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BAEXLHEAR

[0038] FATHAEEKIFE :

[0039]  DMF :N, N- — FF 5 FA i iz

[0040]  DMSO : — FFIL VA4

[0041]  THF :PU& M

[0042] IR 204N

[0043] DL S jitifsl 2845 i B T A B

[0044]  {#JH] Kofler block (KB) Wll&E¥5 A (MP) .

[0045]  4ZLANEIELE T Golden Gate ATR FiEf#) Bruker Tensor27 £LAMY bid. Yk
DLati e ACE /R R R E .

[oo46]  Sjfifsl] 1 :[2-(3,4- — &R ) L& ] AR PTG

[0047] % xR — BT JEME (12g;55. 2mmol) AN 2-(3,4- — FA L R L) L%
(10g;55. 2mmo1) 7E G 4t (200mL) FIEEHEH . FEMETEE TEAl 1 /NN S, B I NIR &
YIRS . TR RN ICE (100mL) H, TEFRSEIR FE T4 1 /NI, 4 VR B o A
Blityg. 1530 13. 2g WAR & =4, A [FE AR TE Ko

[0048] ;=3 =85HY%

[0049] m.p.=65+2° C,

[0050]  SEjiEfs] 2 :3-[{[(7S)-3,4- — I "I [4.2.0] F-1,3,5- =4 —7T-H ] FHE}
(FFEE) 22 ] N -[2- (3, 4- SRR ) oF& ] P EAUT 2

[0051]  FERAETIE R, 44 NaH (60%, 7E7H ) (1. 14g;28. 5bmmol) Z3 e/ in A Lk 22 5%
PRAFWAL S (7.6¢;27Tmmol) {F 40mL DMF IS . fE IR A T8l 1 /NN JE, F
3-G N-{[(7S) -3, 4~ —HHIL " IF [4.2.0] 3 —1,3,5- = I -7-3 ] FE} -N-FE-1-7H
% (7.68g;2Tmmol) £ 16mL DMF RIS, B 4 I SRS AE 80° C ind 3 /M
FEA N BN G, ¥ R NIR A PR N ZZ K FK RS o KA OBR CBEAEEL . &
FA HUAEH MgSO, T4, B R W 4 . MR Rt ik aift. (CH,C1,/EtOH:95/5) , 1%
£ 9. 1g MR, k.

[0052] ;=3 =64%

[0053] IR : v =3340, 1678, 1519, 1167cm ',

[0054]  SEHE ] 3 :N-{[(7S)-3,4- — F4IE 3 [4.2.0] 2 -1,3,5- =4 -7T-FH ]
BN -[2-(3,4- ZHAEEARE) L I-N-FE -1, 3- N

[0055] ¥4 9g (17mmol) IR IRIRIS LG W EHRAE 2. 8N HCL I SRR o 7RI B
FER i 2 /NS B OV IR AR R Y . SRR BENAE IN DEAMBNE R, BB B K
A TR LWE#E . {8 H MgSO, T HUAH NG R4, 1321 6. 8g [KIAR ™4, 2R
[0056] ;=% =93%

[0057] IR : v =3304, 2793, 1261, 1236, 1205, 1153cm ',

[0058]  SjiEfs] 4 (N-{3-[{[(7S)-3,4- — I "I [4.2.0] F-1,3,5- =4 -7T-F 1 F
b (HSEL) &I ] N -N-[2-(3, 4~ —HEFERR ) 43 1-2- R AW

[0059] VIR L08R 2-{{3-[{[(7S)-3,4- —H4IE "I [4.2.0] ¥ -1, 3,5- =4 —7- & ]
I () 228 ] 2R 1 -[2-(3,4- RN ) 43 ] 2% | 2- HARLHERBE
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[o060]  7E0° C,n] FRBERIAT MG (6. 8g;15. 8mmol) 7F 200mL — 5 4 [ ¥
AN =M% (3. 1g;22mmol) , ¥ 1 N LWL IE LS (2. ImL; 19mmol) o {EFABEIR AT 2
fii 0. 5 /NI, K S NATR 5 0 FH 28 AR /K W, 85 HURH FH Mg SO, T o sk s i HIAH ) »
AT 8g HIFRE =), Ak, AL AW EEH T TP,

[0061] L BE 2 N-{3-[{[(7S)-3,4- " FI4 T [4.2.0] ¢ -1,3,5- = -7- ] H
B CRE) & ] WE -N-[2-,4- ZHFHEEFRE) o& 1-2- BEOW%

[0062] ¥4 K,CO, (8. 3g;60. 4mmol) O biAPIRIRAZ 454 (8g) 7E 80omL [Kj7K / HI
BEY (2/1) WA . EMETEE FEAL | NG, 8 5 N IR -G8 ke 46 -5 7k = )
BNTEAKT o TEH SR CIEAENUG , & FF A HIAH A MgSo, 15, BeE k4. 133
6. 2g IFRE =4, Atk

[0063] ™3 =81%(2 MMAIR)

[0064] IR : v =3406, 2794, 1641, 1261, 1236, 1205, 1153cm ',

[0065]  SEjEf 5 :N-{3-[{[(7S)-3,4- —H&EIEL I [4.2.0] ¢ -1,3,5- = -7-FL ] FF
B (W) &R I-N-[2-3,4- —PREEFRE) oK 1-2- 5O EE

[0066] 7F —78 ° C [i] BL Wk &0 (0.6mL;6. 77Tmmol) 7F 25mL — & 7 & B9 % ¥ 7 i A
DMSO0 (0. 9mL; 12. 32mmol) 7 5mL —Z FHEH V. /£ - 78° CHefih 1 /M JE, 42 0.5 /)
N ER B IRIRIR LA (3g:6. 16mmol) 7F 26mL — & T AN . 76 -78° C
el 1/, NN =% (4. 3mL; 30. 8mmol) ;#3644 e VAR S WILE ISR i HE 3 /N,
XA BT NaHCO, 7K o A AUAR A MeSO, T4, B ik dd . 1531 2. Tg HIbR-E ™
[0067] ;=% =89%

[0068] IR : v =2788, 1645, 1589, 1261, 1236, 1207, 1151cm s

[0069]  SEjfifs] 6 :3—{3-[{[(7S)-3,4- 4L "I [4.2.0] 3¢ -1,3,5- =45 -7-& ]
SRR & ] WE -7, 8- A -1-(CREMEE ) -1, 3, 4, 5- PUS —2H-3- K IFFA
JE -2 i

[0070] 4 ZHiMY (0.53mL;5. 17mmol) A bR D BREAF 4L 54 (2. 6g;5. 17Tmmol) 7E
60mL —E I BEIVE IR A« AEMETIRE N A A, SN =R LRI (6. 5mL; 47mmol)
F BF;. OEt, (6. 5mL; 26mmo ) o ¥ & NIR-AWITEIA SR FE T HidE 3 /M, 8235 48] A\ 18 R NaHCO,
KW FH MgS0, T A HLAH IF 98 R ik 4 ), P19 7 R W) 42 1k i (4 3% (CHLCL,/EtOH/
NH,0H28% :97/3/0. 3) 4fifk.. 432 1. 15g bR ™4, Atk

[0071] ;=% =38%

[0072] IR : v =2790, 1641, 1245, 1205, 1174cm ',

[0073]  SEjEHI 7 :3-{3-[{[(7S)-3,4- —HEIL I [4.2.0] ¢ -1,3,5- = -7-FL ] FF
B} CPEE) AFE ] NEE ) -7, 8- ZHIAIE -1, 3, 4, 5- U4 —2H-3- B A 3 —2- i
[0074] 422 )@ (2. 5g) (B0%, 7 H,0 H ) A Bk B EIRF K LE54 (0. 8g; 1. 39mmol)
TE LTI o LRI Bl 1 /N f, VA F1TR B, 8 IR SE i 38 4931 600mg [#)
PR AR o

[0075] 35 =94%
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[0076] TR : v =2788, 1646, 1519, 1461, 1245, 1105cm ',

[0077]  SZHfF8 :3- (3-[ ([ (7S) -3, 4- — FA43E —F [4.2.0] 3 -1,3,5- =4 -T-3 ] |
B CR3E) &I ] NS ) -7, 8- THISEIE -1, 3,4, 5- U4 —2H-3- FIFE L E —2- Hithi
Eli

[0078] M R BIRFTIR K= T4, 14 B8 LR B B 15 EP0534859 (St 2, sLIRE) firid
(IR AE & FR = o



