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[0044] St 5] 1) ol 4% e LR SR v, RS LT AR

[0045] 1) (S) - MR LEEIT %

[0046] 4 31 7% 1 = A I &URE 4% (130g, 1. 2mo 1) H N B BN A AL 4l (45g, 1. 2mol) (K T4
THF (BL) o [ NRAWIAE T0°C IR 1 /B, YA B =3, N (S) — 2K 2 BE 1K) THE %57
(0. Imol, 2L) o R 2L, G218 MK SEi ) THE ¥ (1mol, 2L) 0 RIV5EAR )G, A
N [P ERFR KV (BL)» LALLM CLOLDAEE =R A FF HE HUAH LU A & 2K e — k. T
B, W45 . 1931 EEE A, IR 98%, ee fH :96%.

[0047]  2) fEZEALE D&

[0048]  Hf 94g —AAEME, 52g 4K LWEA 38g3— ok — AHAENEIE RS T 200mL PU SR , PR
£ 0°C, MA 72.4g 1) DIAD. JRGWLER RSN ZW5EH: 3h, TLC A S N 5842 fim , W4
S, R AT JE AT (BAHEX=1:4) 133 F (LA AR B4 S 4, W3R :85%.

[0049] 3D J5 AL AW HIH#%

[0050] % 41g A4S WF 200mL BSHE & 220ml Z VA 5, 218 N 6. 95g Bk , B,
202 TR 2 AR S BFE 1 /N, TLC R & A58 4% 5 IIN 500mL Z 8% FH 500mL 7K,
I LA BB R, 4 J2 5 A HILAH DL NaHCO, 7K, ZK I Shok Bk I 105, 1 U8, W46, 15
Bk L A, R :96%.

[0051]  4) VAR I %

[0052] ¥ 35g HEMAMEWET LIET, B2 0°C, A 20. TgNBS, fii#k 15 7380, 44,
TN CBEFIIK , G HUAH T4 5 15 2 o G T AR A, 3 97%.

[0053]  5) N-Boc tb & 4K %

[0054] % 7. 08g WA FI 6. 4g HHER KRS T 7OmLDMF A, JI AN 5. 4gNa,CO, ] 17mL /K¥&
W, FARE #2352 IR, N 596mgPd (PPhy) CL,, B A S B# SR =K, RNIEES W T
JLE 8T CHiFE 16 /NN, TLC AN 584 i » B 22 253, NN 600mL £ 1% £ Fad B, ikt +
kg, H GIR CBEYES: A I SR L I8 AR RN T8 5 Wk 48, R ™= i AR E R 4k, IOR -
65%.

[0055]  6) oo HLMERE JE I il 2%

[0056] K [E {4 100mgN-Boc A & 4% T-/0 & A e, 72 0°CHidE, A ANHCL [ LR &
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BRI 2mL, Pt 20 7385, TLC R B 56 42 , 9 Hs o 255570, N 10mL 7K, DATR R &M
[l A3 pH=10, 48 FH = S0 e 20 T4, W4, 45, 19 3028 Ll 7, IR 90%, ee%
99%,

[0057]  sijitafsl 2 il v HL RS JE

[0058] ALt 4] () il 5 5 i AL AR LA R PR

[0059] 1) (S) - MIAIFIZE LBEIR) i &

[0060] 3 7% I = A1 JE S0 B 45 (130g, 1. 2mo 1) fn A R BN S AL 8 (65g, 1. 2mol) [ 15
THF (5L) o [ NRAWILE TOC IR 1 /B, ¥ B =35, N (S) — 2RI 2 BE 1K) THE Y57
(0. Imol, 2L) o FF LM 2ENT, 212 AR S/ THE ¥ (1mol, 2L) 0 RV SEA)E, IIA
N [ ER R KR (BL) o LA LM CLOLDAEE =R o & FFHE HUAH DUB A& Bk e = k. T
B W5 . 133 B G K, CE 96%, ee fH :96%.

[oo61]  2) iR AL SR Hl#4

[0062]  ¥f 94g =ZEILRE, 52g K LEERN 38g3— FAHE — AHFEALIERE T 200mL PU SN , AR
£ 0°C, MA 62.4g [ DEAD. VRS VIR TR T ZEAFE 3h, TLC LI SNV 58 42 J , W4
S R AR 2T (BATHEX=1:4) 13 3 A G [E AL A9, B3 83%.

[0063] 3D 75 F Al AW Il #%

[0064]  #f 41g AFEEAL S HAT 200mL EEES & 220mL ZFHVES G, 2B N 6. 95 Bk JE , 55,
1818 L 2 [FIACIR S BRE 1 /N, TLC Rl 5842 5, i\ 500mL ZBEFT 500mL 7K, K
N LA BR A R, 43 I, A HLAH BA NaHCO, KW, ZK P Shok BEidk e 05, i U8, W44, 15
Bl er e A, eF :93%,

[0065]  4) WA &

[0066] Kt 358 FENAEWET LIET, B2 0°C, A 20. TgNBS, fii#F 15 738, W4,
BN SBERK , A HUAH T4 5 15 20 28 0 [ AR RARAD , e :95%,

[0067]  5) N-Boc th &4y %

[0068] K 7. 08g IRARMIFN 6. 4g MR BEYS T 7OmLDMF A, I N5 5. 4gNa,CO, ] 17mL /K ¥
W, RV E #ea =K I 596mgPd (PPhy) ,CL,, Ff FHEVUE# T =R, RNVIR G Y T
MR 8T CHIFE 16 /NI, TLC AT N 584 Ji5 » B 22 253, I\ 600mL LR £ lEA R , A8t 1
g, H AR CERVES, &I 1 LR LBE LA BRI T8 5 W 4, 7= S &AL Z AT alifk, 15 31
TRPEE A, R 62%.

[0069]  6) b HLMEEE JE M 2%

[0070]  F4 [l & 100mgN-Boc tb &M T/ & A Fhirh, £ 0 CHiHe, A ANHC] [ LR &
BV 2mL, FEFE 20 4380 S5, TLC R s W 5842 J » 980 B 595570, N 10mL 7K, DUk R S8
[l AT pH=10, 48 FH — S Be 2 BT T4 Wk 48, 45, 79 328 Ll 14, IR 89%, ee%
99%,

[0071]  SEJAA] 3 il 2% v B

[0072] AR St ] () il 2% 732, AAR LU AP BR

[0073] 1) (S) - MRIZK L BE i) %%

[0074]  WEEr 28 AL T 2 T IR SRR (180g, 1. 2mo 1) AN A RIHHEALEN (65g, 1. 2mol)
T THE (BL) o JRNIR-EWAE T00C IO 1 /NI, ¥ 2, I (S) — 2RIz B2 1) THE
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(0. Imol, 2L) o R SARF= AR, ZE48 0 N5 W () THR ¥ (1mo 1, 21) o [N 5E 4 )
BN 2N (1) Eh R KWV (BL) o DL LMK (10L) ZEHL =Ko A FF B HIAH LALAT £ #h /K BV =
Wo T, W4 . 1929 ERE A, B3R 97%, ee {H :96%.

[0075]  2) fHZEALE D&

[0076]  Kf 94g —RILHE, 52g 2K LFFEHN 38g3— Fdik — AFZEMENERS T 200mL DU SRR, P
£ 0°C, A 62.4g [t DEAD. JRAMTERTRY N i PiH: 3h, TLC &0 R NV 564 5 , W4
S R AR E AT (BAHEX=1:4) 133 [ G E R AL G4, O :83%,

[0077]  3) HEMALGWIRIHI4

[0078]  #f 41g AHEAL S WA 200mL EEES & 220mL ZEEVES o 218 N 8. 07 58y, 55,
1802 R 2 [FIRCIR S BLRE 1 /N, TLC R & 5842 5 I\ 500mL ZBEFH 500mL 7K, K
IR LA BRAN A1, 43 )2, A AILAH LA NaHCO, 7KW, 7K FITEr #h /K sk J5 T8, ok €, iRk 4a, 15
Bl—Hrer ek, BeF 86%.

[0079]  4) WRARMITIHI &

[0080] ¥ 35g AN EGWEET LIET, B2 0°C, A 18. 6gNBS, fii#¥ 15 7380, 44,
TN CBERIK, A HUAE T4 5 15 20 2 G AR, IR 88%.

[0081]  5) N-Boc tb& 41Kyl %

[0082] % 7. 08g WRARFI 6. 4g MR BEYS T 7OmLDMF A, JIAN &5 5. 4gNa,CO, ] 17mL 7K¥&
W, VB B =K I 596mgPd (PPhy) ,CLy, FF FHAVUE #2 S =I0 RNV IRG W T
JLE 8T CHEHE 16 /NN, TLC AN e V584 i » B 22 253, NN 600mL £ 1% £ Baw B, ik e+
Ly, H R CBRVES, & 11 LR LG LAR BN T 158 5 W 4, FL 7= S &AL E Atk 19 31
BB A, WEE 59%.

[0083] 6 b HL M JE [ il %

[0084]  Ki[FH & 100mgN-Boc f&W)ws T/0 & — @ e, /£ 0 CHitt, A =HE R &
MR BRI (M=1) 2mL, HiFE 20 238P)5, TLC AN S MY 56 42 0 » IR B 29550, N 10mL 7K,
DA i S 0 1 A 1 15 pH=10, 48 FH = S0 e 2R U 088, Wk 4, TE45 0, 13 31028 A i, i
K T8%, ee:99. 9%.

[0085]  MSm/e450 (M+1) (UL 1) . 'HNMR (DMSO, 300MHz) (L[ 2) 8 7.92(s, 1H), 7. 76 (s,
1H), 7.58(m, 1H), 7. 53 (s, 1H), 7. 45 (m, 1H), 6. 90 (s, 1H), 6. 10 (m, 1H), 5. 55 (bs, 1H), 4. 14 (m
, 1H), 3. 05 (m, 2H), 2. 58 (m, 2H), 1. 94 (m, 1H), 1. 80(d, 3H), 1. 76 (m, 1H) .
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