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Jo ARFFREAE-20°C LR, SR R 2218 N 10 % 2 BR IS, IIAA R pHIE 5~6. I 58 1%
J& P E30min, FHE £ 20~30°CHtHE 1 5min, # B 30~40min, FEE KM (F B , A HUH 4L
MK BE2IR , BER A FE30min, 722K AH (N ) o AWM TG /KBRER B, 1 i , 50 °C ~60°C ik
JR T2 TR 13 2 A A0, BT N — P R M.

[0066]  Sijitifs4

[0067] =
CH;
A A\L/S\ @7"’?
Kl = i\_{'/ \‘J
N~CH:
o .O.?’*OAC :
[0068] A.c()\/!\vl 2l \I r’\\\ A
3 OAe pug S, \ ke
A T “ATF
CHgy
c R e

[0069] #7215 100gA1_E—2BAF R h (8] AL S C TN 260mL =0, I = 2 3Tk e
28¢, PEFHAL I M , BRI T R Z0C IMA =L 2.8, 10 4g , AL R IZIE £0°C,

12
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TN SEEE S5, 7E10°C ~20°C S N ZJ4h, TLCHE 5 2 W 58 1l o SN SE R » TN 10 %6 RO B R A

VAW VAR pHANT ~8 (IR -5°C~0°C, , BE+E30min, 2 5 7K AH , A5 HLAH A A0
ERAKBE20R, FF LKA A AU I TE K R BR B T4, 108, 28 T8 713 BT R AR 513 44 i

L, i E T aitl, e AL 908 (R 85 il =1:1) USR5y, R4 T8, 3 Bk B 1

() B A2l AR TR AR L 2. 2g (AR EE N10.2%)

[0070]  ES-MS (m/z) :943.2760 [M+Na] "

[0071]  'H-NMR (DMSO-d6 , BrukerAV-400MHz ;)

[0072]  1.46(d,J=5.6Hz,3H) ;1.62(d,J=4.4Hz,3H) ;1.90 (S,3H) ;1.94 (d,3H) :2.00 (S,

3H) 2.21,2.19(dd,J=2Hz,3.6Hz,6H) ;3.99-4.13 (m,8H) ;4.605,4.585 (dd, J=1.6Hz,

2Hz ,1H) ;4.93-4.97 (m,1H) ;5.01-5.04 (m, 1H) ;5.33 (t,J=7.6Hz,1H) ;6.74-6.76 (m, 1H) ;

6.817 (d,J=5.6Hz,1H) :6.94-6.97 (m,2H) ;7.06-7.07 (m,1H) ;7.11-7.18 (m,7H) ;7. 18-

7.27 (m,3H) ;7.55-7.58 (m, 2H) »

[0073]  sLiafs5

[0074] =

8 MgCl LiCl

[0076]  500mL -1 =0 , AT IK75g, fitF: NI 75, AE B URP T RREIES
C~=10°C, BRI F A S A B S LB IY SR 75 7 250mL (1. 3mo 1 /L) , ¥4 iz J & ?£0
‘C~=5"CIN58, /£-5"C-0"CIRIR I B2 2-3h o 43 21| il £ 17 1 A% 2l 701 o 45 i1l 28 2 () 4 P70
NEEA R 1508 FI4L A PB1 251 2000mL =FE H o £ B RS FRFEIRE-20°CRAT , R
RMEAN o RN SE B » ARFFREAE-20°C LR , B dE N 242 NN 10 % L BRVE TR, WAE R pH{E N
5~6, ARG, BEFE30min, FHIE £ 20~30CHeHE 15min, 5 B 30~40min, F = /K4HH (F
J2) B AU LA KB 20K, BRI BEFE3Omin, FF KM (R 2) - AU NN oK R R 85 , it
I8, 50°C ~60°C % 28 TV M 2 ok, A B s S0, BiER T T — 2 R B
[0077]  sEjtsl6

[0078]
CH;
T ¥
» [/\
ECHs
0079 ¥ |
007l O\"J\/ ]\OAL Q\L\%“\(\\Q Aco\""L ‘J\OAC Kf EL f \>\‘/\‘
Act’ : \)\F
CHs
& B B SR

[0080]  #f — & be133g M1 L — A3 2R p AL S WICHN A 250mL =3, I = 2.5

13
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TSR 208, TREEAT VAR, B AR T, BRIRZE0°C, IMA=RALIZEE, 6. 7g, AT Fa450 %20

T, IMANFEHE T, 7E10°C ~20°C [ R Z)4h , TLCM 35 5 I 80 56 i o SME SRR » N 10 % F Btk
BEENVATR A VAR PHNT ~8 ( MG 58 -5°C ~0°C , , it dE:30min, 4 B KA , A B A v
HEE ERAK P20k, F 2 KM AU I FE /K B R 6 T8 , i 96 , 28 THA IS 2L 45 7109
L, AR E AT, PR ARILL B (LR B A ihEE = 12 1) S URER 2 4y, W 4 T-15 , 3 3 v
A AR AT AR S R R 3. 2g (FIAPUREEA14.8%) .

[0081] sk 7
[ fO '

\ -CHs e

mgv\w

e

CH,

[0082] fwce\ﬁ\ v

AO

FRR Y AR SR R

[0083]  5OmL-M: =HUH , IO T EE10g, Hi bt N IR Fi5 4 5110 8¢, L2 12 I B
5RO . 18g, TN E R 4% 1820°C~30°C , #5115 25 'C ~30 CHtHE T S M1~ 3h, TLC W I 52 B 564
(EHER AW 5EETEGE) « M 5ERE  BIRE0~5CIAIK LR , K RpH{E A6-T7 ., =] H
= I 2E4L 7K 308, 20°C ~ 25 CHidE2h, 1 3, T4k, A3 B0 28 3 R A% 511 I 5t T 450mg (Ui
ZNT0%) .

[0084]  ES-MS (n/z) :775.2344 [M+Na]";

[0085]  'H-NMR (DMSO-d6 ,BrukerAV-400MHz ;)

[0086] 1.46(d,J=5.6Hz,3H) ;2.21(S,3H) ;3.12-3.16 (m,3H) ;3.19-3.22 (m, 1H) ;3.69
(d,J=8.4Hz,1H) ;3.95(d,J=7.6Hz,1H) ;4.00-4.09 (m,5H) ;6.74-6.75 (m, 1H) ;6.86 (d,J
=2.8Hz,1H) ;6.95-6.96 (m,2H) ;7.06-7.07 (m,2H) ;7.10-7.20 (m,6H) ;7.25-7.28 (m,3H) ;
7.55-7.58 (m, 2H)

[0087]  sijififs8

[oo88] =X

[0089]

F W ] B R R R e T
[0090]  50mLF-4E =R+ , IR EEL10g, BEFE T I -RAS TG R L1 .6g, 218 AR
R0 . 078g, TN FEIEIE 20°C ~30°C , #5158 25°C ~30 C%ﬁ%?&fl%h,mcﬁmﬂ&ﬁm

14
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4 (AEREVTEVETE) M 5ERIG , B E0~5CIMAIKZER, 4K ZpHfl 6-7. H
T 2218 N 4lAk 7K 30g, 20 °C ~ 25 °C bk 2h, 1 98, T4, 13 B8 A 00 R A 5175 2% 5t T 750mg
U N61%)

[0091]  SLiaf519

[0092] ;T;t
CH;
N ///
CH; N
O ; ‘_\\OAC O Y
0093 AcO = R\ HO =
[ ] \/l\/\(?A l ! ] o \)\/ Ny H
R UNG Y-S AN N TN
AcO - F HO
CH3. CH3
R R TR

[0094]  5OmL-M: =HUH , IO FEEL0g, Fidt NI -RIE T el 1. 5g, 212 INAE A
ARAH0 . 098g, I IE FEI% IR 20°C ~30°C , #1525 °C ~30°CHitdk: T [ Si1~3h, TLC M I sz B 58
4 (HEREV5EETEG) M 5EG  BIRE0~5CIAIKZ R , A RpHE H6-7 . 4 H:
2218 NN 24k 7K 30g, 20°C ~25°CHitkl2h, iy, T4, B BIK A A RAR T 4RI L. 1g
(HE N8I 7T%) o

[0095]  DATR AR AR i B i 46 1 R A% 270 19 2% o1 TAT R A 27095 2% Jog 10 13047 58 P o2 S A M 1)
T3V o LA O BN B 3 1] 48 1) 20 2% o 8 06 5 1S A 271 ¢4 o] 48 ok 5 v £ v TR) 440K 3 B
R H G R T o A U S IR B PR AT IR 2Fh Ak AR O s 1) WA A% B 1 44
R, A% B 1 i 2 b R b v TR) AR K 3 1 5 2 42 il DU A R AR - b R 5 127 v TR) AR (1) 45 52 2% R 1)
e XS BEARARAR B o R 1 il A& ik FR A S I A I 5 2) T AR R R I, MR
¥ B 5 1A M o d= il R BERILE — AN 2R BT PR, 060 T J5URF 245 )0 i 4 4% B WA
AN KRG BRI A 3 o ST AF K A & W IR 2547 oS S A A0 S5 45 ol 2 [ N 28 it AR R R
o AEFR ], 24 s i B A AR Ak - ol B AR T — R P aE T — AR BT i, o R i
i) B B T B AT —— 2 A X P A R T 2 TR M i TR B, A DR E 2
JRIK 52 543 AT 9 il A MRS 285 S B 2SR 1T o

[0096]  DATR SR A B FR AL ) 2% J5 X H [AARK 3 S AR A% B4 1l i 34T Asn I 77925 o
[0097]  — -RAEZ 5 Hh R AARK 31 A W 7 v

[0098]  K32h-RA& F1l i3 fill & i AR o (1) Tl 4, Hfk 2 08 : £1R-3 (R) ,4 (R) ,5 (S) -= 4Bk
AHE-6 () - [3-[6- (4-FR A AE) —MEWy —2- R FE L ] —4-FR - OR L ) - DU Sk i -2 (R) —JE P IR

LT
S N
©w |
[0099] o OAc
ACO\/L\)\OAG
OAc

15
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[0100]  K3:C32H3sFOsS T E612.66:

[0101]  [MRIK3 92 (0 52 8 28 0ok AR TR

[0102] DG EY/K 43« HUAR b, BE K 305 v (o 1 24 38 20 1 54F i VY 3538 083255 —4A)
5 > KRNI R0.5% .

[0103]  [ZlifF Yk 461+ 5 RGuid RIS A 1\ e ek be g A ik IO A7) (Agi lent
TC-C18,4.6 X 250mm, 5um) , A i A shAHA s 7K (R TRpHE 222 0) NI BN AHB, AT R E

e, Vel e 7 LR 2R
[0104]  BEREVE AR 3R
[0105]
B Cardh) mEiH A (%) st B (%)
0 45 55
10 45 55
30 80 20
35 100 0
60 100 0

[0106] i Ay REaroh 1. Oml, A B A A 290nm, A3 35°C

[0107] 3052 V2 B 4% H1) 15 Hh TR ARK S KL F 20 L 0mg , A5 35 75 58 , Booml BT, InZ & &,
PRIELOS PP VA R, BB 2 20 B2 10 50 A N B R DB R AR SR e LG &, NG
fife I 5 S R T R Lm L R 5 205 L 0ug VA 1 S 2% ST BB VR 5 B v ROV £ i v
([ 25 L 20 LOAF Sl —F0PH 5% V D) D5 o 43 5 B VA 7R ARl VAV AR B 2R i L 4%
2001, 7 NV AH E AN, 0 3% s B HIBR 2 0V A 4% AR — A T 5 2 AR
T99.0% , RAEFNF 2R R IAAFIL0.3% .

[0108] AR BH ““RAE 5 44 T 17 MIAEK 3 & Ja 44 1, B FH AR A% B3 2% S5t DAFK (1) AT A il
R SR R A R .

[0109] == RAKF I Bl it B RG I J5 v2 OF SR o ) 3

[0110] DR EX YA W R EL RS F 19 5F b 3 &, K B0k 5 INA5 %6 2 s i 5 T il Rl o
ImL 2550 . 5Smg IV, AE A At V- 4 25 & BOE &, i 3R 77 e S 8 il B B Im 1 24
0. SuglIVE R, AE XS BRVA TR o 5 BCR AR Z1 03 2% 0 114 B E &, N ISV i 0T 2 =0 B
il B RE Im 1 R 295 50ug AR 1 S 2% TG BE i 205 o B AR B 1 o) HELA, 250mg , 3T K
BB B b 3R 2% J5 6T B i AV Lm L, B [E— LoOm1 &R, IN45 % LG VAR IE M R B % B, 4
53,6 R R4 3E F VA - B8 s RO (B V56, T )\ e s ik b B A kA (Agilent TC-
C18,4.6 X 250mm, 5um) IE 787 s A 25 AT shAiA s K (RIBERR I pHIE %22, 0) AU ahAHB, 3%
NERBATER B

16



CN 106938998 B w Bg B 11/11 1/

1] €53 TEAHA (%) FANHB (%)
0 45 55
10 45 55
[0111] ;
30 80 20
35 100 0
60 100 0

[0112] K I K H9290mn s KR A35°C , S A1 . 0ml /min,

[0113] Ko B HUR G0 P PEVA 20 L , VI \ERE €238, 157 C R I, MO Pk g
FE B o U S TT 5 o 2 R B VA VL (6 5 T WL 5 1 VA AR 5 20u 1, 43 B A M
AHEHE 10057 (BT 360 43 [ 1522 11 VAP0 I 57 S €5 B0 A, 6K L € o
WA R R BT B A% ol , S 25 J5 UG [T AR 20 1 I R U6 T ARV SR ANAS O T ) BE VA VR 3 0k i AR
LA (0. 196) , Fofib 82k UG (T RAANAG R T R - T B L35 (0. 19) , Bt 55 2% it
U AR AR T MRV TR 57 (0.59%6) o (i fh J R 5 T o/ % MR T
FUE TR0 . 265 1 e 2 it

[0114]
wEY) Fl RIERF
FHEFF A I LR 1.4

(01151 e b a5 V250t A B R AT A6 I » ] A DRUIEE 1) 5 1 e Sk ) et o A
FRART A AT AEAE P I RE A B i PR P 47 52 Bt i, B R OB 2 1 i
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