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[0040] (L EWITTTTRIHIRS
[0041] Kt 5 W11 (55.00g,201.95mmol, leq.) ¥ MEAE LI (T00mL) HH , N Mk iR B
(83.74g,605.86mmol,3.0eq.) ,0°C Mgk (103.6g,605.86mmol,3.0eq.) , IN5E/F,
i N EEE SN 16he TLC AR BRSO R 5¢ o SN 3, S il ibAE EEATT 401k, GE s /EATE
B0 AR ST L T e iR Y79 . 428 U586 .89 % .
[0042] (L EWTIVIIHIES
[0043] Bk &MITT(52.00g,114.90mmol, leq.) I fEAETHF (500mL) 1, 23 HE I LAH
(8.72g,229.79mmol,2.0eq.) , JN5E5 , FHE Z 1A, B4 S N 16h, TLC B R R I 58 . 7
SN R 3 B2 I N K8 . T2+ 15 % S SH A EN8 . 728 . /K26 . 16, 7 K SN, it 4H20minm,
o B8, THE R P FRi , & 1 THE , 3k 45 b L A5 2 S IV 1 k28 . 30, Yo%
72.77%
[0044]  {L &I -
[0045]  Bi{b A1V (28.3¢,83.61mmol, leq.) IAAEMeOH (200mL.) /THE (200mL) JE 577551
W, IIN10%Pd/C(10.01g) , Z ikt N5 Heall &0, FFE SO 16h, TLCS /OB SO 52 o SN i
W, BETRUR IR g A A B B T A K10 40g, 137861 % » 'HNMR (400M
Hz,D20) & (ppm) :3.58 ~3.55 (m, 1H) ,3.36~3.32(m, 1H) ,2.80~2.75 (m,2H) ,2.54 ~2.50
(m,1H) ,2.09(s,3H) ,1.95~1.89 (m,2H) ,1.66~1.54 (m,2H) ,1.28 ~1.22 (m, 3H; (ESI-TOF)
m/z: [M+H] caled for CgH N, 0:158;found: 159,
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[0048] (L EHYITITNHLS

[0049] Bk 511 (55.00g,201.95mmol , leq.) IAMEAEDCM (700mL) 1, JINTEA (40. 86¢,
404 .16mmol,2.0eq.) ,0°C PR L (69.13g,404. 16mmol,2.0eq.) , JN5E)5, =i N
FERON 18h o TLCR AR JFURE SN 5 o SN IR 38 , JE R AR IR AT 2k GE B /AR 15 2
TNt IhIR63 . 01g, 566 .89 % .

[0050] (L EHTVIHHES

[0051]  SUS5UH N, 205070 % FH R (92.91g,321 . Tmmo , 3eq.) 73 B AE T B THF
(500mL) HH, ¥ EIZE0°C, AN E P11 (48.50g,107.23mmol , leq.) [J30mL THFIAR , 7 N
5C, i N NSO Th, AR iR SR 16h o TLCSR /R JFORF N 5, ¥ H1520°C L TR N
10mL7KPA K N, Bt 10minf , b 358, JEPF I 100mL THRYEIA 20K, IR B -1, IO e e , 15
FIMEEMIIVA A bl k23 . 59g, I%65. 05 % o

[0052]  fLEWIIvf 25 .

[0053]  Bi{v 501V (20.01g,59.13mmol, leq.) JAMAYTEMeOH (150mL) /THF (150mL) V& 5745
H, IIN10%Pd (OH) ,/C(5.01g) , im H=g HR AU B4 R N, =0 MRS R 16h, TLC
TRIORFRON 52 o SN IR B8, BEIRROER e A ok A TA L AR B S T A bl 48 . 29,
%8861 % o 'HNMR (400M Hz,D20) & (ppm) :3.58 ~3.55 (m, 1H) ,3.36 ~3.32 (m, 1H) ,2.80 ~
2.75(m,2H) ,2.54 ~2.50 (m,1H) ,2.09(s,3H) ,1.95~1.89 (m,2H) ,1.66 ~1.54 (m,2H) ,1.28
~1.22(m,3H) ; (ESI-TOF)m/z: [M+H] calcd for CGHN,0:158;found: 159,
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[0056]  fLAWTTTIT- 1110614 .

[0057] K {L A 1T (50.00g,183. 7mmol, Leq.) IAfRAE LI (500mL) H, il ANa,CO,
(48.68g,459.3mmol,2.5eq.) ,0°C NI L+ (78.55¢,459.3mmol,2.5eq.) , fI5¢)E , =
i NP SO 16h o TLC 2R JFURE SR 5¢ o SO IRCEL  , TR A DAL IR A 2k (IR Bk / EATE
i) BB EMTTT S MR73 . 36g, 13:88.3%

[0058] L EWIVIA 25

[0059] ¥4k A #T1T(50.01g,110.58mmol, leq.) VAMARLETHF (500mL) H1, 43 fE HINLAH
(10.49g,276. 44mmol , 2. 5eq.) , MSEAT , FHEL A5, 5P 7 16h, TLCERIERL SN 58 o £
SRLBH 3 IS 12 AN IK10. 49 15 % S AL H910. 49g /K31 . 4Tg, R KSR, 5t FF20min
Je, B, THER PR IRIE , 5 JFTHE  JRAEER 20 AT 2L STV oy B ff 428 . 62, i
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76.52% .
[0060]  {L &IN5 :

[0061]  Bi{v 501V (20.01g,59. 13mmol, leq.) JAMAEYTEMeOH (200mL) /THF (200mL) V& 5745
WL IIAN10%Pd/C (5.01g) , &0 [ ESGURL 2/ KA FHEHE RO 12h, TLC R /R R} S v
5C o SN IR I8 , BEIRR R MR Gk KR, A B S T ik 7 . 508, R 80. 21 % .
"HNMR (400MHz , D20) & (ppm) :3.58 ~3.55 (m, 1H) ,3.36 ~3.32 (m, 1H) ,2.80~2.75 (m, 2H) ,
2.54~2.50(m,1H) ,2.09(s,3H) ,1.95~1.89 (m,2H) ,1.66~1.54 (m,2H) ,1.28 ~1.22 (m,
3H; (ESI-TOF)m/z: [M+H] caled for CgH,N,0:158;found:159.
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N)I\o/i\ DU FR
A"IP/O\ + J/:\)
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vi Vil
[0063]

(o]

[0064]  fLEHVITIFHIE

[0065] ¥ HVI (199.51g,602.27mmol, 1.2eq.) BINTHF (2L) F1, -20°C Ny hnpy HH 4L
IR (86.71g,752.84mmol,1.5eq.) , 525 ,0°CLL R4 N 1h, 0°C R b &#vil
(100.0g,501.89mmol , leq.) [P THFIA K (500mL) , MN5E)T , 250 Ntk S N 16h, A2 mon A
40 % IR AR N 58, BN o S R IREN LA & ShoKrp BRI, 457, KA FHEAZE Y,
GHAVUH, S Edr 2t GEBRGE/EAYER) 15 2 S #VITLN H il 4100 . 0g, Y%
49.26% o LHNMR (400M Hz,CDC13) & (ppm) :7.38 (m,5H) ,6.10 (br,1H) ,5.15 (s, 2H) ,3.77 ~
3.51(m,7H) ,2.88~2.86(m,2H) ,2.43 ~2.40 (m,2H) ,1.48(s,9H) «

[0066] (L EWTIHIHHIES

[0067] L E&WVIII (100.0g,247.25mmol, leq.) IEAEALEMeOH (1L) H, JITN10 % 40 A%
(20.00g) , == N & i &V, B RE S N 16h, TLCIE 7R R SN 58 o 15 TR ER 008, BRIk 4
B R ST et ik 55 . 01g, UK %81 .68 % o (EST-TOF) m/z: [M+H] "calcd

for CH,N,0,:272;found:273.
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