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6 & H: BRECEBEZ R (5.00 g, 28.46 mmol, 1.00
equiv.) T 100 mL HH R L, MM 20 mL 1] DMF
WAk, RS TR 2d, RRRMSERSE, N 170
mL10 % IS B EAVE T, T e UE, JEE A H20 T,
WeAR g, A 170 mL I, 80 °C F4i#E 30 min.
WHRAEZEER, dE, 38EH 300 mL HEEF EA 1)
HWEE, IR (18.00g, TR 78 %).
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JE% 80 C, MMIEIRN 5 h &, 151k k78
TR 227, INFIRRER SN K, FH EA B BEA K
3 K. AHUESEEE, T8, S8, BEAmRR
FIEHIERG, 3779 (9.50g, 773 84%).

8 & fili: FREUE K} (4.00 g, 9.66 mmol, 1.00 equiv.)
1 3,3- “HERFEGR (0.97 g, 9.66 mmol, 1.00 equiv.)
T 100 mL HLIE RSN A, IIA 30 mL ) DCM ¥
I )2 29 7 i0 N DIPEA (3.20 mL, 2.50 g, 19.32 mmol,
2.00 equiv.), FEIE F#EE 2 min 5, [HE A0 HOBt
(1.57 g, 11.60 mmol, 1.20 equiv.). & i& FHikE 10 min J5,
] Ho i EDCI (2.22 g, 11.60 mmol, 1.20 equiv.) . 25
YRR RN . RN TE RS RS I 50
mL BRI &L, i DCM (50 mLX3) ZEHL, IR
EEHAE, 25 3 M FERER (200 mLX 2), BREZE
W (200 mLX 3) AIErEh/K (200 mLX2) ¥k, HAHL
MW, T, U8, WURZEEER U8 R I
FJE, 1A 4.10 g, FEEHT (PEJEA, 4/1, v/v) 13779
(2.96 8, 73 67%).

9 fr)& k. FREUERL(2.96 g, 6.44 mmol, 1.00 equiv.)
T 250 mL HLE A JEBENR H, I 100 mL ) DCM ¥ i
0 ‘CUK#s, WA TiCla (2.12 mL, 3.67 g, 19.32
mmol, 3.00 equiv.) #J DCM &R+, EBEKE R =R,

ARSI FE N o 15 SN 56 U > 101 ROBEH TN 150 mL
YRR R AN VAW, FEH] DCM (150 mLX 3) & /K AH,
AN, TE, JIE. WERIER, BUEZM
bR LIEM ARG, 3HA 3.10 g, FEEMNT (PE/EA,
8/1, v/v) 157/ (740 mg, % 58 %).

10 & B . FRELJE KL (640 mg, 3.21 mmol, 1.00
equiv.) 100 mL HLIF LA, I 35 mL ] DCM ¥
fif.0 CUKI T, MM H A DBU (0.54 mL, 538 mg,
3.53 mmol, 1.10 equiv.), Eifd FHEF: 5 min j5, M
S\ BrCCI3 (0.32 mL,637 mg, 3.21 mmol, 1.00 equiv.).
EEME B EIR, FE NRSEHRER N .. £ 58
Jo, TSN 50 mL RSB VAW, T EA
(100 mLX 3) JEWAKM, AP, T4, JIE.
WCER DB, V30T Z8 VR 23U R VA 7R S A N 800
mg, FEJEHT (PE/EA, 10/1, v/v) 15774 (543 mg, 7=
85%).



11 fIE R 2 BIFREL MeSO,NH; (1.5 g, 15.3 mmol,
3.00 equiv.), AD-mix-B (2.1 g, 1.50 mmol, 0.29 equiv.),
NaHCOs (3.91 g, 45.96 mmol, 9.00 equiv.) T 250 mL &
AR, SR 7 =B 70 mL t-BuOH A1 70
mLH20, FiiHEZFEAE M, A JEEH1.00g,5.13
mmol, 1.00 equiv.) FiHER S, FFRBEE NG, T
TRk WA, HERSHEY) (1.208, 773 96 %).

12 W& A FRELJE K (100 mg, 0.37 mmol, 1.00
equiv.) - 25 mL FLIFE KBRS, MA 5 mL ) 1,4-—
ARG (RA=1/1) . =R T, N
A 4N ff] LIOH ¥ (0.10 mL, 0.37 mmol, 1.00 equiv.),
AR, T FFRNEE RS, A A
T HERE (10 mLX 3) Al EA (10 mLX 3) JEVE/AKA, FF
AAHVAMEE NS, T8, I8, JRE MR LI
RS, 19771091 mg, 775 96 %).

18 A H: FRHL Boc S 5w FE (13.54 g, 57. 94
mmol, 1.00 equiv.) T 500 mL &30 [ JE B 4, A
120 mL f¥] THF ¥&f#. -20 CR, AN EF RS T
fis (9.49 g, 69.52 mmol, 1.20 equiv.) 1 NMM (7.03 g,
69.52 mmol, 1.20 equiv.), -20 ‘CAkLEIEER N 2 h J5,
B E R =R 1RSI 30 %Z KB (200
mL), =i PSR 2h, FFRNER)E, W, H
EA (200 mLX2) JH¥EKAH, UEANAH, AR
(500 mLX2) &, MANTCKBREREN T4, iE. Uik
DB, PRl KRR LA, 4377 (12.50 g, 77 99 %) .

19 )& B FREUE K150 g, 6.51 mmol, 1 equiv.)
T 100 mL FLEFE BN H, I 52 mL [ THF ¥ .
=/ T, A Lawesson X7 (1.50 g, 3.71 mmol, 0.57
equiv.), REEHEFERN, R R BLEHA 50 mL
BRER BN WA K, SRJG N 25 mLEA 4k 8245+ 1 h.
R ONEEH G, i, H EATEVEKAH, IR HLM.
IONTEKBR R T, 98 . UREDEWR, & 728 T BR
A, 19 3.60g, HEJEHT (PE/EA, 3/1, v/v) 1577
Y (1.30g, =% 81%).

20 A % ARECJE R (1.30 g, 5.27 mmol, 1.00
equiv.) T~ 100 mL HL30 [E JE LM A, S 20 mL () DME
WfE. -40 CR, IABKERZE® (1.77 g, 21.11 mmol,
4.00 equiv.) FIERARTNENER 2. B8 (4.12 g, 21.11 mmol,
4.00 equiv.). 8T ERAEZE-17 C, dREEHHER L,
M. FERMSERSG, 8, JEEH DME ¥, Udk
TEW, REZETRBR EVEN, A 3.98 go R S
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% 50 mL LR BRI 20 mL () DME ¥ i .
0 CF, M TFAA (0.59 mL, 0.97 g, 4.59 mmol, 1.50
equiv.) T 2,6- - HIZLLIE (0.33 mL, 0.30 g, 2.82 mmol,
0.92 equiv.). 0 ‘CHREEAHHE N, IR o RV TERE
PR ZE R EVE R, A DS EA TR,
IAAKIEYE, AVME WS, T, duE. WhiiE
T, VBUR ZE TR AR, AR 1.35 go HEEMT (PEJEA,
3/1, v/v) 57 (625 mg, 77 60%).

21 & R FREUE KL (500 mg, 1.46 mmol, 1.00
equiv.) T 25 mL BB EIEH, MA 20 mL 1) 1,4-
RGN (RE=1/1) . ZR T,
JNN 4N ff) LiOH ¥ (1.00 mL, 2.97 mmol, 2.00 equiv.),
AR O, W e AR E, AR
AT FERE (30 mLX3) 1 EA (30 mLX3) JE¥EAKM, BT
BAENAHE WS, T, U8, k2R LR
FHIERE, 37790 (435 mg, TRE 95 %),

28 MG H: ¥ (S)- LA TR MR #h(5 g, 27
mmol) T~ 250 mL S E L+, I ZEE(90 mL),
VKB RN = Z.%(3.2 mL, 29.7 mmol). #(R)-(+)-H i
1 P H(3.36 g, 25.9 mmol)i& T~ ZEE(100 mL)H, FFIMA
KN R AEFE 5 h, TLC WM Bise 4, IR
Wil MY B #E,  FH7K(30 mL)FI#E7K (20 mL)
Ve, BHMHEITIEE, H brine PRikBRrEAHAMHZ &
KAy, ToKIRBREAT A NI, IR I . A
Zab RN 4.

FHFHL S NN CH3CN (150 mL) e, A MnO; (30.2 g,
540 mmol), £ 60°C T IN#HE N 48 ho TLC il 2
N 5E4 . RLE APt -+ E ik uE . U B LA, H brine
Yok, WhUE, K48, HIEHT(PE/EA, 7/3,v/v), 1R
AR b10(3.2 8, FiBT=K 46%).
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