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BT {8 F 2 O S R LT SR 5 s 8

6 — I AE B WS R ME S P 4 2 B W AT 4K I Gao
& A (Gao, H., Gaffney, B.L., Jones, R.A., Tetrahedron Lett., 1991) & # %:
BogE o PR IRHESS W 2 BRI 0 WA T 4 B 4% B i s 0E 0
FE—ESOEA R ZEQ)ER D -

Bl # RS =PRI EBA 2 - BN
B S- RE S EE Y |

ZE20-30°CF - §270E % (386 H ) P9 R 9 Ak
(OSEHRE) AMA—4EFH ZEERK (S 4I60ZH (048
EEE) _HERSFPHE TR 2 T H R
BREE) e SO BEMBEARERTENS-— WS
= I 3 2 R R

M 4 F R R 350 B SO K W A OA BE Y R R - 24 N
o FIFREABEEEREERMLER - SHE2 A
B 0 [ A SO 4 A -

BRSO I AKRISOEFA BB G WAL 457 4%
FTERR B Sh & DUsE 0 o R AF 1 28 50 o 0K % 1138 9 5 5t

KB - TP 2R 88 ok O EE W U8 M 3 EL R B & BB J@ AT vk (Still,

W.C,, Kahn, M., Mitra, A., J. Org. Chem. 43:2923, 1978) fin DL 4> B - ¥
EVEBEHE - BBERZ  BASOEF KB EF - &

AR O PR EFAA (CNS ) AdILE ( 210X 2970 )

-20-

(ol D S o B e B N Btk B )




T PSR O H R e -5 S

3

€3
~

Cv

2

§4 A7

B7

B BASEA ()

BHNEZEAZIMKBRE = ZHBREN - WEBHEERR
METFLZER FABRAABREBELEEETRETE
HRMEELEF - A 200 2 5 TF J% k¢ £ 5 ¥ W& % Al 3] -20°C
% > DUB BN W 58 B - *Uﬁﬁi@ﬁﬁ‘t%ﬂﬁ%ﬁ%ﬁ&%% ’
FASOZETTIEIRIEW R B EE B ZRET » i 4 P.OWKOH | F
ARzt - BB EYARS-—RE=KXHERT (5-=
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HEEMBOIEM  FEA0EN QPR - A=
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B FIAEEERESREEEM B - FAN & E
B E B ASOEF — R -

BFERASOEAKNMSOEA BB EMNBEREIE - 58
HE2E 6 B 0 P L0 A+ BT R 2 O LB 3 S
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M-S G SRR R-EE T

TE20-30CF » 1§ & 45 0.27 8 5 H 436 H1 i 255 1 & =
KRRLEQREIEBPRZEBME S 0= B (5
[ —DNA & 5k [ HE % ) ¥ SO B I+ & 45 1 3 DK I o FF S ¥ ok
oo REE—H% > BRERRERZRET T L85 mHe
ﬁEEﬁ%@ZE%’EFAm%ﬂ BEfEE - =

100%9’-{»21MNaH2PO4/NaHPO4(pH55)f"ﬂ§EBy& BT & Ik
BT ASOEA R T AT AR - 07 R AT
P = 7K 100 B 71 5t B 45, 909 8 A /K VA 9 I LA 2 Y - W R L 8 A
P SORETH Z @RI 4% - SR BT 2 AT A - 1
BT ERBERBRAETLER - AR EEHEY
VA EL R RIS B R AT AN LU BE - NS B W IR M —
EWHEBEASOES G Tt > K& HOEA 2 IMBE R
BEZGEWEN - BHBHERBRN LTSS - £
@Wﬁfﬁ%@ﬁﬂ&ﬁ@%%?%ﬁ%ﬁ@l%ﬁsEf

BT BEER S EWERIRASOE A IE Rk P L
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B o A 200 2 51 IE X A £ K VS W AT B -20°C 4% 0 VLB BN RS
SERL s FIF @M T AN B DB k% > FHSOZEFE %
Je e AR ZMRET » M AEPOWYKOH L F LI - Fi
ACEVNRAIEPBES-—FEZERFH2-EERWE (4
AFMES-ZHE KPR EME : 163Z 5w MR
Sriz REH » FH 0% TBMMBEES (£ K%
) )

BOIS: W (BREH - EMETBRAOREES) 8§ N-1 -

NG B R =R E-3-EE g -35)-(-% & e E-5-5) 2 B

=

& 160 2 30 N-F EL-N-(5- B &6 = % 1 335 & iy -
3G L EHB RS- RS H-S RS SEF B
(FH -DNAGH K RES ) MESOE A &4 1 %ok 2~ B 2
BT - F20-25CTF > B3R % > ASEFH KKK RE
REVHR - REBEK L E305TH - 20K - 200 2 7 1 1z
RIVEAMGREBIEABRMARERESY S » BHMAZ
BELARABEESUIEOCEDEEES S8 - KRB FIfHE %
AREREERSYBEBERBE O EE > BE A —H 100
2 F 12 40% NaHSO; /K YA ¥ R SO E I+ Z. W Z B8 FT 4 IR 2 3L W
e FUF L Wk K KA S M R 0 T AR RS0 I T I R
DI KB REDEHM - %&HX{&ZA*QI&%EHE H H

OEAZBIEER—R - BRI %G G K EE %K

EFH“WW%?FZIMMgSOHKf‘?&‘iHQZ RBRE2ZWTLLZ
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WO LT B - B A o R T
W MRS UL - N R 1R 2 B Y AS EE 7 CHACL,
RO W o FUFTRBE B RET LUB AT 4 B - 0
Pt tER IR T Tl - B B - NI
INA(5-2 B 46, = S A0 4 I 5205 4 5307
WOl EGRK 2R ARE R ERBOE S (5 5% E
Z 31%) o

'H-NMR: (CDCL, f##& = TMS, d [ppm]): 8.8: 25, NH; 7.7: s, 1H, H°: 7.45 -

7.2: DMTr; 7.09: s, 1H, HS; 6.82: 2m, 4H, DMTr; 6.33: t, 1H, 1'; 6.15: t, 1H, 1;
5.26 - 4.95: m, 1H, 3' at NRCH,, — fEEIE) EHEY) 3:1; 4.25 - 4: m, 2H; 3.75:

s, 6H, DMTT; 3.63, 3.4, 3.25: 3m, 4H; 2.9, 2.85: 25, 3H, CH, of NRCH,, —f

EEFEREY): 3:1; 2.65 - 2: m; 1.88: 2H, 1.8: 1H, 2s, CH;’, 2 rotamers: 3:1; 1.5:

1H, 1.45:2H, 2s, CH,’, — i@ Eegyy: 1.3 -

HOO: B (BE—ERTMEREES) W s-—
$ = % NS I 7 B2 (1-205 3 30)-4-FR 8 5 L I -
-

1 & 4 160 B 3 N-H1 36-N-(5- 1 4 = % 1 -3 & iy -
33038 Z, H-H Bl -5 6 9 5307, B e 2 5 5 7 B 0
(7 —DNAA R RESE ) WSO T &4 1 5 0K W = B
VIR - FE20-25°CF c KB RE3K 1% 0 FISEF K IE K K
REWHE - RBKECQE30H - 20E 5k « 200 2 7 Il 1
B TS0 B FH U Gk AR A K ER AW WE A 2
BRUBHARAE BRI EEOEREASAE - REF R %

[l

KSR R BB T BB FAZR (NS ) A4S ( 210X 29704 )
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ARERERAYERRME GO EE > HE A — 100
2 Ft 2 40% NaHSO, /K A ¥ R SO F+ 7. B8 Z. BE i # BR 2 9L W&
oo R FH R K K AE S B 2R % 0 TR AR T RSO E AR R B
DI KBEWENEBME - BENBRZ AMKELE » 5H
DESFZBZEER — R ¥ EI % 2 6 A I EE %
BH - RSOZT 2 IMMgSO, KX & - RBAE2 H &~
MBS EFPLRGE - WEEBEE XL CEERETE
WRREECHRB LRI GEIHEY - BEREB2E
WEASEICHCL  HEODEREZ  FAAWBE R T L
B w - SWEDBHBKESL  EEEERETFUE
M- mBIEYS-ZHE =K FREN-Z B E 7§ H-2-(1--
BAEEFEAGCWEAR)BR TG U F 2B TEBE
Ko EER23ER (SHHMEZS8%)

'H-NMR: (CDCl,, fZ¥ = TMS, d [ppm]): 8.69: s, 1H, JEUEns: 8.48: s, 1H, i
Wt 8.20 s, IH, BRUEENY; 7.5 - 7.2: m, 9H, DMTr; 7.12 - 6.88: m, 4H, 2-453¢

3% ; 6.83: 2m, 4H, DMTr; 6.25: d, 1H, 1'; 5.35: m; 4.43: m, 1H; 4.3: m, 1H;
3.76: s, 6H; 3.5, 3.38; 2m, 2H, 5" 3.15: m, 1H, Fpmp; 2.96: m, 2H; Fpmp;
2.78: s, 3H, CH; of Fpmp, m, 1H, FPMP; 2.15 - 1.75: m, 4H, Fpmp; 1.4:

9H:piv -

BP0 i 5-2 & = 25 B B-2(1-Q2-98, 5 30)4-51 & A & I -
IR H-3-E W L TRV B M B B R K R 4 5
TR = 202 5 )4 N E I 42D 5 g

AR ¢ BB EARA (NS ) AdLA ( 210X 29TAK )
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A . KF S 17 0 K6 4k B2 B 5 45 3R 1R TS - L/H,0 % { BR v 5 ¥&
e 1, 2 B

W10 54 0138 EH H 5= H & = ¥ B 32124 %
%4$%ﬁﬁ%r¢§§?&%§zgﬂﬁﬁﬁﬁ%%%
SH VY S Z B Y W AN SO B F+ 2 0.IMKF 2 B S ¥ 9 o -
20-25CTF > REE2KASR - BSEAARRERERS
%°ﬁ&%~%ﬁ%%w‘wéﬂm~m%ﬂ%ﬁ&%0
EANEREZEERMARERSY D » MM A 2 & ¥
ARBEEREROELERESHE - RBEFHRERS
EHRERCYEBMRME GBS BEA—d50 =
KESOBAZBMZERAR LB T - WEFT <5 &4
A B RSOEF K EI S - WEFTH 2 AML A E—
FIOEAZBMZEENS - WEREZ AR » B0ZH
NaCleg fIVS 2K BN 4% > 2R S MM LMy - FI /&
WHAKBER LG R T OIEE - HEBEAS-10Z 7
ZBRZEET > REBEME R E200Z A E R ] - &
WL IR FRVTB K - R YBEE - 50 = F
ERKEHGE » RBEBZEIRET » 76 POWKOH F # 24 /1
R BT A E67TE S (BHEZ %) 25— HE =K
2-(1-(250 2 B4 E A B B4R ¥ (B2 75%) -

'"H-NMR: (CDCl,, f&i#t = TMS, d [ppm]): 7.75: d, 1H, Hf; 7.45 - 7.15: m, 9H,
DMTr; 7.1 - 6.75: m, 4H, Fpmp, 2m, 4H, DMTr; 6.15: d, 1H, 1'; 5.2: d, 1H, H’;

4.74: m, 1H, 2'; 433: m, 1H, 3'; 4.15: m, 1H, 4'; 3.76:s, 6H, DMTr; 3.38: m,

2H, 5'; 3.12; s, 3H, CH, of Fpmp; 3.2 - 2.8: m, 4H, Fpmp; 2.15-1.8: m, 4H -

AR AT ABEFARL (ONS) AdLE (210X 29704 )
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BPILL: 4852 B 4, = 36 5 NS I 2-2-(1-(2-35, 26 20)-4-F1
75 I 040 335 1 2 B = 5 I o 3 B I I K R
VB S F S 3 N R BE0(1-- 0 )4 &
N 4G -4 S0

W5 10 BT 4 45 0.129 88 B 5= B9 & = % I 3EN-2E T G
$E-2'(1-Q2-35, % H0)4-51 45,5 400G 1430 3364 2 S-H- B
Fi 11 0.645 55 35 1 U0 Wk 2 7 6 % ¥ 11 A 50 % 71 2 0.IMKF 2 I
RV » 4E20-25°CF » RREAE2 K WS » Fi S 5 7 oK s
BREEEGY - KB —SH30%H - 2055k - 2002 5
I 0 R 7SO EE A U AR 2 WA R BER S W b v W
AZBUBRFEBW LI T DRGS0 8 - 7 2
KBEEREE SRR RE GBS > BEA— 50
EAKERSOEAZBMZERER AT - WEFS 2 A
BEARE B AT DU K SO B F K BN 2 - M 4 A 2 AR i B
~RFOEAZHMZEEN L - WEFAZ GEAE - 50
B I NaClR RIS 2K I 4 4623 8 2 B BR S L8 i - 7
FAEYE S R E RS WA T LR - 0 T AS -10
EAZBZES R %1910 9 15 W % 200 2 7 I %
e LU R RS SRV A - LR B -
SOBEFFIE KAV 0 RELEREIRIET » 7 POWKOH [
24K BT A EIS3E S (E R E 2 69%) 25— Bl =
P BN E2-(1-(2-00, 3 HE)4- B 4 A B T eed- 200 i
(HL 3 2 80%) -
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7.23: m, 14H, Bz, DMTr; C; 7.03 - 6.77: d, 4H, DMTr, 2d, 4H, Fpmp; 4.66: 6,
1H, 1'; 4.38: 6, 1H, 2'; 4.17: m, 1H, 3', 3.74: s, 6H, DMTr; 3.48: m, 2H, 5';

3.25-2.85: s, 3H, CH,, Fpmp, m, 4H, Fpmp; 2.18 - 1.95: m, 4H, Fpmp - “F-

NMR: (CDCL, f&# = TFA, d [ppm]): -123.5 -

HBIL2: RS- A FRENGESTERE 2B E2-E &
RES-ERAZE_RANEREMBRE A EEYRFES-— &
EEFENGBE T RE B E2-EE WY

M4BT EH200E RS- F & = FHHEN@-8 =T 3
RLEME2-ZERYT (BHS CHEZERENGE=T
FRALBMEI-RERTI- LA ZEHBEBEKBEY) A2
EXRHENMZ ZEWBMA40E A 2 02MKF > H i2 v5 %
e fE20-25CTF  FEBBUKEEIINEASR - £F
RGP A VRS I E % A SO 35 - 720 - 25C
T HREREGWEROSE - B - REE A 100 Z 5k
F oI RZABASRIOEAN ZRZEEN S - W&
HZHABM > FASOEANCIHMBEENZ > RIBWE2 =
Wo Z GLERSH LMk o FI B U 05 2N B 2 bR 7E O 2E R BB
THRHEBRREEZERZL - WEBBAVEAZBZET - K
BREE MG EERAEIO0EF E R - BEWLLE G IES S
RO R - BB YBWE > FASOEATEREHE - &
WA B ZJRE T - 76 POKOH | 8 # 24 /8N B5 » Bl 7 45 3

AMER AR P EERFAZAE (CNS ) AdHLAE (210X 2970 % )
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A7
B7

A BRAFA ()

1282 % (EHH 2 721%) 2 5= F & = % B N4 =
TERZBE2-EE Y -

BHB: EEBFL/ KRBT REEEREER » M
RUE BRI - AR (B —EETBeRE) &
- A ERECNZRIMERN D 2-EE R
MSZABTHROERS-CHEZKPHCNEZH ZEE
BWHEH)2-RERF3-HRAZEHBBEE S B® (458 —DNA
ERET) RENEAFHEER (E0EAFERFEH1E
KL ) H - FE20-25CT » R ERFFEETIK - ASEF K
MBRERGY KRB —ESH30TH - 20Kk - 2002
HLEMTSOEFMERBIBERMARKERSY S - B
MABLEAECSRIIFOREREDSOE - FIAEZESD
BRRERGYRER - HECEE > MEEABSZF
PH3-AZIRERNAOEAZBRIBEASRZILK T - 18 &8
ZBAR B ¢ S TE K ¥ YR R & 5 24 52 NaOH ~ 117 37 f 8 §% 71 35
@A - %‘é‘ﬁ%ﬂ%zmmﬁ}%ﬁtﬂ%  RBEHAZRS0ZE
HREREREREERN R - RBEFECEBHEE &%
ﬁﬁl&@%ﬁfﬁiﬁ@%ﬂ*fﬁf’i&w%ﬂﬁﬂtﬁﬁé@%ﬂfﬁﬁmZ
MR ZABMEBREL R CHBH LGRS - FIHBES
AR EE TR - HEBEBAS-0EH 28
LET  REBERBEBHHBERMEZS0OZEAERE D - EYL
HEFHERRTBEE - BB BE% > FHS50EF TR
FEWE Y RBERZERET » 7 P,OWKOH I & 1 24 /NEF

AR BT BB FARA (ONS ) AdELI ( 210X 29T K )
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P-T P TR D  H Sn 3- 3

A

B7

AR ()

BIF S 80 270 (Gl 2 86%) 5-Z H & = 3 H £-G-N-= &
L HE M NE2-EERY

'H-NMR: (CDCL, f&#¢ = TMS, d [ppm]): 7.45 - 6.9: m, 9H, DMTT; 6.73: 2m,
4H, DMTr; 6.48: 6, 1H, 1'; 4.56: m, 1H, 3'; 4.04: m, 1H, 4'; 3.7: s, 6H, DMTr;

3.5-3.4:2m, 3.35 - 3.25: 2m, 2H, 5'; 2.97: 5, 2H, NH,; 2.47 - 2.37: m, 1H, 2"

2.35-2.2:m, 1H, 2'; 1.82: m, 1H;1.6: m, 1H; 1.45 - 1.15: m, 4H, &R -

B4 R (BH BN TMARE) s — P =
S R 5P 12002 G R

1S B 7 & 250 B 3 (5T B 4, = 3 1 HL-5-(7 AR-1-2E)-2-
QR F3H)RZEHB R 2 B (/8 —DNA & & 5=
) FHECTEF P REW (SO T R R A 1 30k )
e #E20-25CTF BB METIK - I8EH AREE
REREY - REH—SH0TH « 20FF 4 - 200 2 7 11 5
R1750 3 4 VU G, 05 W 2 I A IR FE SR & 10 o o 9 W A A
BEE B AR R D554 - R 225 508
HE S & 97 Y B — B (B [ RS - T4 %5 A b 50 22 9 pH: 34
BEBMAOEN ZBMZERER LB S - BER 2 R 5
RS 45 THAKYE W 47 24 % NaOH « 117 5 45 0 71 35 2 404
B o G B UK KA B K - R = RSO TR
BT A RATEIN — K - K% 82 G B A 5 1 I
69 B T K VS T R SO BE A R AL SR BRI W I 2~ 6
CAEBERAE2 T R SR - A 5 e
F bR 00 5 YR T DAY R - N M A AS - 10 B 5t Z, ¥ 7,

AMER BB T REFAEE (CNS ) AL ( 210X 2974 )
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A7
B7

Ao~ BB ()

FooRBBEHKEABRBREZSOEAE LT - EWLNAE
HREERTIIREE - BUIBRYBEE  FSOZEIIE KSR
e RBERZERET > 1E PO/KOH L §7 #% 24 /N » Bl 7]
FI25 =257 (HEHMEZ68%) 5-2 H & = 5 B H-5-(FF He-1-55)-2'-
EERE -

'H-NMR: (CDCl,, fE#t = TMS, d [ppm]): 7.95: s, 1H, NH; 7.4 - 7.15: m, 10H,
DMTr; 6.78: 2s, 4H, DMTr; 6.24: t, 1H, 1'; 4.5: m, 3',4.06: m, 4';3.75: s, 6H,

DMTr; 3.28: m, 2H, 5": 2.43: m, 1H, 2'; 2.22: m, 1H, 2'; 1.61: s, 3H, Wit

CH3 c

BHLS: W (BE—EMETBRARE) 8HsS-—HE=
FHHES-G-Z E AR 2- R E R T

RS BT & 200 38 5-2 F & = 3K B RS-G-S -
Y- R REI-EAZEHBBESBE (58 —-DNAG
RAEF) MEBEAFEER (FO0EHAHREFEH 1K
D e FE20-25CTF  BRKIERFEETIR - FHISE A K
MRENERGY  R&EH —-3H307H - 207k - 2005
FILERT0ZEF WA RBZBEBRMARERES Y - B
MABELFAFEBSREIIKOEERELSHE - AIHEEES
ERRERERGBRER — M EOEE MRS ABES0ES
PHI3-AZIRERIMAOEA ZBZEEARZ LT - 18 &8
AR B A K R & 45 24 T NaOH ~ 117 35 fi 45 % 1 35
&AL - %aﬁ%@zmﬁﬁ%&% RBEHZR50=%
HEREHEEEREAEN K - REFSCEBMAE L%

AUGER AR T RBEERZAE (CNS) Adiils ( 210X 29704 )
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325284

A7
B7

A BB ()

AR SRR K ERRSOZEA RPN BRI 2 -

MR ABRBEREL R CRBM LE®y - FIFBES
AR ARA R FLUEE - HEBBAS- 107 2 &
ZEEF  RBREEBHUHERAMEOEAE Rt - EwL
HEHFFHERTBER - B RYBRER > ASOZAIE X
Fe e > RIERERET » 76 POWKOH L #5 45 24 /N
BIMl R 13 25w (B GR & 73%) 5-Z B & = % 8 H£-5-6-= 4
LB A R-1-ER)-2-E KR E -

'H-NMR: (CDCl,, fZ# = TMS, d [ppm]): 8.15: s, 1H, NH; 7.4 - 7.15: 10H,
DMTr, HY; 6.26: t, 1H, 1'; 4.53: m, 1H, 3';3.97: m, 2H, 5'; 3.73: s, 6H, DMTr;

3.3:m, 2H, FiHst CH, 5 2.48: m, 1H, 2';2.25: m, 1H, 2' -

HOII6: R (BE—EREMERE) B NG-— o
6= 3 32 4 B3 20)-NP H-(5 I TS0 Z B e

1S B Tt & A7 200 B T N5 H1 45 = 3 B B3 4 g -
33NPT 555 & I T332 4 2 S-HA -5-50) 7 B 1 o
W (19 E —DNAGRET) HAESEF FREHK (G50
R R & T ) th o 4E20-25°CF o 3T ME B
3K - FTSEAABEREESY - KRB — 25305
Bt~ 20 BEFH Ak - 200 3 S Ik i I 750 2 S 09 45 0k VA W
AR BER S W« w0 A R F Sk e
DS 5 g o R L 28 A AR R I MR S 0 U R — B o
T £ ¥ A B SO P pH: 3-4 2 48 M MU RI 40 B 7 7 6 2 KSR
BRI - BERMIRBS : A KGERDEH 245

AMGRR B E A TERBIFAZA (CNS ) AWM ( 210X 29704 )
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A7
B7

A BB ()

NaOH ~ 117 77 {8 152 B 135 52 @ Ak 8 - ¥ & 5 bk W 2> 7K 40 4> fie
2K RBEAZROZEABREBH S ERMEER— X - &
BT B AR % T B S AR K YA W R SO T 4
SN ERE I - & 2 H B R 2 70 85 2 i e 4
LR - FHERAAEBER LB RE TR - 95
EREAS-0EAZBIZE T » K1% 1818 H 5 ¥ W 5 1 600
EFFIEREES - EMLUEGERSSRABHER - BB Y
BEE HAOZEAERKEFR  REEBZEZRET » &
P,0,/KOH E 5z 24 /NI » BIH[ 48 107 Z 3 ( B 50 i = 66%) N-
(- & = 3 W -3 & i F-3-30)-N-) 2-5-% & g H-5-5)
Z B Rz -

'H-NMR: (CDCl,, f#£ = TMS, d [ppm]): 7.65: s, 1H, HS, 7.4 - 7.15: m, 9H,
DMTr; 7.1: 5, 1H, H'; 6.77: 25, 4H, DMTT; 6.53: t, 1H, 1'; 6.13: t, 1H, 1'; 4.28:
m, 1H, 3, 4.1: m, 2H, 3', 4 3.72: 5, 6H, DMTr, M, 1H; 3.52: m, 4, 1H; 3.5: d,
1H; 3.15 - 2.85: m, 3H, 5', Z,Kfilfit:z CH2; 2.56: m, 1H, 2'; 2.45 - 2.25: m, 3H,
2, P2 CH,; 2.2 - 2.1: 2H, 25 1.83: 5, 3H, CH,%; 1.45: 5, 3H, CH,’. 1.22: m,
2H, F#> CH,; 0.73: t, 3H, /i3> CH, -

HOI7: REE (RSB ERBRARE) Hfs-—Reg=
KRR E2-FES-FRE

RS ZF & H 400 Z 75 (5-2 B & = ¥ B BE-2-5 B-5-F R
H-RZENN-C AN E BB B®K (58 —DNA
BHRET) REIOEAFEER (E0ZEAFRETSAEI
SEUKME) - FE20-25CTF > MK FERFMEFTTR - 1205

(4 D 2 e e N B 3 )

$mﬁkﬁkm+@@$#$(mw)mﬁﬁ(nmaw/&)
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A7
B7

I BB ()

HABBREREGY - KRB~ S5 H30H - 202 5 Kk -
200 Z FH ML WE M 750 Z A U G AR VAR A K FER & W
FoBBEMARLAFEBMIIZOQEHETDSHE - F A
REABERKERCYBRBER - EEQES > MEEA
HSOZFpH: 34 Y BB M0 EN Z B Z BB S R 2 LK
e BERIZRBE  BAKBE T EH24%NOH 117 %
MEBNSS RN - BEERB T KHESMH K - K
A=XOEFAREGHEREBHEEN K - REFEZH
BHEHFLAERARBRENET KB EEOEA R NG
BERZ - BB CAREBRE2RE CHRBM LR -
FIRBRAAGEEZRL IS RE TSR - BEBBAS-
WA ZBZED - R&12 18 118 ¥ ¥ 0 i 600 2 7 TF X K
T EMDBEAE/BERTBLER - BB E®EE - H
NEFERFEWRE  REERZRET » f£POJKOH | &
fR24/0NEE > BNW 5258 50 (G 1H 2 86%) itk 5-—
HEZEPFEI-FESFRY -

'"H-NMR: (CDCl,, fZ# = TMS, d [ppm]): 8.45: s, 1H, NH; 7.57: s, 1H, H®;
7.45 - 7.15: m, 9H, DMTT; 6.75: 2s, 4H, DMTr; 5.9: d, 1H, 1'; 4.38: m, 1H, 3';

4.0:m, 1H, 4';3.95: m, 1H, 2'; 3.72: s, 6H, DMTr; 3.8 - 3.4: m, 2H, N3E; 3.6

-3.3:4m, 2H, 5'; 1.56: m, 2H, [N%L; 1.88: t, 3H, NI -

HO18: GHHMEE - REVESHEBLEE (LEES
%)

AHER B T AR EARAE (CONS ) A (210X 29724 )
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323284 A7

B7

Ao BB ()

#£20-30°C F » 4 685 % v ¥4t &l 7L BY 35 (CPG) ( £ 5 g -5~
MZHEHB MG TS IRAZHYT  BES6ES

I_
|
|.
|
|
B/ %) S0 G H2%NFHIEHZ B REERIE - &% |5 |
A — B E LSt R R R A B FLBE TR b 3 _§f
A o —UNEE R 0 I3TEE T W R & 1 th Y gf
B BEER2EF ZIB WG 0 HE G0 - 205 7] %}
K~ 200 22 F M 0E K 750 ZE I DU 40k T 2 YA W IR JE — /N B o 2 L
Fiae ERKFER X 2EAZ B R FR2EAZ B H I - %:%
MBI RE  ESS-0CT > A—makwwmsem (&
R KEE (EEETHE) BWHE - BB ARS T L% {
AOIMPHT 2 Z B = Z 8 ¥ » 4% 4 FJ HPLC 43 #7 2L R 49 - 45 i
SRR — A S - B - M IR B -5 .
B R G - WS- R RS R B b R RN 4%
W B A - WS- B M 2 RS L R
BE S A R o S S H RS S R A
— ALY WY R WML S

HERGYRGE W T CEELTHBELRZEYDRES
B - M T CHBEETICNF L2 SR EMEKEE
fF-WHEEZREBBIERTEI - ME KRG E80%-

HOI: GHMELE KRGV ESEBEARE (LR ZE
B2ZE)

{£20-30°C '~ - % 139 B& ¢ 2 il 7L, 3% 38 (CPG) ( H: B g T-5'-
RE-HBRETETNS  IHAaEEE  BES6EE

———_—___'———'___."—'-—};; T'___'—_' ha

AMGER A B PRBEARR (CNS) AdE (21029704 )
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TR RDINE DR

A7
B7

B BBEHEE ()

B/5) RI0Z T &7 10%N-51 3 151 2 4, 2 B v 1 5 JE -
BHEH - RHBEULEE AR S EEE AN
FREE - 100 SR MBANK2EAZBRHLEL » B
303 Bl ~ 20 Z 7k - 200 2 F W 1 K 750 B FF Y &,k 1 >
BRI E— /R - IR CEBKFRTR2EAZER %
2EFTOBEM Y - MBBERE > £5-0CT > —EEa
REBMLEH > REKWER (CREETEE) BEH -
WHRARGZIE BB AOMPMPTIZ ZB=Z 8T - Rk H
HPLC 53 #7 E0 B 13 = #6531 90 1 — fﬁa’ﬁfﬂ@*ﬁ“ﬁﬁﬁﬁ'ﬁ*ﬂ
WHCREGY (LHIRB397) - WE-S-BEHBELS RS L
AR ERZ MY RESY - W 25% 0528
HENE HARGYRBRIWTEEEHBELRZE
VIR E LK - #8ERYE80%-

P20 GRIMEE-REAWEZEBELKE (£ ==

BMBMETET  UFESZE)

A£20-30°C°F - ¥ 139 B& 33 #% %1 7L 3% 38 (CPG) ( 3L 52 iy #-5'-
RZEHBPMEMENS  ERAEKYT  BEB36ER
B/ %) B 10Z 7 & A 0.1M Mg(OTh), & N-F Bk &/ I 2 (1.9)
WP - B ERE—FRHEBE S EE RS E s
AR EZIRE -3038%  BFEANR2EF ZBEHLE
% HEH30EH - 20T K - 200 B F I 0E K 750 E F 1y
BRI IE— /N - R CEBKFERA+R2EAZ
BRAR2EFZBER - HHBERE > £5-60CTF

AR E AT RBEFAER (CNS ) AdBLAE ( 210X 297204 )
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PR PO m b S S

A7
B7

A BB ()

I~ M E KA RTE R (O )
Y WS H VA OIM, pHT & 2 i = 2 g e
98 1 FIHPLC 4 47 3L HC 63 » 5 50 i 90 1 — M 2 75 B0 45 701 Mg -
S-EHE B RS R - SR B R WA AL B ok
R I B B o o I HE-S-FR EE-HI-R I B 1 5 T B BB S
b2 — o T T B kB - MR E R NE M I B 4k
B HERAVRE W CETRBE LA EY
B o N S-S MRS I S 973 . R R
£ 80% -

T2l GHBEE-REVWESERBLEE (€848
FET  URAZESZHE)

f£20-30°C T - ¥ 139 22 37 ¢ (il 71, 3% 35 (CPG) ( # 8 Jjig -5
RLEHBBRETENS  HREXKET  HES6Z X
H /%) HI0ZF &4 0IMLICl 2 N-H IE I/ 4, Z B (1.9) ¥4
WSE - B R — BRI DSt 5 = 8 0 7L
WL Z3-RE -3058% > BHERUR2EFZER%E
' WEAH30FH - 20 B F sk ~ 200 B I 0 1 K 750 Z Ff 0y
QIR W E— /N - B CEBEKFR+R2ZH 2
BRTR2EFZBEWHL - HHEBGE®RE > £55-60C T >
H—REBKBEEMUEE  REKEE (CEZLETEE)
W - WA WEZL AW AOIMPHT Z ZB=Z ¢ th >
W& FAHPLC 3 A7 BBt - R R E — 825 I ¥ 7l -
SRR IR Y - B 5B R B R 1E B b R B S RE B

AIER LA T RE 542 ( ONS ) AdLK ( 210X 29720 % )
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PRT PR oD S B - 3

A7
B7

B BB ()

fE s - b i H-5-FF S Hp B S 5 W B R R LB Y — fE
PHEREEY WETRERHBEES LS4 » kK
REVREZMECLEEHBELBR S EY R RELEN -
ey H B By 5B R S 2 LL B 98:2 o 8 E SR 4 £ 80% -

AMIER AT EBFARL (CNS ) AdBME (210X 29704 )
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323284 85.2.144’1%37—3 BS

Wb RS (UL AL W T )

£ A n'z

AS

— R RARER KT T HMUERIEETRE
F B AEFRHELWHMEAESHEOEE kST HEE
HEBESTFERA KB NAREWMARZZBEBEBRE K
—LEBAXABRO-ZHERERE (AFZREBHAEERE) » HH
HEREEN —RECERA FLERRKHE - HEERG T — B M
BHEE AKFTHEBIRbBEBMESIFLE BRTLEEBE®HKE
& 0 BH 0 — KT Jagl b

| |

|
0 0 0

| | , l
O=1|>—O—CH2CH2—CN @ - O=b—O0CH, (Ia) % O=P—CH, (Ib)
H | H - H

HBERETE® BT RERTRE-BEZIERE - BIiE
B2~ HHEERGLI-0EREFEE - &2-50@RETZS
TEXREGSITE EAREELEREAGTET €20 —#
B EBBREREAR (SIBIKER4-10F) FETKX
FE - #§T~ TagIb iz & 8 1k gl 2 -OH 1y &2 fi -

EXHAME (BRYALEHM © Process for the preparation of nucleosides A )

A process for the preparation of natural or synthetic nucleosides, nucleoside analogs or
oliogonucleotides from at least two such nucleosides and/or nucleoside analogs whose
basic molecule contains an unsubstituted or substituted radical of a nucleic base B and a
protected hydroxyl group of formula R;-O- wherein R, is a protective group, or which
are linked to the oxygen atom of a hydroxyl group direct or to a solid support through a
linking group, from nucleoside monomers or from oligonucleotides to the basic
molecule of which, in addition to said radicals, a group of formula I, Ia or Ia

| l I

0 0 0
| , I |

O=II’—O—CH2CH2—CN D, O=P—0CH;§ (Ia) or O=P—CH, (Ib) .
H H H

is attached, by converting the group of formula I, Ia or Ib into a hydroxyl group -OH by
reacting the nucleosides or oligonucleotides, in the absence or presence of an inert
organic solvent, with an excess of an aliphatic, cycloaliphatic araliphatic or aromatic
alcohol containing 1 to 30 carbon atoms, a polyol containing 2 to 50 carbon atoms or a
polymeric polyol, in the presence of at least a catalytic amount of an inorganic base or

of an organic nitrogen base, which has a pK value of 4 to 10.

A ST L T o B A4S A (CONS ) AdUAG (210X 29T A
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* A ﬂ

f’kﬂi

TRE PR N o R TS iy
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R S UE D
Eﬁﬁf%ﬁéﬁz&g*&ﬁﬁwﬁﬁgﬁgﬁz

g (BN TRAEIWMEAARERZMER /R
FHOE  ZXRARARZ T R T2 5
FE-ABENRRENRL —HBEB HEE » %%
REERLEH - BB R T B2 50 R e 3
G — A R0 2 RARR] KR, B R -
IR — ﬁi%%ﬁ ERZEE - TR

BREGTRARCH - BE L ZEET (AR5 %3

ﬁ)ﬁ%ﬁ@ﬁ“ﬁ%%ﬂﬁﬁﬂﬂﬁﬁﬁt’mﬁﬁ
EMEHRE -HHEE) > ZIHERERRQD: R
(Ib) »

| | |

i ? i
O=P—0~CH,CH,~CN (I) * O=P—OCH; (Ia) B O=P—CH; (Ib)

I
H : H H

ZE(ﬁ@‘&WMwZ§%WEf%ﬁé&Z&E~
B8 A8 0L 88 BRI B 2 3-RL T 7E S-br A — X R-O- = 5
MCEE S HORB—-HH#E R—EEEs . 2
D WRMZERERRRSR YT - BTN ®
ﬁ%&ﬁﬁzﬁﬁﬁﬁﬁﬁﬁ—ﬁm&Zﬁ%Zﬁg’
HARB-R#EE R—BEee) R — s
OH BMAKERAAXRRSRZET « &5 44
BREZTR (HEARXO ORMZEE) £5 R &K
ER~§kﬁ‘ﬁ~ﬁmﬁ&Wﬁﬁ~ﬁ¢§mZ%ﬁ
‘MﬁET’@Eymﬁﬂﬁﬁﬂ%%wmﬁﬁéﬁﬁ
BZE (ZEHSI120HBEF IR - BS-REBREFZ

AR BB T BB FEFRA (CNS ) AdSLAE (210X 29704 )
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A8
B8

D8

A b AR

Bl S730HBRE T2 FEREES60ERETF S
M) ZEBE (BEEBEREZAD - RMZE) K
B REREEDS - BLESERARREBEREET
(KBBRAREOBRESBELY  BELBELVYEES
Y EBAALYRALE  ERERZKES410,
HAREGE - FENBMBERNSZEER > B2 B L
OO E20% EHFEEN) » £-20°C F +55C 2 & B & B
WHEELT -

- WMHFEMBEBIEZ H - Hh 2w M s & ks

R EE

- MR EEAREEIES % R o EMERZE -

W - XPBREZEER S — AP BWE -

- MHEFEEFEESIEZ 5 2 b KRR 15°C T 35°C

LEBE®RRBANET -

5 WHFEHABERIEZI S EhREAESE TR

T -

MR EEAEESIES FE > B2 BEAS 1% 20 R

RF I hE -

AEGKR B HA T RAREMRE (CNS) AdBLE (210X 29704 ) -44 -

(o D e ot e N Bk B e )




323284 B8
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R S UE R
T MAREEANEEBES Ak HP S RES 16 R

RFZHile -

8. MHABHFNBEBHES Hk > HP 2 RHEAHER - 2
B IE-REAAE FE- -R-RE=THE - RE- - -
LW “HEEP- REZRERS D BENE -

o MHAHAENBEABTHZ Hk  HP 2 BEAES1 S 46 B
B¥Zherg -

10 MAFEMBEBSES Hk > Kb E PR -

L1 20 PR A R B L Kk R MR A S B 8
R T 2B -

RAWFEFIRBESENE S Hk oo B AR R R -
HoE - -WEROKE - REREERTBERZ —MHhE
Bt -

BAFHERGEB IR S Ed 2 BRS 7320
HEFzEism -

M IMHEEFIRBES3HE 5 Hop oz B BRI A
2R K B R b RAEMREEFREBEZRER > — 4
FREME -

AR R P BB K A28 ( CNS ) A4 ( 210X 2972 % ) -45 -
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RABHRRERERREENR IR EBRER > —
HPRIE -
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