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EMBAK =R, fr B, RRHES—.

S ARTERUHIZ K 3 Frid i L4 Y 7S TT A S B e A AT A A B o1& 0 125,
HEER, SBROH, FikEiZdfSiEhn 27,3 —FHEENEREA
2~6: 1.

6+ ARIBAUFIEIR 3 B 5 BTk ¥ L-#9BL7S JO AP0 Bl B e A% AT AR M (1 4%
Tk, HARER, SBOF, RNFE 1, 4— ZFANFEREIR T HEEH 3T,

T ARIEAUFIZESK 3 8 5 BTk It L-H9 B/ JO LR PR bl B e A% B AT AE M 0 16 &%
Tk, HARMER, SROT, RMERHR 90~110TC.

8~ ARIEBURIESR 3 5 5 BT 1) L4 Y 7S TO A% R HE B0 e A% HF AT AR 0 ) 1 2%
ik, HAHER, SEROT, RNMEEY 8~12 .
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L-H RSN TOARI R e M H AT AR R LA & DTk

BIA G

AR B e — e A TR SRR AT AE ) B I & 07k, BARW R—H
LAY 7N U2 FINE B e A% 7 AT A B I & O ik

HRBEA

e EMJLHES, BERAYETUR SERPUIR T SUR IR TR EE
PER o FCrp e i R 7E SU R FIPTmR B 1897 SUER AT 2 N, s %
K8, bR RERFHRIRT, PR, SRRETEHTMERT. BT
RAMBIIRE, LA D-HE F AT 5 e 5 ) 40 s 7 4518
A, TREESEARARRIRMN. SN D-EEMALE, L-&ERA RN
PURBREINE RS, BEREENRENAREES. EER L-&%HEY
PIARKIHE T KN, 2006 4F 10 A3EE FDA #tHET LMo fRmsne i SR pE iz
(L-dT) H-FREEAKETT, Hf—5% L-ZEATEYNTHHAE N ER
R B L E1EARAR D-BEFROCENNAE, BREFE>™. BIMUE
R BIRF Y= e ft, M R AR B 5. D-BU/S oAb e i
HHAEMOHERE, RELXT L-HE 1, +-ERF - RETERIRE.
LE 5 A A7 A A %o o S R B 8 B R A MBI A, T 1, 4% AR (A
FO ORI T RN — R R R R R I EIER, (EREATE X
HAFh KR RS S R TR. 283 L-WARELEYE T RIS
H DB BRI AEEENE, LBt R e i H AT A A
B HFFUFATT A I 52 B 2 SRR

Z I BRI SCERA R &, Van Aerschot, Arthur %&7E (HLRIRT{L2E
£2:3R)1990, 99(10), 769-77 K FHi“Nucleoside analogs with a 1, 4-dioxane,

1, 4-oxathiane or 1, 4-oxazine ring structure as the carbohydrate fragment”
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THEIIRERER, = XBEEM (BURK) KRR, FFRBE, XRBEMEA
BEERE5%; RAERRRN DRSS BENER, P HMmREE, RS
Fetk, [E%. BEWFESTL 2, 67 A8 S AL,

RR\ETEHEN LAZHLAYERR LRI H B E, DLk
ARIRFERE RGPS SEEFCIBES & 5 R SRR, #
Beik. SERBURFHBRI R BN L MBS oS e BT EY. AR
HERTIERE SRS, BIERE, WRie (UL L-ERREEET, RiE
>20%) .

H A =

TS AR B I SV TR B ARSI TE AR R B R T OB ETIR T
REATSEHE, 45t T VRGN S 7 SR BRI BRI AR, (AR B BRI VE B AR
FRIREE B

L] 1

1-((2S, 6S) -6- (F2HIH) -1, 4- —F NI H-2-) BEie-2, 4 (1 &, 3 &) -—Eim
il .

KBS TR L1 (5. 25, 35mmol) ¥ F FC/K B BE 95mL H, PRILZE 0°C B
PRI 98 % WRERIR (0. 42ml) , WIS L LERF 0~5"CHIHE 24 /M. 0~5C TN
ATEKMEHE (5ml) , FiRDEH: 16 404 WUEZREFERFEEKRMRY . A&
B ai, IMATCKIEBEIREZZIE =R (10ml X 3), FrEREHmeRmATLK
MEEE (25ml) AR, DKAKIABERE TN L BRET (11. 5ml) , 0~5°CHEFE 24 /MBS, UK
AEBRE T I (100g) , BEREEMIKSZ MR, MARTIEIN =K, HRE
TR HR Y o

BTSRRI VKESRR (43.5m1) ZJREF (13.5ml) , VKK THIA 98% K
flR (1.8ml), 5CHEE 4 /NEF, IIATKOKIEHERE T IMAREK (100g) , $HEHE S RE
VKTERWR, MASEUIENZIR, GHERR, ZERETEREFERY. B
ab 518 B AR 28 L-4%8E (7. 29g, 22. 9mmol) , CHR 65. 4%.

PR W g (6. 72g, 60mmol) & ¥ T /8 & ik fig ke (HMDS, 8. 7ml, 90mmol
41.5mmol) H, MABREE (0. 1g), MMIMEIR 4 iy, ETLRAEWER. WL
ArBRICR RIS R R, BREMANRY .. T2k, EEETE
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7K Z g (50mL) , DY Z. BE-L—1%%E 3 (6. 36g, 20mmol) FITE/K ZFEW (30ml ),
PHE T IMA S & PR BEEE = P EAERS (4. 2m1, 23mmol) , EARY FEIR 8 /Mt

= N5 Ee iR R R, WURZERR ZE AT (100ml) A B ER S IE R
(100mD), B 15 535h , BB, BV R4l ZREFEaaE & 2
3’5’ - = ZBEE-L-JRE (6. 21g, 16. 8mmol) , W% 83. 9%( LA L-IU Z.BE ek 50D .

2’ 3 5 - ZZBE-L-JRTF (5.92g, 16mmol) T & BRI I 5 M R
NRERBEFE 24 DR, BRES, AREMNECERI AR K L-RE
(3. 83g, 15. Tmmol), 98. 1%.

@L-JREF R

L-JR¥F (3.66g, 15mmol) ¥ FHKMBEH, MAZRRER, ARRPTE
WHEEE 8 /N, TLC BARKRMIEA, WRIEZERRILEE, &P Ht/REMEK
WWHER, G MHERZTAMLN A 6NE=KFE-L-JRHE
(1-((2S, 3R, 4S, 5S) -3, 4~ —F F-5- (= R FL 5 FF &L ) — U S Wk g ik —2-) W g
-2,4(1 K, 345)-—Hi) (6.52g, 13. 4mmol ), W 89. 4%.

@F LR

B 5 —=FHHE L-R&FF (6. 1g, 12. 5mmol )E T HEE (50 ml) +, EilEHK
T WA SRS (3. 21g, 15mmol ) HIFEE (100ml) /7K (50 ml) ¥R, N
SEEEEREAERNTEE. MAFEE (150 nl) #HiH 10 54, (FITETEL.
T9E, VEVRUREZER R, AR LR, BRI AR WA
KBRS, TKBRBR T 5 R ZE R IR B B AROIRE & . I TEK FERE
iR, VOKIBBEEET IS, mEEREoka ZREHERNEE.
BHZERRET, HENTAMN, WEFMA S ERER, & aaRKRERK =
FHER-2" 3,7 -JF L-JR# (5. 37g, 11mmol) , W(H 87. 7%,

@AY,

=2KH3-2" 3, -JF¥ L-JR¥E (4. 88g, 10mmol) ¥ T Jo/KMLEE (45ml), UK
KB BRI FRBEER, BRI TAE 0CHEdE 30 208, FiRBiH: 3 /P, TLC
BRRNSES . WEEBRER, IAZS R, MAMRRESERER. 1A
A KRR, KRB TIRERERRER, HERAEMLERBEARER
k) =RHEE -2 ,38 -FFH L-JREFM 27,3 -~ FEMKER (5. 86g,
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9. lmmol), Y& 91.0%.

BT i3 @4k (5. 15g, Smmol)¥E T 1, 4-—%/N#F(120ml), MIAZEALBIK
W (1.92g, 48mmol, 30ml), 110°CHI#E 10 /BT, TLC BRRMNTESR, L%
BREEF], M ZSE AR, BB EIE YRR WA EKIES, KR
BT, R4 A EmERERE 1-(2S, 6R) -6- (ZREEFE) -1, 4-
TENEREE-2-) mERE-2, 4 (1 &, 3 E) -—Hi (3. 1g, 6.6mmol), WK 82.5%.

® Bk (2. 35g, 5mmol) T 80% ZBR/KVAWK (10m1), IEHHE 1 /AT,
TLC B/R RN SE4A . WEZERER, MARBEBREMA 100~200 B EHER
EBwR, FELEERNAL, WESWHDERERN, BSAAREKE
1-((2S,69)-6-(F FH &) -1, 4- — S N FF B -2-) HEE-2,4(1 &,3 &)-_H
(1.01g, 4.43mmol), WX 88.6%. SWCE 28. 1% (UL L-EHEARGERED.

FKIEBHE: m.p. 1162-164°C; 1HNMR(CD,0D, 300MHz), 67.70(d, J=8. lHz,
H6, 1H), 5.70(dd, J=9.6Hz and 2.7Hz, H2’ , 1H), 5.63(d, J=8.4Hz, H5, 1H)
3.83-3.94(m, H6’ , 1H), 3.78(dd, J=8.4Hz and 2.4Hz, H3’ a, 1H), 3.74(dd,
J=8.4Hz and 2.7Hz, H3’ b, 2H), 3.55(d, J=7.5Hz, —-CH20H,2H), 3.38(x,
J=8.7THz, H5’ a, 1H), 3.31(t, J=8.4Hz, H5’ b,1H); '°C NMR (CD,0D, 75MH,)
§164.87(C4), 150.96(C2), 141.14(C6), 101.71(C5), 179.17(C2" ),
77.72(C6” ), 67.41(C5° ), 66.93(C3” ), 61.19(CH20H) ; HRMS-ESI (m/z):
CoHiN:0 43 F & (M+Na’) T3 {E, 251.0644; SEHllfE, 251.0647.

S 2

1-((28, 65)-6- (R H L) -1, 4- AP D hekk-2-) -5- FEmnE -2, 41 =, 3
) -ZHH %

DL LAZWE AR ER, SRSLif] 1 6% 00 OB L, IRARmELe 2 sk
Bl 1 JRUERERE AL B A A TRE AL, SRS 5 VY 2k L-AhE 2 B s jfifs] 1 461
% L-TRRReE e M (1-((2S, 3R, 4S, 5S) -3, 4~ —F2FE-5- (B2 L) - U 2k
H-2-) -5-FAEmENE-2, 4 (1 &, 3 )-8, Y3 53. 1% (UL L- B8 Ak in ik
D

SHLHEG) 1 b LRI 5 R = R AR I R VA, B L

MENEREERZE (1.29g, Smmol) 5= AHIIEFAEMIES N, B3] =FFHE-L-
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M (1-((2S, 3R, 4S, 5S) -3, 4- —F2&&-5- (=R FEE B ) -l A ki F-2-) -5-
FIEEmERE-2, 4 (1 &, 3 5) - "8 (2.2g, 4.4mmol), W 88%.

=RFE L-ME ARG RSB | AMAEAEREE B ARERE
=K EE-2 3,7 —HF I -L- MR e sE BB A% (1- ((S) -2- B ZE-1-((R) -1-
BE-3-(ZFEER) WE-2-RER) 28)5-FEMIE-2,4(1 &,3 5)-Zf)
(1.96g, 3.9mmol), 88.6%.

SIRSHEE 1 4455 FRBEBEE RN, B aARE =R E-2" 3,7 -JF
I-L-Bu IR ne s RE R E I 27 3, X FSRRATRER (2. 84g, 3. 5mmol), 89. T%.

FrBE & (2.84g, 3.5mmol) WAT 1, 4~ NFF( 80ml), AL REL
89 (Na,S. 9H,0) /K¥EW (1. 68g, Tmmol, 20m1), 100°CHEEET 12 /EF, TLC BIR
RVSEA: . JRIEZRRER], AR PLERg, 1M EMEsutss. Wme
HAKPRE, KRR TR ERUE RSN, TR, BERA I R
F, 18 B MR E K 5-F F-1- ((2S, 6S) -6- (=K B EF P ) -1, 4-ERHC
FeHE-2-) HEE-2, 4 (1 &, 3 )-8 (1. 55g, 3. 1mmol), UK 88. 6%,

B34k (1. 25g, 2. 5mmol) ¥ T — & HF e (25ml), MA=FZE (2.5ml)
FiRBEHE 1B, TLC R RN5ES, MABKBREM M. WMEERERN, F2
Wratidh, WEFEYHE S ZERRE R, [aGEAE 1-((2S,65) -6- ERHRE) -1, 4-5
IR CLpr e -2-) -5- FHEEmENE -2, 4 (1 &, 3 &) - K4 (557. 5mg, 2. 16mmol), WF
86. 4%, S 28. 4% (P L-iZbE AR ED.
FIESHE: m.p. 173-175°C; THNMR (CD,0D, 300MHz), 8 7. 58(d, J=0. 9Hz,

H6, 1H), 5.82(dd, J=10.5Hz and 2. 1Hz, H2’ , 1H), 3.95-4.04(m, H6’ , 1H),
3.59(dd, J=5.4Hz and 1.8Hz, CH20H, 2H), 2.91(dd, J=13.2Hz and 10.2Hz,
H3’ a, 2H), 2.68(dd, J=13.8Hz and 10.8Hz, H3’ b, 2H), 2.54(d, J=13.2Hz,
H5’ a, 1H), 2.41(d, J=13.5Hz, H5” b, 1H), 1.88(d, J=0.9Hz, —CH3, 3H); “C NMR
(CD,OD , 75MHz) & 165.04(C4), 150.61(C2), 136.55(C6), 110.31(C5),
82.69(C2” ), 82.34(C6” ), 64.30(CH,0H), 29.00(C3” ), 26.45(C5" ),
11.09(-CH,) ; HRMS-ESI(m/z): (M+Na+), CoHuN,0.S 4> F B (M+Na') t+ B 1H,
281.0572; SEHfE, 281.0588.

St 3

10
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-FH-1-(6- GRHE) -1, 4-FHRIF Dhe3E-2-) mEng -2 (1H) - )4 .

DA L-BeBE AR iR R, SIRSCHEG) | HI& DU ZBE LA%0E, 42K P B
SRSIHG] | RER SRR AT REREL, RIG 5 IU 2B L1082 M8 St
Bl 1 (BL 10%BRIRESK SRR B T R REMBEN 2 HE) Hld 4P 8-L-
F B BE R AL N-(1-((2S, 3R, 4S, 5S) -3, 4- ¥ 3 -5- (2 F 2E) - DU kI 2
—2-)-2-F-1, 2- “EMENE R -4-) SRR, WO 52. 1% (BL LBV,

SRLHEG) 1P L-RER 5 BN =R RERP RN, Lk
RERZBEAZTE (1.74g, Smmol) 5= RFESEMmE P RN, BE 4-KHE-5 -
=R HE-L-H T IN-(1-((2S, 3R, 4S, 5S) -3, 4- — & -5- (=R FEH B H) -VIE
R BE-2-) 24— 1, 2- RN B -4-) BRI EEAZ] (2. 50g, 4. 25mmol), LK 85%.

SRR LB ANRGRER SRS 1 FFRAERE R A ARERE
W A-KFBE-5 -=FRF -2 3,7 - -L-mE e i A IN-(1- (2- R
-1-(1-BE-3- (CREFEE) WEE-2-) 2% D -2-8-1, 2- “4mne i-4-) K H
Bifz]  (2.2g, 3.72mmol), WL 87.5%.

SRHG] 1 £S5 FREBRER N, BAAEAE 4-KFBE-5 -ZKH
#-27 3,7 ~FH-L-ME TR 22 3,7 -5 HRERER (2.47g,
3. 31lmmol), WCZK 89%.

PR (2.47g, 3.3lmmol) T 1, 4- "% NFF( 80ml), ML
B (Na,S. 9H,0) 7K¥EW (1.59g, Tmmol, 20m1), 90°CHIFET 8 /i, TLC BRK
NSEA . JEZERER, MAZERRER, MARKREMEREE. ek
Kok, KRR TRERERRER, SR, WA 5 2 RRVE
B A ARARREEN-C-R-1- (6- EREEFE) -1, 4-EmA 2 heik-2-) -1, 2-
TEMEREFE-4-) KB (1. 59g, 2. 69mmol) , WXE 81. 4%,

PR 4k (1. 47g, 2. bmmol) B T2 F RV (75ml), HHf, FiRH
P 24 /NB o R ZABREFI A B A T S 5 (25m1) , A= ZER (2. 5ml)
HRBEEE 1P, TLC BoRRMSEAS, MABRESFH M. WEERER, HE2
Mratifh, WEMMASZERER, [FAGEE4-TE-1-6-GFE) -1, 48
HOpEE-2-) mnE-2 (1H) -FR  (491. 1mg, 2.02mmol), WL 80. 8%, R 22. 7%
(L LA 0E A R a6 Rk 5D

11
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FIESHR: np. 103-105°C; 'HWR (Methanol-d4, 300MHz): & 7.92(d,
J=8.7Hz, H6, 1H), 6.05 (d, J=4.8Hz, H5, 1H), 5.90(dd, J=9.9Hz and 1. 8Hz,
H2’ , 1H), 4.02-4.12(m, H6’ , 1H), 3.66(dd, J=5.1Hz and 1.8Hz, —CH20H,
2H), 2.67-2.88(m, H3’ a, H3’ b, H5’ a, 3H), 2.48(d, J=13.5Hz, H5’ b, 1H);
“C NMR (Methanol-d4, 75MH) & 164.44(C4), 151.87(C2), 142.34(C6),
94.84(C5), 83.63(C2° ), 82.37(C6” ), 65.19(CH20H), 29.51(C3" ),
25.60(C5” ).

St 4

4- F-1-((2S, 6S)—6- R H) -1, 4~ —F /N FRFE-2-) e -2 (1 &) -Fii)
2o

1-((28, 65) ~6- (=2 B F L) -1, 4- — N FRaE—2-) —5- HUEEmEE-2, 4 (1
2, 35) - (705. 3mg, 1.50mmol) ¥ T LAF(20mL)H, KN = Z. % (225ul,
1.65mmol ) 4, 4° - FFEIE (366mg, 3mmol) , BEFHETFMA 2, 4, 6-=7FK
BRTABEE (545.2mg, 1.8mmol) , FiRBE#: 3 /MEF, TLC BRRMTES. MIA
25% &K (20ml), ZHIEBLHE 3 /A, TLC BRI MSEA.

WMEARBRERN, HENAL, WESFYHTABRERN, 7 +2F
—1-((2S, 6R) —6— (=R FEE I -1, 4- N H-2-) MEnE-2 (1 50) - B (642. 8mg,
1. 37mmol) , Wit 91. 3%

B8 4K (469. 2mg, 1mmol) T —&(H 4% (Gnl), IIAZHZE (0.5ml)
FEWEBEE 1P, TLC B RNMFE4E, MAKRREWTN . BIEERER, &R
Mrafifh, WERFMASERER, BOEEE 4-FE-1-(025,65)-6-(FH
) -1, 4-THRONHRE-2-) g -2 (1 £) -Hd, (191. 9mg, 0. 845mmol) , WZE 84. 5%,
B 24. 4% (UL LB G RRHED .,

RIESHR: mp.99-102°C; 1HWR (Methanol-d4, 300MHz): &7.72 (d,
J=7.5Hz, H6, 1H) , 5.91(d, J=7.2Hz, H5, 1H), 5.75(dd, J=9.6Hz and 2. 4Hz,
H2” , 1H), 3.86-3.95(m, H2’ , 1H), 3.82(dd, J=11.7Hz and 2. 4Hz, H3’ a, 1H),
3.75(dd, J=11.7Hz and 2.4Hz, H3’ b, 1H), 3.56(d, J=4.5Hz, —CH(OH, 2H),
3.37(t, J=11.1Hz, H, 1H), 3.23(t, J=10.8Hz, H, 1H); “CNMR (Methanol-d4,
75MH,) & 165.82(C4), 155.89(C2), 141.77(C6), 95.28(C5), 80.09(C2’ ),
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77.66(C6” ), 67.88(C3” ), 66.95(C5" ), 61.16(CH,0H); HRMS-ESI (m/z):
CHisNo0, 43 F & (M+Na') +H81E, 250.0804; sEllfE, 250. 0804.
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