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BEARAKRANFH —ANRHFET, RETHEX 1a 69 4-F RE2AHF
AU TE, BF BART RS, BEARLEA, L Egdey 6-R14
R Fo b 2-FIEA N-R Y R0k B 5] B RAHRSHFIA.
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WmAEE 2

X B o B ( ) I o B (g)
0 & D) Hzcﬁ ) - w —_—
U < % N;: ~ 7.1
A0 ol rR'C  OR' R'O ‘OR
v v I
- (a) (d 1= O) Pl —
IVa: X=0H Va: Rl=H Ma: Ri1=H
IVb: X = fj % <€) F—vb: Ri = CORM=€ I1b: Ri = R15C0 e~ D

R0 B N B
O 1 0O . R’
» = ]
PR &z
y = 2 0N
HO OH 3
((0.9) B

R0  “ORrR
I
Ib: R! = R*CO; R? =R*CO

BAREPAH S —AEARFTEP, BETHHEE Iva 4184+ R R

Ao RO EXATE LXK 1 8 4-BRE2 35 -ZBA-BFNAY 5 ik
s (RAEH 2), Ak e (ik Iva 5 XA 88, 23 1vb; (i)yE

IVb 5BLE 1L XA He A, A& 5-2F 2 F0eH Va; i)k Va 55

R AR R FIER 69 & ST AAes ik, £ KK E R 1a; (iv)

12 la 5 BULA AR, 58] 88 Ib; Fo(v)id 5'-8F K2 3- — B4 4 H b

A4 1Ib AE AN F 69k 5 i # 8 R*C(0)O0H. # & R*C(0)OH =
10 AL MARSE RS IEALA B4R, F73) 1.

HTRFEPHRESETRAOKED RERY, R/ Ry %A
%2 FE 249, T. TsujiF= K. Takenaka (Nucleosides & Nucleotides 1987 6 (3):
575-80)2F T #£ DMF 3 HMPA ¥ A @ f{bafe TPP 1 L thIP 894K
5-# F BRI F ik . Maag F(LX)ATF T BT vbrg ok A

15 FHEEEH ERER S8R TPP 2ARME AR BT
Fik. BREFEA 29-59%. HCEEHEAA BULHY 65 ik R AN de 8 (4
Fw, A J. March, Advanced Organic Chemistry, John Wiley & Sons, % 4
§E, 1992, % 431-433 R). EAXLAF HGTR@)Y, EiLA THF KE&E=
PGSR s R 3% ) BURLIR . AR B SR E Bt fe A, FE IVD 89 E

20 HEA84%,
5-H KRG 0B AR R K & A #iE(T. Ueda, Chemistry of
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Nucleotides and Nucleosides, L. B. Townsend (%%%), Plenum Press, NY,
1988, 5 83-88 W). March X FF ¥ T3] Al 64 58 L4187 BLEGAL
FXF) 49 € #-F(J. March, £, % 1023-1025 ®). Maag F(_ EX)ANF
T/ DBN = FE4ARAR XA TATEMMARLER F ik, EREAF &N

s TROPLAT, FEARGLTRAELR, T W TEEABTIA N-FLD
WA T AEBE 2 mARAE Lk R,

ARERAF ENTR()R I EXH R KB IRIPH RO F B R. %
THME R (Fl=, RIL M. E. C. Biffin F Chemistry of the Azido
Group, S. Patai (%% %%) Wiley-Interscience, 2225, 1971, % 61-63 R)F & &

10 AZ(N. I Sax # R. J. Lewis, Sr., Dangerous Properties of Industrial Materials,
van Nostrand, 245 1989, % 1993 )4y Lt B MR AK, EAH
AL B R AW 896 B BEL ob 90 S I AT IR A A R E R AR H K
%, % B 7R T R AAZR A F 8L desk, Maag % (L)% Moffatt( LX)
BT T BEHAT S- BTV EBFEG R, SARTHR, AECBEETF

15 AFREA ARSST| AR FL % 4074 T FL(Advanced Reaction System
Screening Tool)] F X A& RALE L Fost b R4 My bk B R ALK 4 B2 52 b4
106 E S FREA e An R B 5-T 9 X AR EF 2R E R . Rk M,
Frid B4 hAase A at], LARFER =X SR, Bk, #HFL
ZLARNEABRRMMETH THRER, BFA=ZCEAERE

20 (BTEAA)MER 5B ) RALHTIES B . ¥ BTEAA. Vafe NMM 4
MeCN ZER %S Z 0-5CHmAmtf THF 6958, £ RATHEHHARE K
ey 1la Fo - AE 2T RRAR IX, Bo 4 0 £ 9:1 (ITa:DX). iT-F49FRLdhid
WilkAe ) F ) N- LB F R RBAR R &, N- CBE F BLR B 1bmtst & &,
et BAL, REBiTiNE S —Fr i KT BRI B B AR E 4

5 Y SCHREEEHRALFEAL A KT BB IIb (R = Ph), #wibiFs e
SR Y BB AT LR B /BB 3 (63 MCPBA/MCBAY S8 B4R R K,
%3] 1,
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15

20

AR 3

I3

e s o ool

2 it e O

R0 OR’ HO OH
(VI) VII: R!=R12CO; R2=R%=CO VIla
VIII: R'=R!=H VIc: R3=H

VIIb: R'=R>=R*=H

EARALZRH —AERFEY, BETHELF R W EXHELY
4-FREFH VI 85k (REE 2 & 3), FIEFEEHATIE: )k
B IVa 5 Q4R A Bk, A2 5'-0REFHEMY IVD; (i) IV 5L
ML SR A, AR 5-BFEEFNESY Va; (iii)E Va HEBEER
FHMENMNT P 6B RAFT S f, 4 R38R EFY a; (ivVE 1a
HB kA BAk, B2 =8 b, £+ R\ R®F R W LXK, Fa(v)iks-
MmE A3 —_BEBL TS I EETENPHERETHER
R*C(0)OO0H. # B R*C(O)OH FofEit ittt A Ak, £ 1 (vi)
1 54& CH,ClL, ¥ 8 1,24-=7%, Z R EBALBH TEA 34, F3 == VI,
(viyig VI 5 S8 AR TEN (#Hl42, MeCN. THF 3 DMF)¥ #4i%
BB ER =, 53] 4-F8K-23,5-ZBLERE VI (viiyfE VI
5 RABF YRR R B, 2K VI X5 [T E R Bshey &
Y, FREEZHTHEEELETHRELETESGL Y.

BERZAH—NEHTRT, RET HHEF IVa 4154+ R R
o R4 EXATZ XX T # 4-F 82,3 5-ZBA-ZH AW T %
CRFZHE 2), PIAFHa$: ()2 IVa 5 QLR A B, AR S-5RET
b4 Vb, EF R'AE; (e IV SRHLEEF R, A& 5-27F
ALY Va; (i) BLH LI Va, 53] Vb, Al pH 204 75
NaHCO; KIFER&RFIR Vb Fo b K RREHIER GERE; (iv)REBLEA, 4
AR Va; (v Va H5IEME THF # MeCN ¥ ¢4 & ST fontlifk, 4

27



200480017153. 1 oM P FE17/28m

10

15

20

BRAX B AL 1la; (viyik a 5BUeH &4, F3] =88 IIb; F(viiyE 5'-
P A2 _BABFNEA I AETEATHERELAR
R*C(0)OO0H. # 8 R*C(0)OH FoffikibAast A5 kk, 432 1; (viii)
1 5 CH,CL, 749 1,2,4- =7 . ZRABEF TEA 4k, 53] == VI,

(V& VI 5 R B4R EAE IR FEN P ERBEBATSR =%, 173 4-
R A-2.35-ZBLA IO VII; (x)1E VII 5 RAeBE 65k A0 ELRES,

%3] VIII,

EREPH S —AEHRFTET, BRETHE 4-2RARE VIIIa 69 F
ARB AR F ik, FTAFROEWAEE 2 &3 PAAA4E VI, L&
AR ANB] A T 458 VI M F BB KRS+ TRk,

Wit &R —HEBHNRBERR, 2EERKAEH LT
¥ RFFHELE M. skob, Gk A RKARGER, RBEMNIFFTY
H oG ARRFAVER, Bk, BLEBETHRTRAF. WRE S
— il 5- T P RAZHF AR Va, TAERE T EH Y EATET G TR
(ii)Fe(iv)FI NI F EF A mBRER AT HR., sl, BLabE. Bk,
AR BLBLH T A — A B P #EA4T.

BEREAGF—ANFERFET, RETHERLT R HEH 4-BRE-
FOF VIa #9756 (CAAEE 2 & 3), BHFEAIEATIER: (MEEFIVa s
TPP. Atfoskeddift, A& 5-BAREFHLESHIVD (X=1), LT R' HE;
(i)Y IVb (X =1)5 DBN 3 FE 44340, £ & 5-T F XA LAY Va; (iii)
1 Va 5/ THF #» MeCN ¥ 8 F A= A R Rivscfoatdi s, AR
AR E ALY La; (iv)E Ta 5XFELREAR, %] =88 IIb (R' = PhCO);
Fa(v)yik 5'-m K2 3- B EAZ H 1A 1Ib (R' = PhCO)fE KP4 74 % Ao
FEMMEA HUEF) P # 5 R S LB RP*C(O)OOH. # B R*™C(O)OH #2489
HABMALH A, 53] Ib (R % Ph B R® A5 b#IRA 4 Ph); (vi)iE
Ib (R"™ 3 Ph, R®™ A4Eik bR Ph L R® A 5)5 £ CH,CL F45 1,24
e ZREMEEA TEA 4%, 1335 = VI(R" ) Ph, R® b4Eikibik
BAE Ph B R’ A A); (viifE VI(R™ % Ph, R™ A4Eik kB4 45 Ph B
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15

20

R’ A 5)5 EBMEFRUH N ERBERBATR =4, 53 48 K%K-2.3,5-
ZBAE VII (RP# Ph, R™ AEIANRE Ph B R AR); (viii)
1% VII (R"™ 4 Ph, R™ A5k B AK 69 Ph B R® 4 £)5 KA1k fBiey
SR BEARCA LB, 153 VIIIb, 3% VIIDb AJF ABE/ K/ P4, 132
F B VI,

Moffat( L X )yAF 7 & fatst 5-BF & N-RKFBRAIFX) 6.
REKXINEHFHA | HFR24-— B0, EFERARLEIHEH, KELH
8 LA R B AN SR BRI T L3 P A RF AR
¥. ERLZPNFEY, RET HRFIEBREZEA T F ik, &
I An N = e 4 )RR PR 4440 A SR 2.l Maag (EX). A. D. Borthwick (_E
X )vA & Divakar = Reese (LX)4iE. AR MATH ey ER A =B H
BT TRAFF FTREMEFERTAR: % VI R' 2 R"CO L R* %
R*CO B R’ A £)5 M IER THH ¥ 6 R EMAERA, £ RJEHF(VID,
12 =8 VIl 58 A FEEY 4SC TR, EHMATELAR, F3) VI A
B AT BE T B Ao K T BLAE,

ERKEPH—NERFEF, RETHE 4-BRAEBLHF VI &
F B ey R CRAERE 2&3), ¥ R' 2 PhCO, X A EEXRFBEAL,
RPAFAXFEAL, R AMEEL, BR AR, FrdFk gl THEk:
(V&4 IVeg 5 TPP. #:fekebdifd, A& 5-KAZF AW IVh; (i)
%X IVh & FER4A6Y T ERRAREAR, £&RS-BFREHMEY Ve, (iii)E
Ve 5% /2 THF #= MeCN F 8 F L = T A & S font i ik, A AR
B AL e; (ivyE e 5 X T BRI A, /53] =88 IIg; (v 5-#F £-2'3'-
ZB A HA Llg 5 MCPBA. MCBA. WT A ¥ B4/ S DCM #=
B AT R IE R LR A R ARNR (F8%FF MCPBA mE, 2 BERLEEH
K,HPO, ) ¥ 3%, 33| IIId; (viyE IIId 54 CH,Cl, ¥4 1,24-Z7%, =
REABEF TEA 4%, 33| = Ille; (viiyfE Ile 5 R EAAAE IR TR
MIER PR ERBEBATR =R 4EHA235-ZBARE VI
(R™ % Ph, R* % 3-CI-Ph, R’ % £); (viii)#& VII (R" % Ph, R* 3 3-CI-Ph,
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I

R’} 5) 58 A FELAARERALRES, M2 VIIb, £R% MeOH X
4% VIIIb A J3 & BE/ 7K /BB b 45 &, 453 FALER 3L V.
EXRKERAFH—NERFEF, BT X Ic 9314669

Ic

A RARE, BEEREI3MEARE. Crohik. CLoRaA. A
A REGRRARNK, €R$E VI 897 A & F 4R,

RAES A VLA, TUAYH(LIERA PFRFEZL)FAAG TR
EEAATAH TN, ALHANEE “—AF) ZHR-AFHREAN
FIYFTE 8 AR, Blde, —FESMRIB—FREFHEHRE ) —F
S, Bk, RiE “—AGF) . —AF)REAGF)” F 2V —AGFF)”
AAXPTUALBER.

BE, AVFEFHANRESLEEAT AUTONOM ™ 4.0 &, KR —
F¥H F = £ TUPAC % %44 &) Beilstein Institute 7+ F AL 2 4.

A& o EXATEX” RIBERXPNHFEFRBLHFE —RZ L.

AXFHAGRE SRA” RriE LN, tafeth. 2N
A 1-10 MEBRTHBEEE., AXFAHAL “Crotih” £#H2 1-10 134
ik, RANEAOELERRTRELEL, GFTEA. T AX. #
Ak, ETH, FTH RTERKE. ARE AL TE. RES
FA.

AL PR “REL” £48-0-xk, AP EXAHEXL, =¥
FA. TRA. EREA. FREE. ETRA. FTHREA. RTAE.
REA. TREA, AEECNOFMEREAR. AXFAAH “CLoaR”
RA8-0-55, HPREN Croti.

AL PR RE “BER” RFX-CEOR GEH, X FRALA. K
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LFREXGAEREE, ZFRERIRLIFAAG “HEHEL AFX
C=O)R #9kH, LF RARIFA LA, KX FATAKARE “F
EHEA” ZFBLEF RAFEAHK CEOR ¥4 H;, KXFAAHKE “X
Fotih” AT RARKL “FAEL .

5 AL PR RE “BALH]” ZIEEBRE LA SLABATIAST
P ey, HEK. BRI R 6 B R 38 F A R B AT R B .
AT AR RIE “BRET” ZIAE XL M A RCO)-0-C(O)R #1La#,
AF R i —BETHZX. AXPHAHKE “BeAK” AR
RCO)X, ¥, F X ARAR. FAMABEAARTARIARBYGELE “F1h

o FTAEM” RASBCIE, LT AMER X EFERITEY., AL FAHAHK
ELAME) CEMRATEY” RIBRBIESHHTEERBX, ST ER
EMEFTRENFER B Y RFER, RIS WETE B AR H F
FEHEIALFH.

ALY A RE “FERE R “FEE” RFAH RR"-, £+

15 RAFEER"ALIE, FHEIAFTERERSOEREERETRAE, K
LFAARIE “BRA” AFEH 1 LEH 1 £ 6 L0 6 MK
AR X etaf R, KX FAAGAREFAZIEENL. 1-24R 2-
AEES., PREGEHOEEARTETEA. TCLEA, TRE. 2-FH-
TRZE. ETE. 2-CEAETE, FEREGEFACHEERRTFE X

0 THEFIFERA,

AXPAAHARE “GRIE AFLT L 2. 3IARESAEET
AR EX AT LRI R I E. Fhas -RTFE.
LR FA RTFRA. 18tFR, ZATE. ZAFR. =874, =a¥
A, 1-RZHE. 1-RTHE. 1582, 1-82T48. 2-RTHE. 2-8THE. 2-

s BT, 2-BTA. 22-ZRTHE. EAAK222-ZRATA,

AXFAHAMHARE “BE” X “OK” ZIHE. R, BRt,

AL T AR RE “ASEBERA” BHEBERKERR LT ERE
3B EH VARG R BGEAR, HTABTFRYBRASHTUAgEREE
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ZALTHHARF GA AR L KZ AR, 8 F1ER eGias BN 2 T4
%, BEAERIR L, ETOBAN OB w T ARME 9T
ks, WTRAEATE, TR = CARMER N2-CAT R4 -FTHRL
B, KiE “B R EL” ZHER'RIRRIN Ny £S5, £+ RLR?
I HARERFTIRE.

AP BT 694215 “HHEIER TFER AT HRER VR FITE
WAnkk 2 T RIEFHMMEF, Wi, DMF. =%, Wik,

A FTR 694315 “3?1‘&&75*)1‘4%-% )7 %&‘a%‘&nﬁ'}rbﬁi& Bl .
ROk, BrE. Fr. K. TR, 8. =%k, 9asd. —f2F k.
9 RACEK F A HUEF] .

AL FEATR M RE “RIGRA " RA560B BT HAL o2k 5 693K .
AL P ARG AE “BLEARRF” RIGEB TAAKE HX AR KRR
LR R G IE .

AL PATRA M RIE “BRERAY” ZIgRaFR B AT A
4R BT, BF I-CH,C(N3)= .

RiE “F—m> RIZBHER LR I0E B fo B eG8R. EH
F—REOIER. 1A E. NaHCOs;. Na,CO;. KOH # NaOMe 4.
RiE “B=m” RIREBMCE A F 4 A BN Fafp 2 551042 b AT
BR 6 XA 12 444%., 8% 09 5 — 8 8.3 TEA. "2 .DMAP.NMM. DABCO
=

AXFHAGAE “BE RI5E C-1 LBEHas AEEENS
ﬁﬂ—ifﬁﬁk RRAEABOIFERAEL., PIRRER. JOEE, REhfaleg

e, RRBEGEABAER 2-BLEHE. KEZFTQEL T GBS
&ﬁéw}:{& Brhit et adh.

HPBRAER L, AXFHAGRE “RE” | “BE” R “REL”
RIGEE S GEM TR BA R E Z F XA A £ R AT & 69 F/ KT
FE G =, SRR R A BRATIE A Fo/ TR 8 = My b B VT B A —
FHBRRMWNG BRI G2 R, BTRA LRSS ZAH—
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RS F F AR, HRAFRATEM o/ R PTRAE 6 = W A,

%5
BTEAA
DABCO
DBN
DCM
DMF
DMAP
Gce
HMPA
Hplc
MCPBA
MCBA
MeCN
NMM
Ph

TEA
THF
TPP

FRA=ZTEBFAE
14-— R =R P2221F %
1,8-= 3 = 3R [4.3.0] =-5-%
—R T
N,N-=— 9 2 ¥ BhR

4-=F B A etz
A&t

~ T R B

& BURAR &8 5%

EE B Rl 3

EE &S 3

THE

N- ¥ K Gk

A

Z LR

w9 S,k H

=X

RETFTXMRT $4 4-B KA HFTE D Bk ik, (224 2 &K
FB R A ARBRAATBETRERH NG, Bk, KL BAixsk
KB LA AR Z T BIH4, BT AR ARAR &G —FF 44 4'-
BRAMFATAYEH FH, KEFETUALRERY B AL e
HATHATEN, REFAFTRRAZREEAZAGITE LT 6L AR,

LA 1

1 -((2R,3R,4S,SS)-3,4-—:%‘I‘L£-5-;}§' ‘? g" m é’l_v’iﬂ@ 'Z'E)'IH"’&:%‘Z,4-—: ﬁﬁj

(IVh)
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HO 00 N
B —— ol
N 2,
2 oH HO  OH
) (IVh)

HRF (Ve 30.0 kg). TPP (46.8 kg)Fok=£(12.2 kg)Z THF (267 kg)
4 R, J§H(33.2 kg) /£ THF (87 kg) ¥ 495 RE B AT Z X R T,
FIet ¥R EELEFE 28CUAT. BREREMEY 25CTFHRAFIRH
18 DN AR B T Adk, AV EQ2.3 L)KER L RAWIFIE R, R
REMETEAZTHM, ARARREAIRRFHEL: 50C) L2 ¢
B IPA S F(EL A EREFLR) G T 87% (vv)A Lk, FATFE KR4
#ETIR(E 22°C)H TR, B 69 F il ik A F AR % 50 kg)
ik, AZRARAALY SOCTALEFIR, 52 IVh (36.5 kg; Eb*
% 83.9%).

g X 1)
1-(2R,3R4S)-3.4-— X 5-F F A w9 F-kvd-2-4)-1H-%=-2.4-—F(Vc)

H
Y —
HO  OH H:S__Z(')H

(IVh) (Ve)
¥ IVh (4.0 kg)Z£ MeOH (20 kg) ¥ 692 B & A 25% F BE4hi5 & (6.1 kg)
W2, FRERGER, HHEAEL 0CTFRIEY 2 0, Bt AT REH
# TEE A MeCN KA LE| FESZ@ALAMEFZLR)EZY 0.5%
viv. B TR AT RRGRARFAZA 0L, REM 3.5 kg LB A
# 60CTFm#sy 50, WizRARSMEATPREEZLH 18 LFAT
BRUEHAE., FRERESWAHEY 20C, BILEBIALF NaHCO;
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HEEREN pH A4 7.5 ikl 6 Ac,O LR . 4% &40, AR
KRR AR, A PARERLE PR . A MeOH (19 kg)# B 5/ 1.08 kg
R NH,OH 272, B AL RESWMAEL 20C T ELE( 18 D ENHAERL T
BLR L 74, R ALRASMELST PRENFBE<AC)FREEGWAR
ABFFn LR 6 RS, BHAMBLE R RA G EN LS YE T A T
65%-+ IPA 30%. FBE 5%. JHREHMHIE Ve FATFHRRASHEY
15°C, ity%, AATHREFE 20-25CTFAT TR, 133 Ve(1.92 kg; =
# = E 751%).

F 74 3
X F B (2S,3S4R,5R)-4- K FBL A -2- & R -5-24-— A AX-3.4-— 5 -2H-
wpey 1-40)-2-8 ¥ A w9 Sk wh-3- A B (1g)

Ioﬁﬁ Oﬁz/g
Y — 2

%
0,CPh

>
g
S

A (4
HO OH PhCO}

(IVh) (IIg)

# IVh (12.0 kg)f= MeOH (68 kg)F #1iR &RA 25%4) T E4AE R
(18.4 kg)&L 32, FEEAMERE, ¥HLAEHOCTFREY 2 IHAERE
S HA, R W B IR A MmN B N- T A Dokl ¥ shBg 4k 69 T BB GE
it 8.1 kg FHBLE 19 kg MeOH F #987& F N 8.9 kg NMM & {54 &)
F, R B AR R (N BIRE <40 C)FFHEE K 69 T A2 A THF
KRB (FWARRY 50 L) AB AR Y FESFAHY 12%CEE LA A0 &840,
BT AFE9 45 Ve 89 88 THQ0 ke)##FH A NMM (1.2kg)# E% 2 4%
M. ¥F R = TR RAA(10.0 kg)Fe B RAL4N(2.87 kg) £ THF 4S5 kg) F —R2
FIRERAEE RN ABRAEFEHXERI CHY. SRR, KE
RATEIERMAB S Ve 9 X & T, RERKAL(11.2 kg)#& THF (40 kg)
F 4 ERERNB|FFRERTY, BEDHEELRE 0-5C. IaATHE
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G, WREBRAME S5-10CTFHKE 18-24 S AERAT A, G R A BA
N TEA (17.2 kg)F= DMAP (0.41 kg), HiZRo4h4 4 ££9-10CH
AR FBE(143 kg, FIHBEARBELRAESCTUAT, MATEE,
KB BANAEL-SCTHRELBRFTBALR L T4, AR BARBRMAK
BR(VABRIR IR G 6B R IZ R A AT IE B R, FAm\ EtOAc (44 kg)i#t
TR EE. FRRAEA A KA EtOAC (44 kg) B EIR, KA ey Mt
B ERETRE (RS ERERE: 65C), BARLWGEAN AR ABEAR, g
MiZFRBEF e dh. HATREGRREINELY 20CHIELAEE Y 2 /B,
WERSBREH G T4, AFRBEREFERRLAT T 2550C FATF
B, 133] lg (15.9 kg; & F £ 77.6%).

%45 4
K F B2 (28,35 4R,5R)-4- KX FBL A K -2- & I -5-24-— AAK-3.4-—52H-

v - 1-25)-2-7 F R -v9 & vk wh-3- A B (11g)

', e,

N § =
HO oH PhCO]  O,CPh

(Vo) (I1g)

T 1

FFE = TERAAEQO kg)fr B RAIL40.69 ke)¥RAMAE MeCN
(12 kg) P —RFI mE &R, LR EREG RS F A MeCN 2RERE. &
Ve (1.9 kg). 4-NMM (0.26 kg)#F= THF (7.6 L)#35 4 RAMF IAF R =T
AR RN MeCN &, FAZRWNER., BRBIMNQ.45 kg)E THF
(10 L)F sk, RIAEARBELFE 0-5C. MATRE, FRELRAE
WAES-10C TRy 2 It AgL#FT—Fi@idhA ) N-TELE
FBEEEL (40 g)aR IR F 4 B R,
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22

YT — T BT B e HLE L RS F) NMM (4.3 kg)F= DMAP (100 g)&t
B, AHEL OCHMARFTERAQR6 ke, FHFEAFBEELIFTLEL ST,
MANFTREE, HR L RAMEL SCTTHIELY 30 547, I SARAKAK
HiTFH R TR, A TLABAAABIRARG AL, A EtOAc vAZIRAT
BB E M. EtOAc BR ARBEFALZ T IRE ., A ARNKAdIL
B8 EtOAc (RS EARE: 65C), SHAPEHEHITEER. BAT
R ARANEL N CHERLZEIR, FRRLRE, AFRABEREFE
RAATTFERTAZT TR, 53 Ilg (3.80 kg; EFF 74.2%).

LA 5
3-F- K F B (2R3S4R,5R)-2- & A -3.4- - K F BLEAHNK-5-2.4-— FAK-3.4-
S 2H-E - 1-40)- w9 S-vk vd-2- A AR ER (1)

H
23 LA

PhcOS  O,CPh pEHCOS  O,CPh
(Ig) (I1d)

# 1g (14.2 kg). W T ARBLEARB.5 k). B EA7(8.5 k). HRXK
¥ 8 (4.0 kg)« DCM (70 kg)F=7K (28 kg)# ifta-4y Ao 2| 1H] it K F BL(22.4 kg)
EDCM (10 ke) P ERT. HiEROMHETE THRIALINR LT AEEL
HPLC B@). A TR, &R A RAN T N LAHRERA(19 kg) K
(70 kg) ¥ 4950k, FIBTHRE BHE 25SCAT. AER RIS, A
HRERAT(28 kg)EK(51 k)T HIER. 2B B TENAMEFERKETIR
4, vAS-ABERIE DCM. WATIFERMAA 40-50 L)A #K 70 L)AE, F
HATHR G AT iR, KRR RBRMEL 65CRA2 I, REMR
EAHNETER, WRKBHZHLESE, AFARIKEGREMHREF
A S0CTFAET TR, 4338 1H1d (10.6 kg; E#FFE 71.3%).
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EH A 6
3-F.-F F B (2R,3S,4R,5R)-2- B R 3.4- - K F Bt I -5-2-FAK-4-[1,2.4]
=g 1A -34- = R 2H-HR-1-2)-19 f-wk w-2- A F A B (11e)
)

Es be
{}Cf " ma PhCO/\{—f
h'ig &

m-Cl-PhCO
PI‘{C30;$ "OICPh PHéO OCPh
(II1d) (Te)
5 ¥ = REAMH(21.5 kg)m A ZF] T11d (34.1 kg). 1,2,4- =(42.1 kg). TEA

(63.1 kg)F= DCM (270 kg) #4364 %A F , FRTH B BB E HHA 25C
ATF. ¥z R RAHAETETHAFEL HPLC ERNR B #HA2, H R
AR, Wit S HAmAS K280 keg)EitF4 POCL 4F.ER B, FlAET¥H
BEABERBAEICAT. 2B ETFENANEFBLERAET AR
0 4. % DCM A EH, BHEA MeCN REABABREF KRB BZ. KIHF
B RR(Z 70 LA KT LFE, FHK e HHHILR. FARGRRESL
15CTFH3kik 16 W, FRirddidEs B, A CHAKGREY A
FAEHS50CTAEZ T, 535 Ile (32.7 kg; Ei& /> F 88.8%).

15 -
1-(2R3R,4S,5R)-5- B A 34-— L 5- £ FE-wR-rkh-2-K)-2- 84K
-1,2-:-%-"&“";{-4-&-@- BB S (V1)

J’S___, JJS . SO4'/+

m-Cl- PhCO m-Cl- PhCO ’\(_7'

3 2 NS &%

PhCO‘ O ,CPh PhCO‘ © ,CPh HO CH

(IILe) (VIIa) (VIIke)
F = [11e (32.2 kg) & A& THF (152 kg) ¥ 7 /A R S EAALKIE R (15
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10

15

25

ko). ERMRFZAE, HRLBRAWELS T IRE AN T BLA
I P2 180 L. # TR P I GREBNERER(5 kg)h REKY
MRS E . ERMZHRETEE, WERLER. EAZTREFER
FLRA A F ALY 80 L. A FFBE(64 kg)FK (A T 2)(82 kg)
WP ER, FEERNER. A ZERNRELH TOCHFEN, ¥
H SR R RBUK SR REERA MR 2.4 kg KRB A 10 kg Kik
A REAN 68 kg F ABERF EVRE., HATRHRRAELY 10CTHRY
0.5 N it, REE 2 NI HIRS LA EREBE. FEh e FHiLEs
B, AAARBALEFALLAEY S0CTAZTIR, 52| VIIIa (15.3 kg;
2= £ 95.8%).

ARF R 8 AT T RAKR K ATt F 37 7 ik 642 7 X
Rk FROFNEEHS 1. 3. 57 FHE, ZEFREM/T ZHAKLAK
T AR Fa 22 549 77 X

JE R BLEA R T RAF| B R RME AT 6. A4 20 XSkt
AT o St F R R R AT L 4 R F ik R L1 75 TR LR AR AL
VA SR M 3 VA X R AR AR R AEAT AT AR A TUA A REA B X ERARL
B

AT HEAETER, CRETEF B KA 67 Xt Lk L 9
HTHG#EmARE, T AABBRAAR @ E MG RAEFTHAA
Z2REBNTARFEMFREL. Bit, ZEBHALHA §ARITES
AR ARERA AL S, Ak, REWGTTERE SREA LEARA L,
B 3 vA A TF BT B 64 AR R B R A BX s AR ) 2R AT B A 69 F 0 5 R e B
SLE—REAE.

AwE P A GA EF). FH 9 FFe AT MRS FIANEH
AA, EaEHMAE THENETH. FRVFIEBRYER—F) E—H.
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