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AL - 5 TACE S S TP S S S T BT A DU SR 2 P DY SR g | PR
FERUCT FEREAN S PRt ALK TAL AW TT 1 0- f7aRH R £t

[0133]  fE 57— ANSEitir S, et nl FIEAERI &K (1D AL S b K AR AL &4 -
[0134]

L,

[0135]  HLASCE ik i th 9] Y A8 Y ) A A St s 5 o 0 WT AL S YA S
HRLEAL SV 73 B E 2 — BT

S5l

[0136]  WIASCH T 5 7EIX 28 77 v R AN S48 i FH I 45 -5 R 5 2 /i R 2 SR
FR g B TR —3, i an, 36 EA L 2SI T (the Journal of the American Chemical
Society) B E VL HAT] (the Journal of Biological Chemistry) . il {8 FHARVER
P RFECE RS A R TR TR IR, RO TR E R R R B L M, BRAE AR
SRR AR, 4 W BT A I A RS A N Ak 3R1S 5 HoR itk — b iRaimfE . R
RIS, LAF 465 ] 75 SE 90 R d R vl - rpAs A

[0137]
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g (L); mg (£ 1);
L (#); mL (£);
uL (f&A); psi (B/F 7 &7);
M (& R &9); mM (£ & R #h);
N (FF£); Hz (##);
Vol (4:4%) MHz (Jk#%);
mol (B R); mmol (£ & R);
RT (£iR); RP (RAR);
min (£5-4F); h () E);
lo13g) MP (%&&); TLC (% & &.i%);
Tr (PR BF18]); MeOH (7 &%);
[-PrOH (F+ R B%); HOAc (Z.8);
TEA (= TkE); TFA (=R T B);
THF (9 &7k 7h); NMP (n - F K ribed ST BR)
DMSO (=¥ #& ZR); EtOAc (T8 T E);
DME (1, 2-=F Lk Tix); DCM (=& F1%);
DCE (—#.T}%); DMF (NN-=¥F # ¥ &
JEe);
atm (K A/R); HPLC (% /& &40 &%),

[0139]  FRAEZSA U, SWIPTAREBLLIC (BIKE ) Rk, ra RNVIYIESE BT
ST HAT, BRAE S A UL
[0140] fF Varian VXR-300. Varian Unity—300. Varian Unity-400 {X #§. Varian
VNMRS-500 B3 38 FH H1< QE—-300 Fics 'H NMR 3% . Ab2: i LLE J7 482 )L (ppm, 8 BA47)
ik, MG HEUUMZE Hz) ABLL. HETERIA R 2 EMELL DL s () od () |
t( =) h(LEE ) q(PUEW ) .m( ZEIE ) br (50 ) bR,
[0141]  7F JOEL JMS—AX505HA. JOEL SX-102. Agilent %% 1100MSD.E;# SCIEX-API{iii
ot Bl HE R 50 (MS) AT JOEL SX-102A 430tit 3R15 & 73 #F 3 MS. T I i
TS I S L (BST) (b2 HiEs (CD) Wi vfEdh (BD) PeiEid@a thnr&dy (FAB) J7
HERIAT . fE Nicolet 510 FT-IR 46tk EAEA 1-mm NaCl 4 ffskfg4rst (IR) Jeilt, 1@
it AE 0. 25mm E. Merck iR (60F-254) (1) 2= 0 I 48 BT A 10 | MY, 2 i ) OV Ol
5% LTEMEARAIR 8k 2 X AR AR LK VS MR i (0 AERERE (230-400 H ,Merck) biEAT PRIsAE
i, {fH Perkin Elmer Model 241 FEJGIHAFZIBEGIE . A Mel-Temp IT {SGI5E 45 &
HHRERIE
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[o142]  DLURSEHifal iR 7 JCH AT T2 (D AL EW0-E b i A AR & Rk

[0143]  SZJEf) 1

[0144]  5- gL -1-(1- AFLLH ) -4-({4-[ (- AIL oL ) S ] 3 ) &) -1,2- =
. —3H- kM -3 i (3) FHFEINHS 2 T1T

[0145]

Qs

o MsCl (1.1 5% ) o8

O/)[/_‘_L e (L1 4&) o

N - E:l/ I\?"u
)\ o N MeCN )\o NH
1 2
e 1

80%

(o}
‘\s/ Q‘ 7/
bt .S OH
o > ey Vess,
N — Sy | "0 \—
)\ NH )\ N 2) NaOH
o) NMP o 3) HCI

B 2
70%

[o146]  (1)5- AL —4-({4-[(1- MIL LI ) &AL ] 2838 | L ) —1H- kg —3— L fi g
£ (2) Wl -

[0147] % 102g (0. 89 /R ) FP il 5 S0 T 59g (0. 89 JE /R ) MbwE, 7£ 20 C M MA S H
200g (0. 81 JBE/R )5 FIFE ~4-({4-[(1- FEELEE ) &L ] 2R3 ) 3L ) -1,2- =& -3H- ik
e =3— i (1) KICHE (5 R ) M HEET . ¥ RNYITE 20-25°C iR 1 2 2 /M.
16 20 3 8P DA IK (16 AR R ), B B ik R N ITE 16 22 20°C R ke 1 /o [ 4 it g
HHBANK (2x 2- FL) BRIELLIZRTR 210g(80% ) 1E A K A G AR T F k&Y. 'H
NMR (300MHz , DMS0) 8 7. 04 (d, ] = 8. 8Hz,2H) ,6. 79(d, ] = 8. 8Hz, 2H) , 4. 52 (h, ] = 6. 1Hz,
1H) , 3. 58 (s, 2H) 3. 44 (s, 3H) , 2. 08 (s, 3H) , 1. 22(d, J = 6. 1Hz, 6H)

[o148]  (ii)5- 2L -1-(1- FRELE )4-(4-[(1- FRLE) 8&E] xE T BHE)-1,
2— &1 —3H- LM —3- i (3) [T

[0149] ¥ 38. Tg (1. 62 EE/RK ) A AP 275g (1. 6 FEIRK ) FNFEML, 7 20C T IMA&H
175g (0. 54 FE/R )5— AL —4-({4-[ (1- FRELE ) A ] & L FE) -1H-npmge -3- Z
Ffg 2k (2) 1 NMP (5 1AFR ) I BPETP . 78 20 & 25°C iR N Bk 2 /e, SR
A 98.9g (1. 6 BE/R ) LPli, B AE 60°C FHiH W AWIE 1 /M. BAE A 404ml (1. 6 JE
IR ) ANNaOH FH I (5 7R ) , 4 e NIR-G I YEFEAE 60 CIE 1 /M o A EHIFTR N A 2 15°C,
I 12N ZREAN 200m1 KUY pH 22 7 22 9 Z [0 #AE MATTR N BV 2 60 CIRFEL
5Bl ARGV HI A 15°CHFIRER 16 /Mo el fRad y o /K (2x2 1) Peidk, R4 60°C
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N AS BIE A IR A AR R BT AR AL A (108. 88,70 %% ) o 'H NMR (300MHz,
DMSO0) 8 9. 41 (s, 1H), 7. 03(d, ] = 8. 6Hz, 2H),6. 77 (d, ] = 8. 6Hz,2H) ,4. 51 (h, ] = 6. 1Hz,
1H) , 4. 28 (h, J = 6. 6Hz, 1H), 3. 44 (s, 2H) , 2. 06 (s, 3H) , 1. 25(d, J = 6. 6Hz,6H),1.21(d, J
= 6. 1Hz,6H) .

[0150]  sEjfifs] 2

[0151] 65— FIZE -1-(1- RO ) 4-({4-[(1- I LE) #H ] 25 ) -1H- it
e —3—- & B —D— ML IR (4) &

[0152]

< —('”m R
Ny

HMMOY LEAER o .0

LASE HO)?L‘/T,

o} o

3

RTH H OH
2.8 1104 OH 4

[0153]  *#f 3200g (7. 80mol) 2, 3,4, 6~ 4 —o— LBEFE — a —D— LA R FE VAT 311g (13mol)
ToKEEAER A, IS 1500g (5. 20mol) 5- 2L —1-(1- FAFE 43 ) —4-({4-[(1- &
LFE) EEE ] Y I -1, 2- & -3H- mtbmE -3- i (3) /9 151 (10 /KRR ) SUT EE 28
FERED T . B RNYIMFAZR 38°CIE 4 /M. I 25% w/w EEAL B 721 (33. 8mol)
FVRAW), B SONAR T A 38°C I HAREE 1 /i I 7. 5L (5 KRR ) K FFK VR A4 4]
£ 30°C. fFIEHIF B S E . I VIR AR L0, 7Rl T2 A2 3 AR InA
18L (12 AR ) K FF T A2 35°C o KN AEN di A, SR JG 75 33-37C itk 3 /hinf . 2R
JEVAE A 20°C I A HERE 2 /NI o R B A T g 4. 5L (3 AR ) KPR IR, AR5 7E 40°C
T4 LA BIVE A (1 GBI A K BT 75 bR AL A4 (22008, 90 %6 %) o 'H NMR (DMSO—dg, 500MHz
25C) :7.09(d, J = 8.6Hz,2H),6.76(d, ] = 8. THz,2H),5.20(d, J = 5. 1Hz, 1H) ,5. 13(d,
J=17.7THz,1H),5.0(d, ] = 4. THz, 1H) ,4.91(d, J = 5. 2Hz, 1H),4. 50 (h, ] = 6. OHz, LH),
4.42(t, J = 5.6Hz, 1H) ,4. 34 (h, ] = 6. 9Hz, 1H), 3. 63(ddd, J, = 1.9Hz, J, = 5. 4Hz, J, =
11. 8Hz, 1H) , 3. 52 (s, 2H) , 3. 44-3. 51 (m, 1H) , 3. 14-3. 26 (m, 3H) , 3. 08-3. 14 (m, 1H) , 2. 07 (s,
3H), 1. 27(dd, J, = 4. THz, J, = 6. 6Hz,6H) , 1. 22(d, ] = 6. 2Hz,6H) ,
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