 4a A S5 I 14D B B8 W] S AR A% SIS s I UL P 5 37 n=5-0°C

[0113]  Fr il By 480 Ah S S 11 3E 8 T SR P A 403k 5 0 7 ke 0 o =k A7 M, i 25 il

(TLC) VS AHEIE (GO) ARG IR 1 (NMR) 5 5 R A €3 (HPLC) 25 o BT I8 1) 80 A S5 I 14D

[ LA FTIR B S8 A S B R 56 4 R HE , 51l G 2h e

[0114]  FriRBIAL S TIVIG )4 T5 v, B vl B35 iR 25 IR R4k B P TX S R SE AR Bl 57 i3t

TR IEORI RN, 13 B TR A S VI TIRI T

o-PG'

[0115]

HO™ HOY

OH
VI

[0116]  J Il (R FR R4 S5 L IR 7 25 0 S AL P R AR B 12 24 S I R ER) 7 V2 RH A AR R
AL ik 564 FEAR AL R AEAE T MG D IX SRR A AT BRI R A OB, 15 2]
FriR AL & HVITTRI AT

[0117]  FERTIR IR BRI I I H 5 BT I 1) 3 2 AR 45 R BT A AR Sk 12 248 e I 00 ) 8 2
PRI, B A R B OB S T IE T BB T I

[0118]  FERTIR I RELRY [ BiH , BITid (1) 2 S AR 376071 5 B iR A ) TXI AR AR R L

18
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AT ARSI 12 2 I B L AR RS =R L, 4 405~ 10mL/ g .
[0119] 75 P (1) 78 B OR 47 S I BTl 1 4 A 70 P A A 8312 288 e I i L1 A4 A 741 46
R ER « R R B0 R ORI TR
[0120]  7EFTIR IR E LRI I BH , BTl (P A7 5 BT IR B 46 A0 TX 3 & bL m R AR Ak
2RI N B R L, 51400 05~0.10,
[0121]  Frid (R T ORI I R iR P A AR A0 1228 i B i AR B, 461 6 50-55C o
[0122]  Fri B3R OR 7 s 2 1) 38 2 W SR FH AR A3 i R A I 7 b AT s N, v 2 €l
(TLC) \SAHETE (GO) ARG IR (NMR) By RO AH iy (HPLC) &5 . BT iR R ORI I M.
BT ) DA RT3 B2 S OR3P I Je I 56 4 R, 5 i h
[0123] AR BILIRAE T — Ml SWVEI & 7%, HAFE TR PR B A VISR AR
P FEAT R R R, 15 B AP VRIS

0~F"31 an’G'I

[0124]

HO" 2Gp-0"

Vi

o125 3ot pepe A e s g

[0126] BT i Fadk OR 37 S SR A6 A 20 B i
[0127] Pk AL SV T3 3% 3E AT 4% R R P 3R A LA R AL S VI T S et
L AR AT ML AR N, 75 B P 7|<EI’J443/E%%VIEIJEI;Fﬁiﬁﬁ‘]ﬁ?ﬁﬂfﬁ%%

QJ R, R’

QO i, RUIRVAMST A C-Caf i 3 (14 2.38) M9 @ 85 T
>:\/

(B Bl s 1~ VB Es T B 1)
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o-PG'

[0128]

HO™ HOY

@)

Vil
\4!

(01291 Ffrid ity b S7A8 S N % AF 49 BB T
[0130] P iAKWV 1l 4% U3 38 FT A4 TR 2B B AL S WV T 5 S AL 7R EAT AL
B L, #5 2 Fr iR (AL A VI TR ]

o-PG' o-PG’

[0131]

HO" HOY

6H
VIl Vil
[0132]  Fride i) S B B R S5 A 4 n b ik
[0133] Pk Itk SV i 2% T3 3% 3E AT B4 R R D IR AL S IX S R L R I il E 4T
AR N, 13 B PR AL S HVITTET AT 5
o-PG'

[0134]

HOY HO™

OH
IX

[0135] BT (¥ FR2E DR 37 S S I A A 2oy T _E i
[0136] A HIEFRAL 7 —FL G VIR 4T ik, R N ik b B A HLE I+ A&
/NS 7 A VAR il VAR VA G 2R A= 7 A U S o R 7 ) VAR £
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QJ R R

; )5 S RIRAAST RO, C kI (BIINZ3E) WA R s T
E:Tz:> o
By

— ?

(IR B+ N B T EET S 1)
o-PG' o-PG'

[0137]

HO"

VI

lo1a8]  Jte,Pe Rt it i B,

(01391 BT ¥ i ML A% S B (1 2 AF 8 n B Pinids
(01401 Frid AL EHIVIII il 25 U5 3% 30 Al 48 N R D IR R AL VI TT S A AT 4R
I, 15 2T EI AL SV TR AT 5

o-PG' o-PG'

[0141]

HO™ HO™

6H
VIII VIl
[0142]  Fride i) S AL B B R S5 A 4 0 b BTk
[0143] Pk AL SV 2% T3 3E AT B4 R R D R AL S IX S IR R Pl E 4T
AR SN, 13 B P IR AL S HVITTET AT 5

o
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o-PG'

[0144]
HO"
OH
X .
[0145]  FTIRFRFEART | NI 25 A5 b Frid .
[0146] AR BHIELHEAE T — ML S WV 48 vk, HERE TR DB AAIERF &

/A %ﬁ?ﬂfj%i&ﬁﬂfﬁ%}iﬁj,?%EMJC/:.\%VEIJT,ﬁﬁﬁﬁﬁﬁzﬁﬂfi%%

QJ R2 R

O & ok, RUFIRZANSL M AC-Calty Ko M4 SR B T
>: \/

o-PG' o-PG'

[0147]

2GP-0"

vI' v

o148  Ftsp Pl P62 Ilise i bk

(01491 P )M LA S L) 2% A 2 tn B FTA
(01501 FTid (46 B VA il 6 T 1, B Al R 1 3820 3R R A B VI T B e AR i it
AT BRGSO, 75 BIATR AL G HVT BT AT

o-PG' o-PG'

[0151]

22
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[0152] BT i Fadk OR 37 S S IR A A 20 B i
[0153] Pk Itk SVl T3 3% 3E ol B4 R R D 3R AL S VI TT S A i) AT S A
SR, 75 2 Frid AL S VI TR 5

o-PG' o-PG’

[0154]

HO™ HO™

OH
VIII
[0155]  Ffrid i S A0 B B R D5 i AN S A gt _E iR
[0156]  Firid Itk SV il 2% T3 3% 3E AT B4 R R D R AL S IX S R L OR3P il E 4T
AR SN, 13 B PR AL S VI TTET AT 5

o-PG'

[0157]

[0158]  Frid i) R B OR3P I LI 5 v AR 2 38 B B o

[0159] AR EHILIRAE T — Pk S ITTR H45 T, HAHE TR P IR

[0160] (1) #% IR Lk b S IV il 45 51, fAS L &1V

[0161]  (2) ¥ Frik Ak G TVIEAT ORI B, 75 B A P TT TR AT
o-PG'

[0162]

HO™

\Y
(01631 B (1 it DRI B LK) 5 925 AN 2% A R DR A QU2 28 Jse L WL 3 9 AN 2% A A% W]
DL N RS A AT TR AEAE D R S TVIEAT BRI SN, 13 B TR AL &4
TTTRAA] s Brid (7 70 B SRR MK

23
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[0164]  FE IR LR 37 S S S Tk (R A S P TVt Oy
O/‘

AcO™

[01651 £ Jridk 14 fii O 47 S5 I H 5 3 ) 2 1 V8 70 T Dy AR 0012 24 I 30 5 R T S 0 711
151 2 R

[0166]  FE TR (¥ it OR A SR, B 3 ¥ B S0 711) -5 P i B 7K R AR B P R AR 8% 25
L FARFREL , 1406 ~10.

[0167]  FERTIR I ML ORI SRE T, BT (3 751 5 B SR (R A0 & P TV R DT 2 L ) D A 4 s
SRR AT BT L , 451415 ~6mL/g.

[0168]  FE Ik (1) Jt LR 47 SR H 5 B PRI ] g A 8048 12 248 I 7 5 R FR R, £97) a2 S AL
R AR

[0169]  FEFTR I Bt ORI S RE T, BT (B Ik 1 4 & P TV ) BE ZR EE R R A ST 28 I
87 L) EE 7R B, 2. 0~3. 0,

[01701  Ffrk f) Jd O 7 g 7 P il B2 ] Sy AR 4458122 288 e 7 5 R 1) iR FEE 4971 4 60—-65°C

(01711 ik (1) JB0 AR 47 I 2 (1 3 52 T R P A 408 o 0 ) G 00 7 A M a7 2 6 %
(TLC) SAH G (GO) X REFLIRB I (NMR) B3 R (3 (HPLC) 45 o BT ik () Jid PR 47 S BE 1)
I B DA B 3 P ot R 47 s S 8 58 4 ke, 451l Lh

[0172] A BHIESRHE 7 — M ST fil 4% 07k, A dE T iR P IR

[0173] (1) #% M8 EiR AL AT T Hl46 53, FIEL AT T

[0174] () K Frid itk ST T TEAT IR S5 B, 15 B AP TTRIA] 5

[0175]

HO" HO

11

(01761 Frig iRy B IS IS ) 7 3 AN A A R N A QU S S I s L) 7 i AR A S A R AR
YT A AR AR N ZEK R TR BRI AP AE T, 4 AL S T LEAT I8 JR B, 73
PUFTIR B A W TTRIAT ; Frd A9 R B S U ATK 5

(01771 5 Ffv i 9380 S S v 5 TR (4 7K 5 e 8 AT A 45 D T T (0 A B i B L ) g A 48K 1%
RIS H FRE AR SR L , 5 05~ 10mLL/ g o
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[0178] 7 BT Ik B3 Ji S B A, B (18] B ik ] g A 43k 122 25 e B2 5 R ) e , 497) a5 96 488
1 o

[0179]  FERTIR ()30 J5 R SR, BT IR B £k 5 BT i (1) 46 S0 1T TR i B bk v] D AR 3% 2
SN R b, 1400, 10~0. 20,

[0180]  7F Ffrad (1) 340 Ji S5 I8 HH B3 P i o] g AR A48 12 288 s 2 B PR L, 48] 2 S 4R AL BN B
AEAH

[0181]  FEFTIR (130 Jif [ B, BTk (B85 BT iR I A6 S ) T T T JBE IR bE m] R AR A 1% 28
JO7 A BE R L, 512, 0~3.0,

[0182] P Id (1) o5t S 87 1) I 0 o] DR AR A1 5% e 5 ) I 775 4511 10 . 5MPao

[0183] P Idb (1) Jo5t s 87 Pt 55 ] Dy A A8 12 S e I 5 R D 0L B 5 491 71 90-100°C

[0184]  Fpid i Jif S R (1% 3E 8 T SR FH A 4003k 5 0 1 ke I o =k A7 M, i 2 il
(TLC) VAR (GO) AZ M FEIRIE T (NMR) B i RO A A% (HPLC) %5 o B 1 30 Jir Js2 82 F B
(] LA BT IR R348 i s B B 56 4 A 6l Gn4 . 5h

[0185] AR BHIGLFRAL T —Fiib ST 45 7 v, B HE N b DR

[0186] (1) ## & LR IAL &I T #4577, AL AT

[0187]  (2) ¥ FTiRHIML AT T T IE JE R 87, 13 BL A TRIHT

[0188]

HO" HO™

I1

[0189]  J il (Y340 J5R S5z I PR 7 92 M S A P R AR B 12 58S S I R ) 7 2 R S A 5 A R BH AR
R IR AR AR KA, RS B IE JFE R AR AP E T AL G YT T T I JF [ B, 15 21 Bk (1)
A PTRI AT 5 BT B R BRI TR A

[0190]  FERTIRIIE S S Bir , BT IR 17K 5 BT iR AL G ) T T AR AR R & L mT o A Iz 2k
S AR AR B, 1 45~ 10mL/g

[0191] 75 P IR I Ji s B BT I 1 46 i 30 Jir 3510 ] A A A3k 12 8 I I i 1 1) 4 Jei ok i
A, Bl S A B A A

[0192]  FERTIR I JE s SiH , BT IR 1 4 & ik S5 711 5 B i () 4 & 0 T T BB R LL A Sy A4k
TN R R KL, 401 . 0~1.2,

[0193]  FE ik (1) 340 J55 e 8 v ks PR i ] g AR 488 122 288 S 2 R PR, 48] 2 & 4R AL N
AL

[0194]  FERTIRI AL JE S S, BT IR 08-S BT I8 B AL S A0 T TR BE 7K L ] g AR S0 28 I B
R EE R B, Bl N2, 0~3.0,

(01951 Ffradt fh) e 5 e I P i 58 P A AR A1 2 e I8 5 R L P 5 4611 4m90-100°C

[0196]  J ik \) s JiR e 87 P 3 5 T SR FH A 40 3k 00 ) A U g =k AT e, o )2 £ 13
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(TLC) S AR (GC) AZ L FEHRIE 1 (NMR) B 5 2805 AR €81 (HPLC) 45 o BT [ 3 iR s I P B
() DA RT3 1) 3 iR s 87 S 7 5 4 R 5 451 44 . Bh

[0197]  Fvad (¥ 340 Ji Jse I 1) i Ak B8 AT DR AR A5T38 12% 8 I By o FIL I Jig A B, 4 < AR, B &5
b £ B T AL & TRE AT,

[0198] M., iR ZEBUAFIN R Ol O T B O R AR /8 T g

(01991 R i I1) B2 2 i 28 Ok B4 iy, B 28 AR 2 B33 e o 258 70 AR U 77 B 24 ot 5 [RD B
] ) H OIS RV, DA 2 2 45 5, 9 1 B e (R B 45 d i 7R “C R T B AN IE R
$i) o

[0200] S LM, i (AL S D TR 1 45 i R 0 P oas -

HO™

HO™ HO™

Vi Vi

[0201]

[0202] =¥,

=
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o-F’G1

[0203] —~

HO" HO"

[0204] A RBHIEIRME T —F4L &4V,
o-P¢G'

[0205]

2GP-0"

\Y

[0206]  Firh, PGUNBRMEARY L  POONF R L R IRi% 2 I BRI 2K T SRR
RURIZM R R 5.
(02071 FLofr, FFR F A 7 AR TSR 2 I 7 3 ML H 95 , (4B AR R T

B LB RN R BB SR A R I ik R R A
[0208]  JHrbr, Jrid i) bk R 4 e O AR AMIEZ 2 S I R ) e AR AP, AR AHAN IR T

O
T
B O =R AT R R AL (925 T AR EE (Fmoc )~ = LR B

S0

el
o
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SUNEIRGAE (TH, @) AR R LI £ A — M

[0209] o, TR W9 L & WV B M b N

C&EVSE

THPO™

AcO™

AcO™

THPO™

[0210] A BILARHE T — ML &V,
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[0211]

[0212]

.
[0213]

2N

[0214]

VI

.
bl

Hor, PR B AR Y10 ,U FEFR 1% L X FENER AL 2 R B ERG BRI Z R Y PR VR &

H B3 ) s DR 37 B D AN A2 588 S L R R R 2k R 4 2, LR (AN PR T
P2 R BB LS, L AR R R ol 10 328 P 2k B 2

4
=
NI

O./

Hp, i &V e £l N

OBn

C&ERVSE

HOY
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HO™

(0215  {E A HE 5 AT IR HERH -, E i (R 2 P, T AE R AL 2, B 0 4
i,

[0216] 45 1 P A0 S48 7 5 7T 15

(0217 A% 2 W (R BB 85 R SRAE T %6 7 AR (8 A PR b8
0 &4 Tk

BiEiE N
[0218] "~y 3d ik SE At 5] (¥ 75 3t — 25 U WA A Y 5 (B AN TR MG AR S I BIR 1) 72 i i ) 552
Fta NG 2 Ff o TR S Bt R R TE B R AR SR A SRRV 4% B TR AR A, B%

LA R v vE
[0219] ZZSLjifi|l synthesis 2016,48,588-594
OH
0
IR, PR
[0220] T
LR
Ho™ v HO
OH
1% 5UHER 18

[0221]  7EPY 18 m A% 22 IH R (100g, 260mmol) , FHEE500m1 , FAERES . 0g, FHE &
50-55C, M 1h, B E L HFEEZEH, IIA300m] & F e f1500m1 /K Fe 2 B, 5 HLAH
100m15 % AR FR AN VeSS , T8 T 15k )98 . 4g.
[0222] ZZSLjifh|2 synthesis 2016,48,588-594

[0223]

[0224]  7E DU I BEH A DN S5 SLHt 51 1 il % 4L & 4018 (95, 230mmol) , TIPS ER /7K =
3 1VRAVEF1000mL, PEFETAEAR , B HIE-5-0°C, 4> 10 I ANBS (83 .3g,460mmol) , JnEe, FF
IR ERE L, N AT TE K AR BR AN A TR 500m L 1 1 2 v i i (o 41 4 (0 AR il et , 7%
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T A, TN\ 1R . B8500m 1 $2 B 733, 7K )2 P FH100m] 418 Z B2 B, &I A HLZE , 5%
TC /K A R B A TRV AN 2 /K - 500m 1 ik, T 28T, AR YL 54083 . 12 (88.0%)
[0225]  sEjitafol 14k &40 1 il 2%

[0226]

19
[0227]  Nof# 4 FAEDY MR N 2038 = 3L AL B (242 . 4¢,650mmo 1) - PU & Wk IR
(300m1) , BUT EEHH (111g,990mmol) , 25 CHi#E:30min , I NN 275 SL it 451 2 1l % (1 46 &4 19
(80g , 198mmo1) VY KM ¥ (100m1) , i HE 1-2h , S 2 6mo 1 /LI BR PR 1A R 1E , K ¥
T, TN LR £ 5 (500m1) F17K (600m1) HEEL 7 , B HLJZE FIE A1 & 57K 400m1 Hei 21K,
TIRFET, FE 2N IR 14 (61.9¢2,76.0% ,B+74198.3%) JEI-MS (M/Z) , [M+H]*:417.6;
'"HNMR (400MHz , DMSO) ,8:0.89 (s,3H) ,1.19(s,3H) ,3.65 (s,3H) ,4.0 (m,1H) ,5.18 (m, 1H)
[0228]  sEjifsl24t &1 1 H il %%
[0229]  Nofif 4 T 78 DY I $5 N 23 = 2 S Ak B (242 .4, 653mmo 1) VY 2 Ik I
(300m1) , AT B (111g,990mmol) , 65 CHiFE:30min, i IALEH19 (80g, 198mmol) DY
SRRV (100m1) , 6k 1-2h, [ S I 6mo 1 /LI L IR PR IR M , B R T, I Z R 2.
il (500m1) F17K (600m1) FEEL M8, A HLIZ FIM AN £ 57K 400m 1 ek 2K, TR T, HEZ M3k
BEA (58.8g,72.2%) o % & B R L4511
[0230]  SEfs 34k &1 B il %
[0231]  NofR3 FAEVY R H 45N £ 5 = R AL (2. 4g,6.5mmo1)  PUZL KR (10m1) ,
AT EEAR (1.1g,9.9mmol) ,—10°CHEFE30min, AL A 19 (0.8g,1.9mmol) [ PY &K
VI (5ml) , B4k 1-2h, SOV FH6mo 1 /LIK E B A BV I AT, I 1R £, 1 (20m1)
A7k (20m1) $EHC W, A HLE B AT oK 20ml Pe 2k, T8 725 1, AL E A 3k A5 [ 44
(0.56g,68.4%) o 4 & H 4k 7] St ] 1
[0232]  sEjfsl4ft &1 il &%
[0233]  NofR 47 7E DY [ HR N 205 = 2R B AL % (151.7g,409 . 6mmol)  PU &Pk IR
(200m1) , AT EER (11.1g,99.0mmol) ,25-30°CHi+E30min, Wi II AL & 4719 (40.0g,
99. Ommo 1) ff) P4 SR I 3577 (50m1) , #hE b 1-2h , [ 3 FH 6mo 1 /LK) Ak 1 R sl B A, g v 25
T M 18 2.1 (300m1) F7K (400m1) $LEL/3 , A HLZ F AN 57K 400m 1 Bk 2%, 44
T H RN IRARE AR (24.4g,59.7%) o % 58 e [8) ST fi1 .
[0234] szt 5|54k &9 L il
[0235]  N2fRH T AEPY F 4N £ 5= = 2RI AL B (18. 5, 50mmol) DY 150m1 , 4
TEEER (27.7g,247 .5mmol) , 25-30°CHEFE30min, i IIAALEH19 (20g,50mmo1) H PU & Wk f
#50mL, it HE 1-2h, SN F6mo 1 /LI & W VR Il R IR R8T, INAN R T 150m LA
7K 200m1 2 HL 20, A5 L2 P AT 257K 200m B 29, TR 28T, K 2T 3R 75 8 410 . 8¢
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(54.3%) o % 58 H ¥ [A] St 1

[0236]  sjt 64 & LI &

[0237]  Noff47" FE DY FOR 4% N 2,38 = 28 334k (60.6g,162. 5mmol) 2, 5-— I K1
SRR 150ml, KU T BER (27.7g,247 .5mmol) ,25-30°CHi#£:30min, ML A 19 (20g,
50mmo1) [ VU KR VA M 50m1 , 45 FE 1-2h , [ RV FH6mol /LI £R R A il B VA W 28T,
AN CTE CBR150m] F7K 200m - B 43, A HLJZ FVE A& 37K 200ml BE 21k, TR 24+, i 2
TR R 14 . 48 (70.1%) % 5E B[R 92 511 .

[0238]  Sjiti s 74k &P LI il &

[0239]  NofR4P FAEDY A 5 N 2028 = 2R B R AL B (60.6g,162. 5mmol) «2-FF L PU Sk
W 150m1, 0T B4 (27.7g,247 .5mmol) , 25-30°C#it#E30min, i In AAL&4719 (202, 50mmo1)
Fit) DU U R Y 5 0m L, 38 1-2h, [z W I 6mo 1 /LK) 25 B& A e v B & T, In N 2 8
Z.1i5150m1 17K 200m1 $EEU 43, A HLZE AT £h /K 200m 1 Beik 2, T2 T, HE M 3RS
[ 1413.8g (67.2%) - 4 & B A S fti 491

[0240]  sLjita 5S4k &9 L il &

[0241]  NofR4P FEEDY FUM AR N £ 3 = 2R S UK B (60. 6,162 5mmol) « £ k150m1, A%
TEEHH (27.7g,247 .5mmol) , 25-30° CHEHE3Omin, i IS 419 (20g, 50mmo) [ 2. ki Vi
50ml, HiHE1-2h, [ N FH6mo 1 /L) ShER T HI B 14 , ¥ ¥ M 25 T TN\ IR 4. 6 150m1 FliZK
200m1$2 B4, B HLZ B AE 3 7K 200m 1 PR 20k, THR 25T, A E T 3K 15 8 14 14 . 9¢
(72.3%) o %5 8 ¥ [F) St )1

[0242] St f5I91k &1 145

[0243]  NofR¥ NAEPY RPN 203 = R L AL % (60.6¢,162.5mmol) <& 45 150m1 , X
TR (27.7g,247 .5mmol) ,5-10°CHig#:30min, i IMAALEHI19 (20g, 50mmo1) HJ £, Tk V2 Wk
50ml, #iFE1-2h, S MR H6mo 1 /LI Eh R A fl R M , I A 7K 200m1 $2& B/, A HLZ A
7K 200mL BEVE 20K, THRZE T A IZHTIRTR 412 Tg (61.4%) o % 58 B 5] S 5)1 .
[0244]  SEZJita {5 104K, & 40 1 1) il 4%

[0245]  NofR 4P T 75 DY A 48N 238 = 2K B VR LB (60.6g,162.5mmol) « & H 4t
150m1, 3T EERH (27.7g,247 .5mmol) , 25-30°CHiFE30min, i I A AH19 (20g,50mmo1) 1
Z BRI 50m L, BiRE 1-2h , S S FH6mo 1 /LA e VR IR 1 5 I N /K 200m 142 B2 80, B HLIZ
FHALAI R /K 200m 1 PRI 2V, THRAE T, FEEHT AR 01 1. 4g (65.1%) - % 52 ¥t A S it
il

[0246]  SEZJitafsl 1 LAY & 401 1 Il 4%

[0247]  NofR#HP FAEPY A 8N & 3 =R IR AL (60.6g,162.5mmol) \DMF100m1 , 4% T
WS4 (27 .7g, 247 . 5mmol) , 25-30°CHEHE30min, i AN AAL-A 419 (20g, 50mmo) ) Z. Bk I WK
50ml, iFE1-2h, SN H6mol /LI 25 B2 BRI, I\ £ 1R £ 15 400m1 7K 400m1 £ B 73V »
A HUZ A AT R /K 300m1 BEik 200, TR T, HEE TS E 148 . 4g (48.1%) o 4 58 H i ]
St 51 6

[0248]  SEZJita {5l 1 244, &0 1 () ol 4%

[0249]  NofR#P FAEPY A N & 3 =R IR AL (60.6g,162.5mmol) \DMF100m1 , 4% T
B (27.7g,247 .5mmol) ,25—-30°CHtHE30min, M MMAAL S 419 (20g, 50mmo) ] Z, Tk % WK
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50m1, 454t 1-2h , KSR F6mo 1 /LI #6 B2 A IR I , I\ 2.1 2. 400m1 7K 400m L2 HU A3
AHUZ A EE7K300ml B 20K, TR A& T A2 W IRAF [ K7 . 9g (45.2%) o %€ Hida )
St 511

[0250] St f5i) 1 34K &4 LI il 4%

[0251]  NofR4P N AEVY PR A N &5 = 2R LR AL B (60.6¢,162. 5mmol) \DMAC 100m1, 4%
THERR (27.7g,247 .5mmol) , 25-30°CHiFE30min, i IIAAL A 19 (208, 50mmo) Y £ Bk ¥R
50m1, #EHE 1-2h, S 6mo 1 /L £ BR 1 il R 1k, Z28B% 218, I\ R 2 T85400m1 7K 400m1
SEHC W A HLZ AR £ K 300m 1 BEER 200, THRZET AL Z AT IRAF [ 147 7g (44.3%) .
5 H A R S A1

[0252] St fs 1446 50 1) ] 2%

[0253) N3 5 DY M th 45 N 23 = S HE AL (6068, 162 5mmo 1) 4 20k
150m1, 44 (5.9¢,247.5mmo1) ,25-30°CHEEE30min, AL A 419 (20g, 50mmol) [ PY 4,
IR I Y5 5 0m 1, 3 B 1-2h , [ SR A 6mo 1 /LI #h R A I B A2k , 5 VA& T NN 1R T
150m1 17K 200m1 2 HL 537, A AL FH AN €3 £h 7K 200m1 ek 20, FHR 28T, AR IE AT R A
12.5g (60.7%) o % & HH R S 11 -

[0254]  SEjiti {51540 A4 LI il 4%

[0255]  NofR 4P T AE DY UM P $N &FE = R B R AL B (60.6g,162. 5mmol) - DU S K1
150m1 , ZL 4 (20.8g,247 . 5mmol) , 25-30 CHiiHE30min, AL & 419 (20g,50mmol) f11Y
SRR A 50m ], B #E 1-2h, [ S F6mo 1 /LI BRI VAR 1 , 28T, I\ LR 2 T
150m1 17K 200m1 2 HL 537, A WL F U AN €1 £h 7K 200m1 ek 20, FHR 28T, AR IE AT R A
10.4g (50.4%) o % & HH R S 11

[0256] St f5i] 164k &4 LI il 4%

02571 Nofigdy* F7EDY P b BEN Z B G — £ 1 (26.8g, 162 5mmo ) « U400k 150m 1 ,
AT I (27.7g,247 . 5mmol) , Vi HIIAAL & 419 (20g , 50mmo1) VY S I A 50m1 , 0 °C 43¢
FE1-2h, [N FH6mo /LI ik B A R 1k, R M ZE T DN SR B 150m L RIZK 200m 142 Y
T A HLZ RV AR £ 7K 200m1 Bek 20k, TARZET KR AT AR [E 415 5g (75.2%) 45 5E
B A St 1

[0258] St 51 74L& 4 LI ) 4%

[02591  ZEPY U b BN 2 BE R — 218 (26.8g, 162 5mmol)  PU (kI 150m1 , 2L AL 4
(9.9g,247.5mmol) ZK¥EHAOmL , i AL A 43 (20g , 50mmo 1) f PU &K IR A ¥ 50m1 , 2530
CHEPE1-2h, [ PR F6mo L/LI¥ #h R I BRI , ¥V A& T, I LR LR 150m1 17K 200m1
BT A HLZ AN £ /K 200mL B 20, 1R 28T, HEE T IRAF [ 44 14 1g (68.4%) .
5 HH R S A1

[0260] St f5i] 184K &4 LI il 4%

[0261] NoAR47 FAEDY FUMFF BN £ SE R — £ (26.8g, 162 5mmol) + . fik150m1, 5L
1 (9. 9g,247 . 5mmo 1) KR AL, 8 AL A3 (208, 50mmol) ) 2, B H50m L, 25-30
CHiPE1-2h, N H6mo 1 /LI 3L BR R Hl B M , i 25 T I\ R 20§ 150m] 17K 200m1
BT A HLZ AN EE /K 200mL B 20, TR 28T, HEE T IRAF 4413 2¢ (64.1%)
5 HHh R S A1
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[0262] St {5194k & W 2211 i) 4%

OBn

0OBn

(8,

witting
—_—

[0263]

HOY

0O
21

[0264]  Nof&4P FAEDY P BN £ 28 = RS AL B (204.0g,547mmo 1) DY & BK IR
(300m1) , BUT B (93.4g,832mmo1) ,50 CHiF:30min, i IIAAL A 21 (80g, 166mmol) [ 1Y
SR AR (100m1) , FidE1-2h, [ 8 FH6mol /LI Sh B P IBE Itk A TR 25T, I AN 2B &
fig (500m1) F7K (600m1) HEHL 43 , A HLZ F AT & 227K 400m 520K, TR 2T, A E AT 3R
B[k (41.6g,60.8%) EI-MS (M/Z) [M+H]":493.3; 'HNMR (400MHz ,DMSO0) ,8:0.89 (s, 3H) ,
1.21(s,3H),3.66(s,3H) ,4.01 (m,1H) ,5.19 (m, 1H) ,7.39 (m,5H) .

[0265] S f5|204k & 427 i i %

22

OBn OBn

[0266]

HO"

-

22
[0267] VYA EY22 (5g,10mmol) , 1,4- "% 100m], % F K52 (0.6g,
3.3mmol) ,3,4- A MM (3.4g,40mmol) , 20 CHiHE30min, TLCE 7 JFURE 2% , I A1 H
(TR e, 28T, F A B2 100m 1 F17K 100m1 , Pe i BEEL, 1 A BR IR S Ak g , T 14
AT HEENT SRS & 27 (4.0g,71%) .

[0268]  SEjid|2 14k S 24 1) i %

O/

(0]

witting
[0269]

THPO™

(0]
23

[0270]  NofR# N AEDY FOfH N &3 = R B R A B (151.7g,409. 6mmol) - P Sk iR
(200m1) , AU T EEHH (30.2g,270.5mmol) ,25-30 CHi+E30min, i I & 423 (40.0g,
81.9mmo1) [ PU S BRI VAR (50ml) , it HE1-2h, 589 FH6mo 1 /LI 5 B8 1R I R , 1 7 Tk 4%
T, IIAN R £ (300m1) F17K (400m1) $H2&HU 73, A HLJZ F AT £ £R7K400m 1 Be ik 208, 15
KT, EM IR E K (22.82,55.6%) LEI-MS (M/Z) [M+H]:501. 7 ; "HNMR (400MHz , DMSO) , & :

24
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0.89(s,3H) ,1.21(s,3H) ,2.89 (m,1H) ,3.66 (s,3H) ,4.99 (t,1H) ,5.19 (m, 1H) .
[0271]  sizjitufs| 224k A W) 250 il %%

O.—-‘

(0]

i, =28

[0272]

AcO™

HOY

0O

19 25

[0273]  [a) e NP IIAALE 19 (458,11 1mmol) « = Z % (56g,444mmol) EEEF (34g,
412mmol) \DMAP (1g) « & H %¢250m1, 25-30°C it F-2h , TLCA I JEURFE 2% , A 7K 300m 1 45 #F
I3 A HLZ FI500m 1 7 AR R S VA T I 30mi n , 5 B 40 VR, A HLJZE F/K BRI P IR, T
2T, I IEBRFE300m1 #5FE6h, ik U8, 1944 . Tgfb & 425 (95.2%) .EI-MS (M/Z) , [M+H]":
447 ; "HNMR (400MHz , DMS0) ,8:0.88 (s, 3H) ,1.15(s,3H) ,2.21 (s,3H) ,3.65 (s,3H) ,5.17 (m,
1H) ,4.01 (m, 1H) .

[0274]  SZjafs| 234k & 1026 1) i) %

[0275]

HO™
- 1 - 26

[0276] |a] e ML H IIAALEH1 (10g,24mmo]l) « =% (9.6g,96mmol) EEEF (9.0g,
89mmo1) \DMAP (0.25g) - & H %E50m1 , 25-30 CHit#E2h , TLOAS W JFURIE 2%, In A 7K 100m1 45
FE I, A HLZ FH150m 1R RN B B S AN 30 41 30min , B L 709, B ALE FK PRI IX, T
FRZT, IO IEBERE50m1 #5idE6h, 1 38, 7510 . 3g4b & 7926 (94.3%) -EI-MS (M/Z) [M+H] "
459.3 ; "HNMR (400MHz , DMSO) ,8:0.88 (s, 3H) ,1.15(s,3H) ,2.21 (s, 3H) ,3.65 (t,2H) ,5.15
(m,1H) ,4.98 (t,1H) ,6.20 (m, 1H) ,7.47 (m,5H) .
[0277]  sZjifsl244k & 0261 ] %

O.-'

wiitig

[0278] -

AcO™

25 26

[0279]  NofR$ FAEVY IR BN 4 3 = R FE R AL (54.3¢,145.6mmol) VY & WK R
150ml , T EE4Y (24.8g,221. 7Tmmol) , 25-30°C i #£30min, Vi IIAAL & 425 (20g,44 . 8mmo1)
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) Y PR M 95 Y 50m L, Pt 4 1-2h , JONTR FH6mo 1 /LIS 35 R R R B KA 25T, In N 2 1R
Z.Ti5150m1 F17K 200m1 HEEL W, A HLE P AT £ 7K 200m1 BV 20K, TR 28T, b EMT 3148
[ 4A11.6g (63.1%) EI-MS M/Z) [M+H]":459.3; "HNMR (400MHz ,DMSO) ,8:0.88 (s,3H) ,1.15
(s,3H),2.21(s,3H) ,3.65(s,3H) ,3.95 (m,1H) ,5.19 (m, 1H) .

[0280]  %fLhsjitfilsteroids,2014,86,p 16-25

[0281] 2 BE =R FLIRALIRE (2.3170g:6.24mmol) N NI, 7E & B4 T F1#5h. 2 J5 78
A, M t-BuOK (0.4636g;:4. 13mmol) FITHF (30mL) . BEAMRE-SWILER S T [l 15min, 78
WS H e VR AT T A S B, AR B LB TR K . 3, 120 FR B - TS AR -5B-IH R
(0.4995g51.24mmo1) ({1 JC/K THF (12mL) ¥ B EIRE R H , 2 Ja El i eE3. 5h. A EH 2
i, B MAHCY 1:1 (5mL,pH 1) 21k B, FEt0Ac (3 X 10mL) Z2HUK 2 . A 1A HLAH
FATC /KBBR8 , 1L 98, B2 o Ze V7)o b Je e P 2 4T (CHaCl2/acetone=5:1) 14
B4 3a, 12a— " $2I-7-2, X IE-5B-HIRE/Z R MR IR &4 , To (iR AR W %8 . 2% .
[0282]  sEjifs|254k & D200 i %

O/

EaNia

s

[0283]

AcO™

[0284]  [a] g IR I\ =4k 4K (T4g, T40mmol) , Z.JiE200ml , IIAFER (3.7g) , A HI -
20°C, A3, 5 H Bt (71g,740mmol) , HEF:20min, i AL A 426 (20g,40mmol) 1) 2. i
W 50mL , i B, TRl 420°C S N.3h, TLOAS I SR} 2%, 8 Lok i, JE VR 28+, A JZ AT 3RS
HRMI18 .62 (90.2%) JEI-MS (M/Z) [M+H]":473.6; 'HNMR (400MHz ,DMSO) ,8:0.70 (s, 3H) ,
0.99 (s, 3H) ,2.26 (s,3H) ,3.65(s,3H) ,4.65 (m, 1H) ,6.16 (m, 1H) .

[0285]  sjiifsi|264k & 40200 i %

[0286]  [a] g MR INN =84k 4% (T4g, 740mmol) , 5 H £:200ml, A1 ZE-20°C, iIA3,
5— T H LML ME (71g,740mmol) , FEFE20min, i Ntk & 4926 (20g,40mmol) f) — & H b iA iR
50m1 , ¥ 58, 7E-10°C -20°C T #i#:-3h, TLO I ik 7H 2% , 8 o 8, 8V 28T AR 2T 3R
BMRY16.7g (81.1%) EI-MS (M/Z) [M+H]":473.6; 'HNMR (400MHz , DMSO) ,8:0.70 (s, 3H) ,
0.99 (s, 3H) ,2.26 (s,3H) ,3.65(s,3H) ,4.65 (m, 1H) ,6.16 (m, 1H) .

[0287]  SZjafs274k & 1281 il %

OBn OBn

[0288]
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[0289] i) e 3R P NN =48 A6 %% (10.0g,96. 2mmol) , Z JiF30ml , INAEERZ (0. 7g) , ¥ &
£-20C, IA3,5- —FIEMEM (9.2¢,96.2mmol) , FEHE20min, i N5 4027 (3.0g,
5.2mmol) [ Z G H I 10m] , i 5, FHR Z20°C % 3h , TLOAS Wl 5} 2% , fek v 1 3h 98, 8 2%
T, KR ENT RIS HPIRY2 . Tg (88.2%) JEI-MS (M/Z) [M+H]":591.8; 'HNMR (400MHz , DMSO) , 8 :
0.72(s,3H) ,1.01(s,3H) ,2.27 (s,3H) ,3.55 (t,2H) ,4.95 (t,1H) ,6.16 (m, 1H) ,7.41 (m,5H) .
[0290]  %fhLSEjif512] . Org. Chem. ,1978,43 (10) ,p 2057-2059

[0291]  -20°C R, =% 1b#% (6.0g,60.0mmol) BiF T Jo/K ~&H %E (50mL) , —IRPEIIAS,
5 FH LML (5.76g,60mmol) «—20°C F#HE15min, AU H & B2 FF R ES (2. 44, 5mmol) If
7E-10°C #]-20°C F i Pt4h. IMAEE AR (25mL, 5N) HT0CHFELh. 20 . AHLEH
P ER R YUk LATR 253, 5 B BE b M | 2 14 e v mT )R AT Bk LA [RTAC 3, 5 F kb e . — 4
e AH R K R £ EhoK BEs , Z8BR A I LA 2B B 4, R B ) A O be B 46 i, 19 31 74
FRAE S B AR IR 1 . 86g,74% o

[0292]  sjiifs| 284k & 20/ i %

[0293] i) e S AL & 4026 (10g, 22mmol) , ZfiE100m] , A EIZE0°C , I\ E A% B iE
5 (PDC, 24 .6g,65mmol) , JIAS5.5mol /LT Fid AL (25.8ml, 142mmol) , [ W 247N
TLCASE I SRV 2% , 1k e Lk 98, AR R AT SRAS k8 . 3g (81.1%) EI-MS (M/Z) [M+H]":
473.6; 'HNMR (400MHz ,DMS0) ,8:6:0.70 (s, 3H) ,0.99 (s, 3H) ,2.26 (s, 3H) ,3.65 (s,3H) ,4.65
(m,1H) ,6.16 (m, 1H) .

[0294] S f5|294k & 201 i %

[0295]  PKIRZEOC, [a] ) N INAAL & 426 (10g, 22mmol) , B AR FRILIE $4 (PDC, 24 . 6¢g,
65mmol) , /KA 100m] , 8+ (27g) , BN AN70 %6 4 T i AL & (25.8ml, 142mmol) , )X
J8; 24/ INBSF, TLOAS U B Rk 9 2%, ik e 0 8, A 24T (LR AW - IEC e = 1:15) RIS AR
7.9g (77.8%) EI-MS (M/Z) [M+H]":473.6; 'HNMR (400MHz,DMS0) ,6:8:0.70 (s,3H) ,0.99 (s,
3H) ,2.26 (s,3H) ,3.65 (s,3H) ,4.65 (m, 1H) ,6.16 (m, 1H) -

[0296]  %fLbsjitifi3steroids,2006,71,p 18-29

[0297]  YKIBT , EARERILIESS (PDC;4.6g, 12mmol) FAEHEE + (4g) MITE/KH (35ml) VAR -
70% R T 3L F AL S (t-BHPO; 3. 5ml , 27mmo 1) 28 2% in N\ 31l 2433 5h 1) 3- 2. Bk A8 2k -5 H )3
iR -24-Fi5 (1.8g,4. 1mmol) o K MR A0 T Pk 24h . Rtk L 38, s~ 28k B
P ENRER R B Y, ol fE i (10g) JAEVEMLEtOAc—benzene (95:5,v/v) 1533~ L B4
Fe-T-FHAAR-5- MR R -24- H g, Hol i 2, B s 45 R 1 BT BB IR S A L. 3, IR T0%
[0298] S f5I301k & #0201 il %

[0299]1 DU i # N —SFALAf (150mg, 1. 3mmol) , P EA20m1, IS5 . 5mol/LAL T it 4
{4, (t-BHPO;2.0ml,10.8mmol) ,20°CHtkE15min, (IR ZE0°C, ik & 426 (2.5g,
5.4mmo1) 10m1 75 VA W, i B , iR S B 6h, TLC S 7w JEURHE 25 VRS 28080, i\ & W ¢
(50m1) F17K (50m1,) A ALJZ FWLFJC K AR B BN M (50m1) Weldk 2 Ik, 15, W4 , 11 2 M 15
FMLAEH20 (2.2g,86.3%)

[0300] Szt 513 L4k, & W20 i %

[0301]  #E DU i # N\ —SALAfT (60mg,0.54mmol) , PUSMKIE20m] , IIN5 . 5mol /LU T %
LA (t-BHPO;2.0m1,10.8mmol) ,20°CHiFE15min, BFIRE0°C, ML 5426 (2.5¢,
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5.4mmo1) 10m1 Y SR IR VA, T HE , RIS B 6h, TLC R 7 JEURKE 2% , 0 2848, I\ & H
e (50m1) 7K (50m1,) A HLE FHWEATTG /K I B ER FRVE T (50m1) Peisk2ik , T4, IR 48 , A Z 4T
B3 EY20(2.1¢,81.7%)

[0302]  SEZJita {5324k, & W20 i &

[0303] 7Y I N AL (600mg, 5. 4mmol) , — & H %:20ml, OG5 . 5mol /LA T %
i A A (t-BHPO;2.0m1, 10.8mmol) , 20 CHi#:15min, FFIR 2 0°C, MMtk 5426 (2.5g,
5.4mmol) 10m1 & FF e A i, i B8 , L [ i 6h, TLCR 7 JEURHE 2%, I K (50m1,) $2HL 4>
W, B HLZE R RN TE K WA BR 83 ) (50m 1) ek 2k, T8, ik 4ii , i Z AT 15 24L& 420
(2.152,83.5%)

[0304] S f5I334k A 412/ & ik (CN101203526A)

[0305]

AcO™

[0306]  |A) jz IR AL A 126 (20g , 46mmo) , BN FEEEE100m1 , HEEEVE T N30 % &4,
AENTE R 15g , THIE 2260-65°C , 2 N 1h, TLCAS M JERE 2%, B H EE 28T, I\ &0 FF ¢ 200m1
F7K200m1 , FH6mol/LER IR 2= R , 70 Wi, T-HE 78T, I LR g 100m 1 #5i 4 , ik € , #5134

16.2g(92.0%) -

[0307]  fa e Migs RN FiR[E4& (15, 36mmol) , A3 75g5 AL A IE A% ) 150m 1 7K 15 K

PEREVE S, IS % AR 1. 5g, AR INE 0. 5MPa, 90-100°C [z M4 . 5h, i 3 , J€ W FH #h /R

TR, T3k, B2 414 . 1g (94.1%) LEI-MS (M/Z) [M+H]":419.6; 'HNMR (400MHz ,

DMS0) 6:0.70 (s,3H) ,1.19(s,3H) ,2.21 (m,2H) ,2.40(d,2H) 3.50 (m, 1H) «

[0308] S fs| 344k &5 R & Ak
OH

iR

[0309] 5 7

HOY

&2



N 108264532 B W OB P 34/34 7

[0310]  Ja) e i i AAL & 912 (12g,28mmol) , E AN (2.3g,57mol) it B i) K 1A TR
120ml, FHE Z90-100°C, IAWIEALAN (1.2g, 34mmol) , 2 M 2h, TLCKS Il JEoRF i 25 , A #1 &
50°C, IIAN R T Eg120m1 25, 7K 2 F60ml R T Be3EHL, &I A HLE , TR E R =
48g, PLEE 4 i, 15 B 449 . 7g (80% ,eef99.6%) .EI-MS (M/Z) [M+H]":421.6; 'HNMR
(400MHz ,DMS0) ,6:0.70 (s,3H) ,1.19(s,3H) ,2.21 (m,2H) ,2.44 (d,2H) ,3.50 (m, 1H) ,3.70
(m,1H) »
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