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BT 5 64 23645 1) BR ALK B
0]

—fE 8y Rt

BERARBM R e, AL 3R T A 0.040-
0.063mm B #9 8L (4] ke Merck Art 9385), A& & ik 5p.sisiiedy B4
JEHmig ARG BB, AR EBM(TLO)B, HEENIEHAA S x 10cm
FEA% 60 Fasy S AR(#1 4= Merck Art 5719)#0 515 % B EH7.

F2 ) &M HPLC S64b Z 4 at, 4ef R 5 9ML8R, 1) -F— C18 RAB
#(1” Dynamax)_ L 347 #8944k, BAEA(LA 01%ZRATE) P LI
(B4 0.1%=RALEBE)HERN, FEUMLEH =R LB ENH XS B
.

A7 B 2 &1 HPLC &2, & astbli

/A — Supelco ABZ+ Spum  100mmx22mm H £2(1.d.)# 31T 8 30 #
- F 3Ok AR A (autoprep. HPLC), A—w 1) T 7K 0.1%F 84 ii)
FETEEFE 0.05%F BARMAERNRAY, VAFES4F 4dml #7E hL,
AR BRI R T )88 2 FHXATRRIMR, R ARF I,
W AE 20 £8P 20 ] VA 5-95% 84 456 ST A% ) BTk ) e BLis.

LC/MS &%

FIit B 9 AR AT R 7 (LC/MS) 2 4

LC/MS %% A - A Supelco ABZ+, FIZM 2B 3.3cm x 4.6mm A
AR, FRRERMA A - 01% vV FEB +0.077% wiv LERERE
BARB - 955 89 TR +0.05% viv FER. BA TRBEER: 100%A
K07 40 AB RAM, MBS AL 3.5 244 0-100% B 5 4R
H/100% Bk 3.5 94 403 54 a2 0% B, AERR G
REEE.

LC/MS A% B - A Supelco ABZ+, RZEMN M Sem x 2.1mm A2
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(.d)%A, FRRERA: A - 01%viv FER +0.077% wiv LEREKER
FoB - 95:5 69 LAEAK +0.05% viv PR, BRATRMERSRE A35H
A HRia] 0-100% B 1% B RHA 100%3E 1.50 9°4F; 4 0.50 4-4FH )&
®3 0%B. 28 EfRaREe B,

LC/MS %% C - A Supelco ABZ+, FlZEFZALAZ(G.d) 3.3cm x
4 6mm #9A, FFRER A A - 0.1%vv ¥E + 10mmol LERSERKIER
F2B - 955 W LAEAK +0.05% viv FEE, ERTRBEIE 100% A
K 0.7 4% A+B RAH, HES A AE 3T 4478 0-100% B ; ARE
7 100% B ik 0.9 24, /£ 0.2 2488 =3 0% B, A ERT®
.

A i &) S A
PR AL 28k FEs

i# it A 38 & BALFIE S b AR (hydrobromine) R 45 B #, W 2-BR K
wZobrrp] XS, T A A RACA By 5F LK, S Beaman,
A.G.; Gerster, J.F.; Robins, R K, J. Org. Chem, 1962,27,986.1.

**Elion, G.B.; Lange, H.L., Hitchings, G.H., J. Am. Chem. Soc., 19536,
78,217.

bRk B 2-[(1S)-1-F A 2-5 LA RA1.9-= K-6H-"%%-6-FA
Jefi—A 100 ml B RIEALF ¢ 10.0 #£.(46.5 mmol) T FK A 5 14.1
%,(93.0 mmol) L-3 7 £5%(phenylalaninol) T 30 ml 2-F A4 LB ¥ #9 R4
W B w12 DD, AdirReMEARERR FHERK
. atAea 150 ml A&, FAF MK, ERFHXEFR DS,
BWiitiR, A 50 ml AKskigEsh EAT T TIRZEM FiH 740 %
(56%)VEH % & B AR in BB, ARAR ‘HNMR , %4 AL LR
Mg RA Y. EAFeBR B RERAERRIBEFERK, it B4
AR FABETIE FA 112 £84%)1EAH G ERBRe FH, Bak
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% 64%. TCL (B, & CH,Cl, 749 50% % 8%; A 254 nm ¥ SRR 7).
Ry H09; 2-8k#%EhthR, #06. MSES) m/z284 (M-1),'H
NMR (24— 2 %344k, 300Mhz) § 2.76-2.98 (m, 2H), 3.49 (m, 2H),
4.09 (brs, 1H), 5.04 (2, 1H), 6.36 (d, J = 8.1 Hz, 1H), 7.19-7.38 (m, 5H), 7.66
(s, 1H), 10.5 (s, 1H), 12.5 (s, 1H).

PR C 1 LER(2S)-2-[(9- LB A-6-FAR6.9-— A~ 1H-"Foo-2- ) B A |-3-
FAERE

ERBBET, @fE—A25ml BREBEMTE, &FT 3.5 ml DMF
285 500 £ #£(1.75 mmol) ¥4k B ¢y &t PE 4N 0.66 ml (7.02
mmol) ZEABF, 5 EA(HALE) NN-ZF A2 098 (7.02 mmol) =&
fe, ARBISE TRIZCDAHITA. £R 15 ml KBFERZEFHRIFH
g2 QbE, iEEAER A 10 ml KkkiEEss AAZTT
70-100 CFRRizES, T 470 EE(T3%)EH K& Ebr LRI S
#. TCL (B, £ CHCL F8 10%F 8 A 254 nm £SPEEF): Re A
045. MS (ES): m/z 368 (M-1), 326 (M-1-Ac) , 1H NMR(300Mhz) &
1.96 (s, 3H), 2.80 (s, 3H), 2.90 (m, 2H), 4.16 (m, 2H), 4.37 (m, 1H), 6.70(br s,
1H), 7.16-7.31(m, SH), 8.16 (s, 1H), 10.8 (s, 1H).

a4k D LE(2S)-2-[(6-FOH"E%-2- ) B )-3- KA R B
ERBEBET, @4—A 100ml BERERZ 16.7 ml (179 mmol)=
FEALAE P A 227 ml (17.9 mmol) NN-=F R KRk, BEH LRS- 10
G4, RIE, 4515 S 4PHE, ABAFH A 4.40 £(11.9 mmol) 6-F 4
sEoh b R C . AEAKRARRIRSW 15 240, ERREMEHE R
iSRG, ARET, HRRAHIZIEMAT] 550 ml Ak P, B
)4k NaOAc Hrmas 40 % pH 3.5, /A CHCL FRE(BX). A
Ay NaHCO; sk HHAMERX), HEEK NapSO, THRIZA M
B, TR TS AP FesEsmEN, AET CHCh g7 49
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5-10% P BEZEBL, FH 3.08 L(T5%)MA4FE B Re9irAiesth. TCL
(BA%, & CH,Cl, P49 10%F 85 A 254 nm K4PLEF): Re 050.
MS (ES-):  m/z 344 (M-1)-, 346 (M-1,El4x%)- . 1H NMR (300 MHz) d
2.15 (s, 3H), 2.98 (m, 2H), 4.08-4 35 (m, 2H), 4.49 (m, 1H), 7.26-7.53(m, 5H),
7.64(br s, 1H),8.25 (s, 1H), 13.1 (s, 1H).

PEAE: (28)-2-[(6-f A 9H-"%"-2- ) F K ]-3-F - 1-7 B2

¥ 288 £ #%,(0.834 mmol) F [d 4k D Fo 25 ml 7 F F B3 7 49 2M NH; 3
AP RImER B R — 200ml $HEEEL P, FHERALE, SFHE
££ 90-100 Chedk 16 B, EAFHFARREE, EAEETALZER
Foid FEHEA, RFEE TLC A8 RERAE; VAR LIFE M
My AT, IET CHCL 769 10-15% FE2elt, =i 48 & L(20%)1E
A EARGARAAL S, #—F Bl B 156 & R(62%)1F A L LB
X#h, wkegRat#. TCL (AR, 4 CHCL ¥4 10%F 8 A 254 nm
$IEE T Re 022. 1HNMR (300 MHz) d 2.61-2.80 (m, 2H), 3.30-
3.45 (m, 2H), 3.95 (m, 1H), 4.70 (s, 1H), 5.65 (d, J = 8.0 Hz), 6.41 (s, 2H),
6.99-7.26(m, 5H), 7.52 (s, 1H), 12.1 (s, 1H).

P a4k F : (3aS4S,6R,6aR)-F A2 2. = F vy -2k H[3.4-d][1.3]
8] = B SR M -4- TR B
BEE T — AR, ReiBF4t RAA 79 1 ZHE K
B AN D-HE(50 F) A2 REAA00 ml). FXREHEFHESTC, RE
AN 22-ZF BARB(100 ml), #EZAFAeEHRELQ20 ml). AEXE IR
SHBEE R TR, REETRBH—LIL AFET0 ml), HIFIR
RiRAMiRAt R, R RERAERY S C, HBRFMAKE 95
ml 30%89 85 B4R, LiX R R RAIEE, RELE. A LB CE(SO ml)
PP A G, BEAT P TR 200 ECREXIERE, TRATH
% G ARARH 250 ml ks A LER LE(200 mDAAE, FFARAEE] 170 ml
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B 5% G RAR, A LB LES(200 ml)ARAK(200 ml), JFiREEAR, KEH
AR, A OB LERQ00 m)dkigkAamk, SHERES . REEHF
B A ILEEGE Z 200 ml 6955, BARAR, A LB LES(200 ml) B R AR, WA
At 6R-FA A2 2. = F & -v9 £-(3aR 6aR)-".k "H F [3,4-d][1,3] 1Al — R 5
K ME-AR-2)- T BE Y LER LES R,

FE—A 2 Freh Z 50 B RSEAL T Ao N R-FRHE-22- = FhA- &
(3aR,6aR)-k 8 3 (3 4-d][1,3] 8] = F 4 S SM-4R-2)- F 824 L8 LB
. 6% BERESA(158 ml). A4 (2.3 £)Fe TEMPO (0.167 %) . HiX
BRLiRA 3 2.7 C. B, HaiBE40(6.8 L)EME] 10-13%59 KR
BRAA(400.5 mD)F. EKH 40 H4bea i, RIFBEL 1S TAT, &l
PNIKIE G R, PR E LRSI K 2 D EF, FRR A 10%49 AL
B AN K& (47 mi). X R LIRS 15 44, 4B #48, A 4M HC
WiEAARAT B pH2, B LERLEEQ2S m)FERA K, AL TR
FOBOBEIOR, G EHEAY, HEARTHR(O0 m)FHE, Lk
PRk B4k, EAEAET T 45 CHELFR RSB EEKY, BL
4 126-129 ‘C 49AFH = #1(33.6 ) (R T D-HABHME A 46%).

b4k G: (3aS.4S,6R 6aR)-6-F -2 2- = F A -vg S-vkoi I [3.4-d][1,3]
] = R BRSSP BE

% 500 ml % =27 B LA T A AP A4 F (20 50)F LER LER(160
ml), ZZAFIeBABAO4ml). £ S0 CHELRLARIRE 2 .
PLK AR —ik B AN RS E(16 £), 1208 B ARH £ 40-60 C ). AmAIK(120
ml). 5% FE, 8 BB m)RALRER R ERETREH
W R A MU Rk B BT, AR IR0 m)ATE R, FALRAT
® B, FBIREIEE0 m)kgi By FEAET T 45 CFRATERA,
SRR b KB & BEARGS. 5.50 134-136 CHIAREFH(16.7 ) (K&
83.9%). TLC (95/5 $45/F8/4 50ml ~ 5 i TFA/RABHARRAF) f =
0.49.
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P a4k H: (3aS48,6R,6aR)-6-F A A-22-— ¥ & w f-okwh5F([3,4-d][1,3]
S i o )

@] 22 e 25 B AL T AT AR G643 7). TELEE(T.72
). NN-Z-FH FEAE(1.26 A= TH(2.15 ). LR R R4
K0 C, RE, UEH—EERAZREMEE138 ), AKESF
B2 CZT., BAZEES —AF It BE A BR AP KIEZ(20
%, 6.591), AARBEEAL20 CRKT20C. 55HE HALRLE
(3.5 FHEFEBGL K E. A 20 %BRELEA7(3.5 Th) kA G e TR A AL E T
K, FRBEERLY 1 AARGER FERRAS AR He T,
1Bt celite (80 L)L, A LB LES(100 ml)PAz ks, EALE TR
b5 B iR, VASRBIE A LTAR &b 00AR AL (519 5U) (K F 88 %). TLC
(1.1 TERLEERTIR, RAumaiRARA) =073,

PE AR S-(6R-F R I-22-= F A A (3aR,6aR)- & [3.4-d][ 1,314
Z R BRI ME-AR-A)-1H-9

FE—A 3 FH64 20 B JRSEFL T AmACP H 4R H(200 ). TR ).
B R WA AI(332 m)f B =T (249 &), WiZE L REH I E
60 Cik 15 B, L AR PR IZA L RAHE] K Y 300ml 4 5% & A,
MNF R ), IHeilak Bokok s £ X4 470ml #9755 G AR AT
(400 m)FoK(19.8 ml), FEEBTHHFXRESWREL 2 DM, R4
BAMIVIIRAE R 2 250ml 95 B M. EMR, RARRWERTTR
(800 ml)¥, A&, LTAHIHEER, FHAHERE 3 K. LEEEE,
F A W EQ50 ml)ikikiE BARF R, AAET FIRE S, DRBEIENE
&, Bk 09 ARRE (135 ) (I 55 %), #4130 C,

PR T 2-T4-5-(6R-F A2 2-= T -vg A-(3aR,6aR)-"A " FH(3,4-
d|[1,318 = B SR M -4R- ) 2H-vg o
JE—A 1 FHe4 =50 B RIEAL T Je P R [(31.8 ). BERAT(12.7

-30 -
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Ao FHEA(238 ml). EidiES R LAA(14.1 m)den, FHE 42 CHIE
B RIRAMBE 25 £ 3 i, LR RS MA EZEIR, REMAIR
Th(238 ml). TIEATFAGIRE, SRR TIR(65 ml)PALmEH =K.
FAEZ IR F) 195ml #97 B AR, KRB A IR TH(238 ml) FAMFE, £ 0-5
CHIKIRTMEARA P 3 K, DB 4 694 5 BAN] SikAb = 4),
FRRTLY6S ml)ikA =K, ERAETIREGEIFER URBAHEA —
Fit 6 P EIAEC AR T 4. AR 60 C iz b fiET 31 T45(200 mb)
bR AR ER, iR, DA A REMR, JPAR
CHR(65 m)sed =k, REAIAIIER, ARAEA & & ik e 69478 T
#, TLC (1:1 TERCES/ERTIHR, FAE4RERN Z23) of = 0.68 .

wiE K rel-LER AR,5-= LEARL-OR-(2- LA OH-wek -5 K- wa Sk
##-3R-FL B8

AE—ABERIEFLF AT A T (5.0 £), FET TG0 m) T T
BRA(0.73 )RR E IR E, A 300 2 R A TR iR m
HEEK. 8 E9GME, BEER LY, HAXEHEA, 4
PeFhn PE(135 ml)AARA AR R B HRAR, LR R B REMANEE
B, FAAR(15 ml). EAETREIZRE, FFRARERE.
W 2B LBS(25 mi)Fe TERET(6.6 F)mElimaki ik F, FHAEZRTHA
ARSI, R R RSP E] 5-10 T, FT 20 o4
), AR BT 10 Cay Rl aF, RF A K 2M $EER(2Y 45 ml).
B ESE, AKX 0TM HEE(S 25 m)AZAIE, Riot sk
S5 EARARAIE, RE, ALETRE, ARB—FERRE,
BREMT 50 ml LEALES T, AnA LERET(3.04 %) FeiRAER(0.65 £),
F4iz B RAMIRIES] 50 CiA K 3.5 I, Aiafe R SANE R
Q5 mBERIERE; EEEVRETANE URBAEATEBNHIE
M1 L) (K& 82%) TLC (111 LERLEEFRTIE, RABHABAA
BR)f=044.
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ik L o LBEE(2R3S,4S,5R)-4-( LBLEI)-2-(6- B8 -2-[(1S)-1-F F-2-
# 0 A B 9H-"E%-0-)-5-(2- LA 2H-1,2 3 4-v9 -5 ) vg R-3-7K78
i

ARBBET, G410 ml BREEKEY. T2.5ml THTHE6S
% #,(0.19 mmol) F & 4k K %= 45 £ %,(0.16 mmol)*F 18] 4 E X a4 7 AR 4k
A 88 ml (0.36 mmol) N,O-W (= TR Fabthk) Latkide 34 ml (0.19
mmol) = A FHBM PR TAKAR. HFEIgeLiFamhs e A
BEEREARNBECER, ETRRRERRZRESY 5 PG &
FRAMERRSE, 2 ml 10%% KHCO; #7%X, /A CHClL
(XS ml)FHL. A 10 %49 Bk m)bAkSIF R ANE, FFEAET
A, BERREENEGERKRERY, AET CHCL ¥8 5%FERK
B, =i 70 & A (I8%WEA BRI EY . REHAAK 25T
— 3 TR R iR, @ REATIE— 8 sidk,  TLC (B4, i F CHCL F
6 10%F B2, A 254 nm FSPART) @ RE0.54.

4] A (2R3R4S SR) 246-EE2-(1S- £ F A FE-LEHL)-E
9-%1-5-(2- LA 2H-vg#-5-2K)-v9 f-wkvid-3 4- B

AREEET, %70 % %(0.12 mmol) ¥ 4R L 5 20 & 5(0.15 mmol)
FAKKCOs £ 5 ml FEE T 4R BEH 2.5 B, HLRSHAK EIL
748, B 2ml KA, A EtOAc 3X5 m)F A, A NapSO, Tt
HR NG, FEATTAR. EAIRE BRI EEF 0, R
F CH,Cl, ¥ #) 10% FELHM, & 245 ARG %A BAe A
¥ . TLC (B, T CHClL ¥4 10%F 5, A 254 nm RSMART) -
Rf0.35.
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A A
bR 1 0 2-FH-5-(6-F FE-22-= v £-(3aR 6aR)-"k b (3 4-
d|[1,31/8 = 8L IR M -4R-45)-2H-vgnk

ARAT, A8t AT WA FBUE(50 m#) P 1a 4K 10 (10g,
41 3mM)ER ¥ A ERAF(57g, 41.3mM), AT ALG ml,
49.6mM). [&E BRIEIFIRAM 18 1B, #Awk(100 ml), A LE LB
(2x100 m)FFugiR s, A Apn, Rk, ki, FRRBRK
Fig. BT A 20% BA LES/ER COR SR ik AR R AL BAT, SRALERE
TRAEE X EFEZHAeY;, AR IR B4R ZATANEW(2.98
3).

TLC Si0, (EIRTAY 89 20%84 LE: LEF) RE=0.45

dia 4k 2 0 LER 4RS5-= LELEAEOR-(2-F A 2H-mgek-5-20)-m AR -
3R-E B

AEE, ¥ TFA/K@OmV4ml) ey e mE] FlEAE 1 (2.98g ,
$.omM)¥; JFHHE 1 B EMETALZRSY, FhFERRED
(3x20 ml). KX FEAHERE K FRT (100 ml), FAA=FEAR
(M)A = TH(40 ml,  356mM). HXREMASFHEO0C, FHE 15
HAPE RS AN LB EF(17ml,  166mM). iERAMIRE E TR, Jf
B 16 8. ARETRLZRSY, FHETA 50%LE8 LB/ TR
S A Bk B AR AT, HALIZIRAY T AEA —Frid e izan LA
H(2.44 ). |

LC/MS 2% A Rt=3.39 547, m/z=279(MH+).

Pk LB AR-TEAA SR-(2-F A OH-mk-5-4)-0R-(2,6-— R
#%e-9-)- 19 f-wkvh-3R- B
ARAT, AT CAE(I8m) 26 Pk 2 (2.43g, 6mM)adHitired
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Bk E, A 1,8-F R ER[5,4,01F—%-7 H(1.35ml, ImM), HEZlim
AN 2,6-=F7EA(15 ). HiXRASHAEIE0C, HE 15 25 EE
MANER TR FRPAE(1.87m, 102mM);, LRBEE £ 20 CTHf
I3 38 B, RAbFe stk BR S AR (35 m KX R FiRA, SR
LB LESEI(3xS0 ml).  AFFATE A IM, FRK(0 m)kk, S
BT UAARETAL. @EA 30%0 8 L/ T RbLeg ik
R BT, BACHTIRIF A, R A A A6z
(236 %). LC/MS A% B Rt=343 44, mz=535(0MH+).

PR 4 L AR-ZBLEAE-SR-(2-F A 2H-vg k.5 3K)-OR-[2-A-6-(2,2-
ZEE-LEA)ES9- K- Ak vi-3R-FA B

ARAT, @ETHFHEGOm) PR3 23g, 43mM)#H
WP, WMASFAACE(112m , 65mM), #ZAZFAL
B(1.02 £, 52mM); AT E L ahiRb e E 50 C 18 i, ERE
T RE AR R %A, B A 50% GEk Ll ER SRl B s A
BN, BACFTRIR R ALY, FAAMEAH —F kG & B R AT
29 £). LCMS %% B Rt=3.68 44F, m/z=694 (MH).

PE4K 5 (2R 3S.4R,SR)-2-(2-F A-2H-m97-5-2).5-16-(2,2- = F K- L&
£)2-29%%-1-A- L EI)-E5-9- K] w - h-3.4-— 8

ARAT, HETFoF A m)¥ e FiEAE4(29g, 42mM)de 2-
W F A LEEGmL,  20.9mM)#E AR £ 90 C 72 B, RERAW
Aedp, LA 20%FE.,  79%RA5 e 1%A I IR A AT,
WAL RS, AN —Fih AR LA (1.6 £). LOMS R A
Rt =3.86 54, m/z="T02(MH").
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a4 6 1 (2R,3S.4R,5R)-2-(2H-m9 7 -5-3)-5-[6-(2,2- = F F - T HI)-2-(2-
v -1-- CEIE)-"E-9- K -w Aok vB-3 4-—BF

ERET, G4 10%485(1.6 ) F Fawa T LB(50 ml)#) 7 1A 48
5 (1.67g, 238mM)#iEik, HIUAWATEE0.72 £, 11.9mM). =
HIX RS E 50 C 4 af; @it —3k Harborlite® it i8. ZEBUET AR
R, AN R E BRSNS (145 £). LCMS A
% A Rt=3.6644% mz=612(MH).

B4k 7 (3aS,4S,6R 6aR)-F AI5-22- = P& w9 Sf-wx b3 .4-d][1,3]/9
TR

& fes T —RAmiEF. ARSI R AN T8 1 S ZHERIR
FELF AN D-HAE(50 F)A2 A BA(400 ml). HXREMAHE-5 T, REm
A22-—WEAFHFE(100 ml), X AFAeE B0 ml). LR LIRS
MRl EE%, REEFREHE—2IL, MATEJTO m), FHFXRE
RAMVA R, RIZERRERAFHERY ST, FEBAMNAKL IS m
0% AR B, AEXE R RAYBE, RBEiLE A B LE(S0 m)E
AR E A B, BAET YT RY 200 TEREXER, AHAHTHA
BRkARA 250 ml Hak; B LEACES(200 miyiEE, S RKOR%EE] 170 ml
WG, AN LERZE(200 mDAAKQ00 ml), HREHEAE, S HX
FAn. B LB LES(00 m)giEAARE R, M ES T, REEEITN
AMEICE E 200 ml 4955 G WA, A LBk LEEQ00 ml) AR, AR
4 6R-F A A2 2-= F w9 £-(3aR 6aR)-7k v 5 [3,4-d][1,3] ] = AR 3K
BIE-AR-)-F B 6Y LBk LB

A 2 FHeh =3 B EIEAL Y e 6R-FRA22-Z F - A-
(3aR 6aR)-"k 1 3 [3 4-d][1,3] ) = R A RN H-AR-A4)- T BY ) LB L BRI
. 6% HEREAA(158 ml). 384LAP (23 £)% TEMPO (0.167 ) . X
B iR R C, FIE, Hrakah £40(6.8 L)EME] 10-13%4H5 KA
B4R(400.5 ml) P, KL 40 H4PedIE, RIBEE 1S CAT, &R
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MANBIEG R, FER LRSI K 2 18, FFfAe 10%87 R AR
BRAR 7K V(47 mi). HFXR RS 15 447, o & FAE, A AMHCI
¥ AAmA T3 pH 2, R LB LEQ2S m)FERA R, LT HRE
E LB LERREBGE, DREGEERAN, FHEAFRTIKO0 mFFE. L
BRI B, FAALTTT 45 CHLTR UEEAEA 9 & BHRN.
Y 54 126-129 Ce94Ra F4(33.6 1) (46%A £ F D-HAR IR,

d A4 8 1 (3aS,4S,6R 6aR)-6-F A2 2- = F A -w Sk {3 .4-d][1.3]
8] = A Je IR R -4 -5 B B

%7 500 ml 89 =30 B JRIEA P A T a4 1 (20 FK)fe LER LER(160
ml), 4EZ A FA0 BHELE(9.4 ml). & 50 CHEE FERRE 2 1.
VLKA —ik BN A SR (16 ), AR B R 40-60 C A AmAK(120
ml). 5 B&EE, A CETE(80 m)BAZAKER K, ARLET et
W TR A AL ROR S B . IR OB(40 ml)AREZ A, FHLEAT
# B4k, 3R OIE(40 ml)seikiz B, FEAET T 45 CHRAE BN,
VAR ARAE 2 kAR & B ARG, K550 134-136 C AR M(16.7 ) (KF
83.9 %). TLC (95/5 fA5/FB/4 50 ml ~ 5 i TFA /BB R E) of =
0.49 .

ik 9 1 (3aS.4S,6R,6aR)-6- F A I-22-= F &9 A-skrh 5 [3,4-d][1.3]
8] — A IR S-4-F

&) 22 ey = B RIEAR T e P a4k 2(643 ). LBRLEE(7.72
). NN-ZFAFEE(126 2= TH(2.15 ). WL RFLERAH
Bk 0 C, KE, VARH—RENZREAH(138 ), AERKE
B 25 C2 T, A E B —AF B, BIE AR B EAT AR (20
%, 6.5 1), EARHEBEA 20 CELT20C. HBAE A LRLE
(3.5 FH R K BGEAKE. A 20 %sh# EA47(3.5 Thke- I 4 TR HLE
R, FREE I RN | FHERGRR, FERRLS L)WAS T,
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Fifit celite (80 £)idikiRa4h. JA LB LES(100 ml)se&izimdsf, EHA
FPR AR R, VIRBEA OB E MR T M(519 £) (KE 88
%). TLC (1:1 ZERZES/IRTIR, ABHRBRIEA &) f=073.

PR 10 0 5-(6R-F A2 2-= F 2h.v9 R-(3aR 6aR)-"k 4 513 ,4-d][1,3]
ja] — B e IR M -4R-A)-1H-vrg =k

FE—AN3 FHoG 5 B R T A A P AR 3(200 ). TR ).
B REFEARGI2 m)fe AL =T 4249 %), ¥Z R R iREH i)
60 Cik 15 /D af. B A% P iR%% BT RAHE] K4 300ml #9558 R4,
ANF R ), HIEER B LRSS ERY 470ml 99 G, AT
#(400 m)FoK(19.8 mi), FFAEFRTFTHRH RS KL 2 Mo, REZ
RAMIVARAE K S 250ml $9FE G, AR T, REBRAMEBRTIR
(800 mly¥, A5, iLeAHE TR, FHACHLI XK. LEE B
F A W50 m)ki&iZ BARm R, ALTT FREXZY, UREESS
&, B e a9 A7AL (135 ) (KR 55 %), 4% 130 C.

X

LA

45 1@ 2R3RAS,5R)-2-[6-(22- =% K- L EI)2-Q-1-A-T A,
Ve Otk 1-5-[2(3- - 7 5 )2H-vg ek -5 B w9 -k vh-34- T BE
ZRLEE)

EE TP A FELEE(1 ml)% P4 6 (0.06g, 0.098mM)#iER& 7
RAEERAP(0.023g . 0.167TmM), B VAN —AE T 8 F AR
4o Reacti-vial ™) ¥ 49 3-i£ A AEL0.013ml,  0.147mM), I XR L RED
K18 B, EIRAY, FFAMETHIEREL AMAFEHPLC
$54k; (Fl— Capital A ODS2-IK5 , A#2(i.d.) 15mm x 20mm , YA&4 0.1%
ZALEE. S%E 95%LMEZ 30 A X), AR TESEEA
G &, BRI AT AL A (0.022 £). LCMS R% A Rt = 3.59 44,
m/z = 670(MH").

N

*FF‘

P
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AR 2 © 2R3RASSR)-2-6-(22-— 54 TEL)2-0- - 1-4-TE
}rEub 9 B 1-5-(2- A 2H-vg o 520 )-v9 S vk -3 4- B Z AL LB

b

*?’Ft

LE‘*

A 1-3% % E50.013ml, 0.147mM)A—FF £ T E464 1 697 4 &
KB 2 . BFETFE FEANGEBRRGIZATENEY(0.026 1)
LC/MS A% A Rt=3.76 240, m/z=654(MH").

A 30 LBR 2-(5-{5R-[6-(2,2- = F - T 2-Q-k-1- K- LAA)-
%0/ 2 1-3S AR- = -9 S-vk v 2R- ) - 2 ) - TES A Z AL ER

4% 5

LE*

B LB 2-38 LES(0.017ml,  0.147mM)vA—Fr £ 4L T 564 1 8975 %
#& kM 3 BHTE, F AN G EBRZAFAANEY(0.029 ).
LC/MS 2% A Rt=3.68 54, m/z=698(MH").

4] 4 @ (2R.3S.4R 5R)-2-(2-FR &I A -2H-vg =k -5-2)-5-[6-(2,2-—
- L) 2-Q-%R-1- - LR )-Fe-9-4 - éL-Verﬁ}-3,4-——ﬁ%xx(:_
RLEE)

A8 T )R AK(0.0165ml,  0.147mM)vh —FF £AL T 464 1 6975
SER A2 4 . BEARTE, FAEA G EBRIZAFELEY0.023
%). LCMS 2% A Rt=3.74 54, m/z=666(MH").

5364 5 ¢ (2R3RA4S,5R)-2-[6-(2,2- = - LEA)-2-2-%R-1-A- L&
£)-720 0% -5--2-F 4 L) 2H-my k52 - w9 A-vAv-3.4- = BE R
(ZATEH)

ERAT, GAFTE ml)¥esEshs] 3 (001 SL)FimFERAER
(0.005ml), /& T BIHRAM 18 DI BBETHIZLRERAEW AL,
F ) %) & HPLC #54ki% R i8%4-4; (A — Capital £ ODS2-IK5, W42
(id) 15mm x 20mm, VA 5% % 95% L Aeh 30 A-4F4 BLey 75 X) 5 2A4F A
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—FEL 69 Z AT (0.006 ). LC/MS 2% C Rt=254 54F, mz
= 656(MH").

FH 61 QR3S AR, SR)-2-[2-2-F- L A)-2H-vgne-5- A )-5-[6-(2,2-=F %k
-LEA 215 TR SS9 K- m A k-3 4- S B E A
LBREE)

B 1-18-2-8255(0.012ml ,  0.147mM)vA—#F £4L T 5364 1 #95
hH &R 6, HARTE, FAAMEA G EBRNIZAAALESH(0.004
£). LCMS &% A=379 24, m/z=674(MH").

£#4) 7: (2R3S.4R,5R)-2-(2-3- T 3 -2H-vg7.5-5)-5-[6-2,2-=% AT
EI)2-0-kZ-1-K- TRA)-F459- K- w A ki3 4- B (Z AT ER
%)

AR TH(0.014ml,  0.147mM)vA—Fb £ F 4] 1 695 4 &
Rk 7, EERTE, FAEAENGEBRGIZATALEH(0.008 ).
LC/MS 2% C=276 4F, m/z=666(MH").

S48 (R3S AR SR)-2-(2-5 B AL 2H-wgnk-5-K)-5-[6-(2,2-—F -
£)2-Q- %R -1- - LEA)-E%-9- K- w Sk a3 4- T B AT ER
)

A 0CAKRAL0014ml, 0.147mM)A—Fb £ 40T 36410 1 4975
SRR A RS 8, KREA 0 CRIFRAY 3 e, FAEAERRY
HARAALS(0.004 £). LCMS A% C Ry= 2.68 2%, miz = 652

(MH").

A ERIE
(A) %A TR 63 h ] F
AR, KIT & T PTG H T LR TR 6 3 A
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E), FEAARRNER T

SEAEA 5 A2a Al A3
1 22.64 434 8 >03
2 30.95 7554 >03
3 16.59 3105 >93
4 37.24 1318.09 >93
5 10.54 159.5 >94
6 24.05 411.9 >07
7 2298 597.82 >95
8 26.38 >6131 >165

FAEH FME, BAERRE LN QKLY 20%RER K

.
BERRE P &7 AR AE A 5 NECA #9#4EZ b %49 ECs 1A
%5
TMS ZPRPAEE
TFA ZRTE
DMF N,N-=F & ¥ B
NECA N- Tk 9 BLA AR 3
DAMP 4-= 9 Aoked
TEMPO 2266-mF -1 EAL AEE
TMSOTS ZA P T TARAR
DUB 1.8-F R —IR[5,4,0] T —#-7 %
BSA R AP R LB
DCM ZEFR
DAST Z LRI Z AR
Ph %
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