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ERBEEA_RIZBARAERERRFRENG SRR F
MeyTHME., Ri, BNRAG-—RER=ZREFAH SHANT R 5%
B —Be 4 AT RAR B B g B84, A, XBLEHMETR S
BRGEHEAER, RAMRGEREREATAH REA XAHR

30 —EEEiM, AANRFABRE LIS, AFR _BRHARAREALS TH/Y
REAEHRR.

LRZEBFTERRRETRESRBE LN ERTE. —
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B, XERFOERAEEN. S WAL EAFT. RMAFFALF—
AREIABATREABHEALT ZEGKREETR, Bk, KUAFF
WP REEE AR EABER. ARAF—RAETRHER
kER, Kf, RHZREE AN BFRGEBAFF] (7, N-1 H#)

5 AR, BACS5HREHHLEARMRERLS FHRREAFTRE
FHMGEEIBE, N2 NIAKRFHNERXHERBE W4 E, A
AEMELHEHENRAEL LTS FHRRETRBEFARANE
EESE, Bib, ATRENBHREZFTRYGFZRPpLE, #2H
—# R & N-1 K BF 5 84 B 7 k.

10 AR EARARBETEARBRETREMPYER T E, ARAE
FRAAFERKERREFHE X LMY, I, UEAYFRER
BEKBEHEBRAORITAT REMAEL R A TEKMBNLA.

A AR E
AEPFBE—FZHBSRA, EAZMBES REHNSKEEF

15 BHFE, FHEZMNBESREKN TR, b, KXALET A —Hd

ZHBASFRTEH R BAARBARLHET %,

AEPHY—AFORET —FE5mELLSY, A TLABT—
ARSAHBERHRBEFERGAAREABENRSY, AEFTRAHRT
2R () BT,

20 T AR LS AN DRBERS, ETALLIAFTHAER
BRSO E RSN SERARIE Ia L. RAEBRERSRL
ZX-X-PRNRREH, £+ R, R*FR ZAHFT.

MAEFSTUA R L-HE, RERSEZAFTETRA BT, &
BETARLLBEY, RARS TAFTETLAHRLE, @&F, L&

25 HMABRER AR UL EHRP ERP.

BEA () BIFH&cSEsAB=miARH. £RSEXEFTET,
TAEM - BA RSB EARERyOHERSY Sl S A BT
Foyw VAakE, BEFA, AEARIBARSHE —AB-REATEE
KpP-RATRAFS.

30 EFH—FE, RAEXARBTTALEHXNIRTH—F NS RE
KREZEFHY:
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EEMX T, & X' E12-0-K-S-. & X2 H3i-0-, -S-
#£-NR-, & X’ k3 32Z-0-, -S-, -CHy-, H-(CHp)s-. E—AKLH
EaFTEY, £X. XFXZ2-0-, R"EFPAH, KAARKEL
HRPAAREZREATREERL, floRTE-_FEATFEREEAR=FA
AFHEL. A—RAERKYTAFTET, R ARKGRARKL =
EFE, 9- (RX£) bk (RBEHKE “pixyl” ) AwWEwE (UE
4 “THP”) . E—REAKLHFHAFTETY, R Z—AMRHBRKY
ZERFR. —RAAZEXFTA, —REXA=XTFR =ZHAE=XVT
A, THP & 9-XANGeb X, RFR, RAZIAV-_FRAA=XTFX, &
R 2% 53, 2-H. -F. -NHR®*, -CH,R® £-OR°. % R’ B s %-
OCH;CH,CN, -SCH,CH,CN, BAKXAMBRAMGIEHLR, BARK
MERRGFHAR, REAHA-OR X-SR’, &% R msu2-
OCH,CH,CN, -SCH,CH,CN, 4-fE T-2-% AL . 4-f A T-2- %A1,
WAARE. BARLAR. 2-THARK2-THEAL. R'FR & g%
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T AHABRIARNKGEALE, RAKXARKGFALR, RAR
FBRARGFRE AF R PR EESNALELGERF—RY R 42
FRAREFE, APRRREXRLFAALR 5K 6 TR, $£i& R
FREAFAE. RE-H, RRIAABRKYBAED, RARARK
S WFHAAR, ZABREPE. RO Z-H, BAIARKGBAELRA, K
REABRRGFTHRER, RAIABRKGFRE, I —MRPFLH,
Bl BRI, RTEFATARE, IABRKRFL. R ZRA
RABRKGBAER, BAIABRKGFAEHE, RAXARKNF
X, THP, 4-FEA WA HER 2-REXLFERL R 24X, £—
10 ALK EAFTET, RREFREAINEEL. L BERIAE A
BRP XARERPABRERE, RELLHAEANRENLERERS
B, TANREKH. n 2 OREXH, SALVH=M5E3 BERARE
BARKR LSRR Z TR, nhi2 R 0£2, SAZERPHEA =N
B3RS BRMEZEHRE, n £k R 0 £ 10, AFBTHRFEF,
15 RKEA—ANCHAA. EFE, R"K%.k H. O 3% OCH,CH,0OMe,
E—RERFTEF, BEMBHERETOAALEMN T LS4 H
OB F &
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A X N E, BRRYEZAEXTI+4RP. R®Z—ARKI L
HBRRG=ZEFTR, Hlodd-—FRE=ZXFL, R'FR"Biks
ABRRIARBRRAEAEAR. SRR KRS FAL. m £ 0%

5 1,

MR TEAFHENBAEBEATARARAELEMHX T A2 FHEKE

BERIALIARREAY:
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AemXmde, XL XA X, R RHBHZAALHXL %
X'#a2=0 %=S. RPREZARPL, AEARP L, BEFL,
X-YAL-Y' £ H, —# BESEAXEAR-Y-L-Y-RY, Y' 2Tl 5k,
BEASRLEARANERE. KA YV ABAIARAR. 5 Y B3k
R #4, -C(0)-, -C(ONR'-, -C(0)O-, -NR"-%-0-. L Z—A &
AW, Kt ZRAIARBRKGBALR, RARKIARBRKLGF
AAH., EHhkeR, LEEZE. R7VZ-H, RARAMIRRL G %
AR, SIABRKRABRBRAGZTREE. RC2EL BAKEHTFRS
B B AR, Bl THRGKIE, REXTH, BRILRBE, #lEK
—HWARAHBE, RC-BOEHRELE, AABAEARELHLY
B8, #ldevk Tentagel &7 & 4 #4K £ o5 AR &5 B4R H4k, RY -
HEGPEAR., SRYZRPLAN, RERBRFERTRREPLAHR, &
TE-FAFHRBEAR=ZFARTAREL. PR A E£HK. £—AF
HFER, AN BASRARERTRA K E, B
HBEL (0, BERNBREARS) . AF—F#hFET, &
AU KBRS RAEANKHRE, ARRAFAKBRER (SHERN
HBEEE S —AS, BFRRE-ANS8L). AX—EAFETP, &
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BB RZERZRSGREL TR, ©F WK SRE o RANKSER
A% BB A A,
EHEHEHXN M ATHREBETRGTET, 2AXNTERTY
ZHBESRAEBAIEAX IV A7) S-ZRPHBEFRIBZFRE
5 ZAKFMa L.

2 RZ
L >I<' , B —a
. /x2 R?
V.

AesmXIve, XL XA X XL RLURLORP#B&EZLR L,
X°Z-OH %-SH, q 2 0 R E&4¥K. ZBASREHRGLEMXV ETHY
10 F—FEAEREIKFHY:
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RE-—x! & B
/X2 R2
R’———T
E o F

0

AEAXV +, X' X5 X, XU RL RL R RP, B, nAeq
HEXFE, F—FRAG=ZNHEAMERBARAL, BREH
AVIAFTHE - FEARELIEFHNY:
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vi.

ALZ#HX VI+, R RL R, RE, XL, X3 X3 XL BARP#H
RXF L. EAREBREHTE THETAZLHXIVAFTH S-EBPFH
BHREER, TAERBAXALERALLG X LARH®. M
REFE —FEAKARER., PR R Z-ARAAZHEREP L, 1A
BRUEEF - FRALAERR, #RE R ZZRATFTERL, HldRTE
—FRAFTREREARZFALTARE, NWE-—FRATRARS F&
EREB R, &%, RTA-FATHAEAFZFALATaRAE
ARAETE&ETHF P HERA TR EE, RERTE-_FA TGS
AW F ETAAE Greene FHAMA KT HRYP R A (Protective
Groups in Organic Synthesis, 1991, John Wiley & Sons. Inc.) — 3 #§
77-83 MEEH, ATHHAAERATHF LI I AhSEE, A LA E
TRABRHEBERTAEE ARSI K, AHBBRAFEREGKEL T
B, AFEZHINAFH S-REBRPHRKBEETR A0, wRiHET
HinFR, NAEBRKRYRLATRTAZEHEFE; oL RiiFH
YR, NWREHRATRTARAMNIALT R, RER, wEF
ZREIAXF SR EXGREBER, LI RBAYEETETUALZ R
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LR,

FEPAEGBE—FHEEAX | REAGZNBS REI Lz 4hR
MAE T k. BT RQLERENKX VII RFGBFRL I RFHHE
3-BARRHATRY

B b &M VI R FTHF—FRKRE ZRKFH Y

RL—x! B

16/

R
VIIL.

AERX VIIAVIL+, X' X2 X R'&=BRER L2 X, A%
MXVIDF, REZ—ALER EXHRFEAR. Bk, R'Z—AT
ERcHAETHRE, RERRRLAREHHES AR, RENZT
ERBETHRE, MARARLAERSGEP LR, ik REZ—A
CBABERI-ZTFRARL. £2HX VIIARKRYGE —+ A E#
sk, B R AR S-ERPEEF. SR A-ANBRFEBTHRE
PRAEAN, F—FAAARLEUARBERIATHEP L, S R'Z
ERAFTHREARPENY, F—THA-—KRZAASE TFLAEARE
R, % S-AXRPHBFEBOBAMNALETEGEHX IX X704
SR TARF M B
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xz\ R
/P—
R4/ \Rs

X

R3

AesX IX %, XL XA XL RLRLRLRLUR BB HEL
FE. REFHRY ISR H_RETUAALHAXN XKL KRS
P &

AemXXd, X1, X2 X, RLRL R RSB LA L.
st 3,5 —BARHATREARE R, BAR I-EHP R,
i Y-ARPH_RETHELAREBSBRAENGETELEHX XI £LF
10 &94LE- R 3L AR F-Hy 2 B :

R‘
/
R*—N
\P-—x’ B
R°/ —W
s/xz R®
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X XTI+, X, X2 X5, R, R RS, R#= B &z LE.
BEGEHREMX XN EATY IS-RPHZRERL TKFHY:

RL—X s B
X
XX R
P—R,
J/
X . B
: X
xz\ R?
p—R®
x‘/ s B
N
k
W
Xii.
5 Au#HX X+, X X2 X3, RL R R R fB#ELRELE.

ik, & 3SR HZRATEILERE RS, B I-EK
PHZEA, STAABOBANAL TS X XIRA AW EE—
REEBKR, BARISHPHERA, #I3S-RPHSRAMESLE
B RS, H&R I-FRPHIRK. # I-FRPHEEALX Via

10 X XIIIb &7 &) =B EH R H :

RS
| xR
RE—N
\P—R3 & \/P—Ra
N N
R g R
Xilla Xlllb

HARLEMX T REANZANSS Bk, ALHX Xl = XIIb ¢, R,
RARHEZAALE, X2 EE, k2 RAE.

15 REF,EMXNIREG NS RAEAXL ZARFHH T A BT HLE
H X VILRAGHF S 2R FHBE 3-REEMURY, BREH
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X VI RANE —FAARLEIAFHY. LI —FREARE
R', A& 5-HP@HE. & 5-FFKPHHEF S5 X Xl & XIIIb
AT A BB, TR M X XL R T4 5- AR K H 2k
FHW., % S-BRABRBREBAOBAMNALETHELEMAX VILRE KIS
MEEIARRABERE, BREHX X REAY ISR _RERXL
SHRFHY, Eig 3SR _REABRE RS, BAI-EHKPH
B, TMEbE 3-ERPH_RELEBOBRANAETHLEH
X XTI R AW BRI SAFHBEE, T REHX X AT 3,5-
BPHZBAIEIKREAY, TEARETEI R HERREL T KR —
KE B K, AEHR ISR S RE. dI35S-RPGSRETRE
R, HA&3I-:BFHS B4k, ©54MAX Xl X XIIIb ¥ Z—RKRE
MBS B, RS A R T RN Z 53 RAKR AL 4K FA
.

AL S —LAFTERA—FZH5S BAITAGERBARLL
H&Fk, GENBESBEATEGARBARTAALEHX XIV I3
K - Hy M kT

w*ij
o x* R
e,
XV,

X XIVE, X, X2 X RLURLU R RS B, Lfn#
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Z LR E.

HELHX XIV AT 2055 BARITA 0 BASKNG S k0%
A ERFEZ 44 3-5RP 03 BAK, 2 3-5RP 0 3 BALRK
HBETEEMX XVa X XVb A THLAEWEH:

L ‘ 0 o
1 = Al
XVa XVb

R e M X XVI R 7 o) BAREARE RN R A TR

xz\P -EZRG
’_x1 C_W 5 ——
: R
X\ .
Ve n
- ow
X R’
L%
HO——( 5
0
XVI.

10 EHEMKX XVa, XVbF XVIF, Le§2 L FE L. £&#HX XVI &,
X'\ X X, R R, RABHZXF L, 4% BAERAKRE KNG H
T AR RAT BT RA G AABRERFRRGIARKG LA
BU—RBEAETRE, BAREMKX XIVATHZNES BRTAEY
B 4k # Ak

15 EXEZAFTEY, £HX 1 E XIL XIV f= XVI 854049 8 3.4k
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AHHRETFREEBESASBATH AR IEFMHHIBAY LA 34k
A e EE M K,

BARKAN S REEA M5B, FToAThiz =453 Rhs
BRRSHERRBEFR (F, RASBR SRR ARERGEREE S
BR) . A5 REGBRBEREZEFRTBLRENE D%,
BAZXLEALRORKEBE TR ERZRVGRE TR, B, #
RARXRAE) MBS RATH R A RABKER A F4REKGIK
REHE. sst, RAXKAN S RAEGETE XN, BAHS5A L4k
TERBERKEYKREZFTBAAL, SR2HRETFERE)—FHLEF
2. %5, AARAZRELAMKRBEEF RN RXTE 4 N-18 %,
A ERGHABHRRBETREAKAF 28, Ak, & T
B FHRMKRY, TARFLERTRESZYGMEWH.

HHE R &

B1EZ=M5%RAGERAERA,

B2ARAT=ZH8E5REEGRNFH —FERALA.

B3R THEEES 2 PHEN2-0-FE WK,

B 4 XTRARFE&ERG TSR BB B B ANKSER
B 4 B AT — AR,

B SZEEAZMBHE_RESGRERY 4 PHARYKEZFTRY S
BRAFEE. Hixfeil, HATRIAPLEGFT, Hiaets BEREKRE
AR E ST A R A S S F IR KA
e

AREAMANBRER, QLB RE— AN REN EFH.
DG AR C-Cs B, IFZLHBPAYIRELE—ARNEANER
HRpEe) C-Cs SRR R, KREAKRZA L0 LA IHE C-C 2
AR C-Ce IR, MALAAKEZKRERE.

FHREAAOEERRFEREZ (FloER) 5 AR EAEKF
FREFHRAMEHGERTERE (Hle, FR. EEF 123498 K
).

AXHHGEFRE, QHEEFTERZ (FlEpL, wRX,
vbed B FeRep K, o e e K e K wkwbl . wbeg R
ke B, wbe R e K emer R obE R, e X Foleb H | B
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k| ek R KT R ) fe ko —AEKFHRK, EKREFER. £
FREAERKBEEARE - ARSAMARACHETRBEBROETHAR
(Blde, RAFEoik. Eibsked, ok, GRS, KE9%. 52,
ok, skl Fubsz, R, wbeg S [2,3-d]E R At e 5 [3,4-d] K )

ALHANEIRARBL—AKLER 1 24 6 MERTHEAE
b —otak e FaBRAR.

XERHGEFRER—AFFTERXRR, CHhEA SOART,
QIEEV—ARET, BlmR. AR, FIRBE L K6 @G0,
R Ak 5.

BeAEEA. FHAAR. FRA. 2FEAPEREEAGLEERAL
Qi ik, BAaFA. KERE, IRKERE (A =RTEFZ
FEL) . -O- (BAKXBRRKABHAE) . -O- (FEAIBRRHFR) .
R, ORAHTE. BEF. KA. AL -S- (BEEIRRGBEAR)
Fa-S- (FEIBRRGFTR) .

B, BARABERPRARAABBARAAR LY. XTERPEHY
4] R, Greene ¥, A WA R T %P ¥ (Protective Groups in Organic
Synthesis (1991), John Wiley & Sons, Inc.)— % & 309-405 U, #H 4 A
REXAEH T LI AMAD S, RFAEBAM BB R AL T HRE
kY, ATHEPEGEZHILEF 10-142 7, EHRSHGATEL
wiEF AL AM ALY, KRANBRPEARTEA-TFTETAER
A, ATFTAEGYP AN EFAILRH64 277308 7, BHIHATELRT
HP &I AN S,

B AR Y AR T A 5 Bronsted B 3 Lewis BB X
RENGEPE, BARZHRPERAMBBEARAAR Coth. FLHY
BMARTREFEGEHCERRRIARKG ZETE (F 4 60-62
R), RAHIARKGWEwHA (A HE#31-34 ) , RARHAK
BRAK T A kb A (B H6936-37 K -FAMLEX(FH65 65T ).
HEGBRIABEIHEFEPRERIRKGIABRKG=ZETR, Fl 44-=
FRA=ZZFE (REHKHE “DMT” ), ZXFRAERLETAHRA
ot FAR AR,

BEaAOERRELEGBRL, HlRES, BR%. RER.
BB R e B, AR BOHERRAL, Hlde T-RLR B RS, T-BLR-8-R

45




01818122. 8 oM B Er/21)

10

15

20

25

By S-RBEEAFER. S-ARERER. T-BLEMR RS, T-BLEA
S-R MRS T-BLR-6-RAR RS 6-BAES . 3-BLAMRE. 2-8K
S5-FRER ., 2-BAAKA4-FARE-S-FEAER, 2-BEE-4-8AK-5-FE4E
R, -BAR-S-FEER. 2-RE TS, S-RAAER. 2,6 — R 2%,
8-RAE%. 4-Zv-5-FRMMBER A 4-=o-5-F K RER,
BRPHBEERERALTREAGERTREAMRP OB TRE.
BE, BEHRALAGRABRPEARY, @3B RBBEXKLAT
BREEMARPGER. Hide, BRESREECHERAEZTAXTBRE
PERY, Ry RAGREA—BAFTHRE, TBRASIRTEARAR
CEBARY . R, UTURALCHRPFTE. #lde, HTHREE
By, BRESFERAYBEEIAARXACHREARY, RREZYHELA
ATBRERY. SRRBETREAAFTARRP IBETBRABELGRLNA
BRAEGRHE, RERPENGEHAERATAAGRP R, SEAR
B W XEPHREN, TUARER, flRAKRER., EFKE
BARABTER/EAENEER, REGZRKEZTRELRE,
EX—FHPRINGEMXEERAAZ LN QAL G IKRREN
.
SMX IR TARRG MBS RAETUAR R &L M X TTREGER
BER, ZANHEERAEALERGRABRETEZHAE TR
By, ARTUAREKXNKRRETR. REA=ZMNBES RETAES
BETF 150 MEERBEGRBEZTR. KELAGXH S R4ELT A
A RABRBENRKEEZER, 14K %Y 504/mE, 0 835ARE
HIRRAZ TR,
BEBERGESRTAEERT R, RAEBKREKR LB,
LhaxaPAOARN, RPEAZA—AE. BIABKPLE. EORTREH
FRZE, TOARHEE. BIXARRPE, SRREFRALABRK
#H4h L4 R, R® K& BASEAX-Y-L-Y-R?, —&, %A =M%
SRARLAZRMIBAMTERMRRBELZTRAUEMT HEEERKAR
BEBRATERG T RSN, ARYEASRAY, BOTRETR
A3 BK e 25%-75%. A =H5E EARTREBETRNER
A E AR R R LG R EE T,
HERBEBETROFE T OERZ=NHSRERELEMXIVAFTH
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S-ARPHHEIEERBELS. EBASALLHE, BERXREFHRY 5-
FHRPEALESZRAEBLER-NRR AAXERE. SAZRTER
i, # S-ERPEGEFREGRET ALY 0.02-2M, 3 RIKGREMR
HS-FRPHBFIBERNGY 112 5%, FFmAMRSE T 5-54%
FHHEEEY 2550 S FHFEHMBAOBAA, Fllowed, S-THREW
e R Ak X B (R ), ARBIBEAE. AE
B E B E AL 20524 604,

HERRBFTRYFZ T OERRREFTRG =M EH R R
B, EX—FF, CIBLE S-ERPHBHF LG ZHFLRA, AR
ES-EZRPUBFRBHFRE S RAIMHFHH ARG =MoL, #ERk
KA.

EERMEBRT, BAREEBFTANRAANLBRREZFRET
T, PlmERBEETA L, RAEANEN T ALAAY (R TEL
FME) . HA LK, AAER—BESY 1118 5 FH L, HA
BARERAE. REAFRTHMEERN (= THF) Fitfy, BR& Y
I sk (Bliedir i) 49 1%8 K., ERTFENERZILYSH 4.
124 1:4 (5KkfRtk) . £Y4 520046, BREBRSBDEINLARE
ARERTANRZ L, REZRIANEMN T,

RER, TAALAGBREAARA CHGA TREZFRSRNE
1T BREE A5 XA W =B R B AL, A A X 09 55 4] 648 SH- K —&
*%.-3-8 1,1-— 844 (L4 “Beaucage KA)” ), — X FBUR,
¥R L@, —m NNNN-mEKLH, 3-RKE-[1,2,4]-
ke 550 (R ILEE £ 4] 6,096,881, ReRNEAEXEIAKY
AFE), KRAER. BB TRA U E XN R B E &4 4T
# Beaucage %, Tetrahedron(1993), 49:6123 + £ 3|, ZL#HKH A S
EXE2LEXINAKAEE. 3-RE-[1,24]-—K-5-AF R LG A
BXA . BF, REREERERESH 0.04-0.2M & 3-2K-[1,2,4]-
e S B ERAA MEA (/T H, 1:9wiw) FHBRRER. &
R EEL IO ELY 2 4R E X,

ERRBERAMRANZIE, BFHRARLY S-ARPGEF
HBU B EAMENBA TR P RERE. HEAMAFIHHETEMN
FEGELKENRRBEERTHHH. e FH64 53K (7,
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-OH. -SH #.-NH,) R g 5 L 5 =488 5 R4 2R &K 7 3 7T A4
A . BEREBRALTIRAKRE, Sl CREFRF TRE, HBt
o Bl TBRARFTEBER, HAHEA.

EHMRATRE, BHRAR AF6 S-Kyrk. 4 RIABRIAK
RMEPEN, ARLEAKEEERAR IR, KA S-RPARZ =X
FHE, Hlmdd-—FRE=ZFXFE, S5 RPEI=ZXFTEHN, T
AZRLBRRAZALBRAANERN (R FR) PTHERLERR
BHRBREL LR, —2BRET S-FyPE, T AER KR IR
(BF, 1BAFR, RARALTR, HRTH (£48) ERKP Y
B)EE—ARZK, AR ERKENRREFR.

BB E A F R T 8 i = A K A B TR B A R R AR AR
PR (FleRAFHAR) , RELGFRALELFRP EHRAR
B R RH &, v, H¥B-REATCAERYP G =ZMNBRNE AEERK
¥, S RAREEAH.

ARBREEE TR TAE IR =ML ARLI AN, FH
BERASEFEPE (Sl RAFTHAR) #FARFRALRALKY
B BRANRBRERAENE. Fl, B-RACLAEXRYPH=MFHEAL
BERRABMEERY, &WRANKERERXH.

ROV KEBEROHNETURR =HHARALE KRR EZRAHL
W MK ER =N HREAE— KRR S KA SRR T AL,
ANES B ERABETE (Sl REAFTHRE) , ABANE
ROGBB B RANRFREEHR. LR, RENKRBEFRTUAEL
HBESRARHE, EERATR2HFRARPRELIRPHE AR
AARBBE R, Pl -RACARKRPE, F—EHBFRAKPE
EERPEY AR, #liwp-REACARAKRP R, £EMNFEE,
EHRBHERGEESTREREKRETRAWL.

LABEINA T V- RARBERPORRBETR PN, R
AFH®, NWAEBKREGRE—FT TUARIRFE; RI#ATHE,
MEBGEE—FTAREARAL TR, RTEHR S-ERPH
EEZEER, NRABKRTAAERPTRER. &F, wREAREK
FRAEH R SRR E#EE (HPLC) b, R S-RP KRR
HBAMENEY. REREEETREAE TG #E%kk, B 5-
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FRPURRBETRATRITEH .

R85 REBALGBRKREGEFRATRA LR RIBLRHME
MREBHR XA, 22, S-ZRPHBEIBFRAAREL DA
b, REFHFEHELBKLY 50-100 pmol, £B2FHY, & EMRK
AN REEE H 2 0.01-1M. 4kik %) 0.1M ¢ = MBS A WA (4]
W) PHER., BFABEBARAZITRZI Y, £A4H 2 B4
MERTRAREL A 1.5mmol £ 1.5M B EHBABAN GER, &
BRELT S-ZRPHBFIBFROBALS ZROWEAY 2-10 5
4, ikt 5 54,

PRENBERZLEB/ERHE TRE B, NiEEKEARS S
), Hlims LIXKRAWRELTEAY (R TEALTAMLE ) EFHE
#| (3o THF, ZHRAFEX) PEB. LK RSB Z Kk AN,
LA L KRS, ETUFREECHE RBEEGHIEN G
B, @F, 5ANBETRAERGKER T RE L BAREART
A L AK, ERBEGERFEMNFRGEANRAD T HERE
B, — ARG EAERZLY 0.05-1.5M 6§ I, £ (2:80:20) #K/m &
R/ TR YRR, BAEA—KA LERLEYI0OHE 1.5
2.

HAA, BARBARTIAE RSB XN EAICEMN o) kB,
REMBFRAARML. Hldo, BRAEATRE H-EHf K K-3-8-1,1-
ZRAHERIEN (TH) PHER (4 0.05-02M) 4% 30
E 1454,

EERERREBEEFRAGRT, BABAKRTHLERBEBASMNERE
Ry 30452 1 o4F. EHRTRZE, S WEAABALERERER
H1I35HARERP TR, WA EBATUREL R L K, LI LR
AT EKENRRETR., LERMER—H, SAEBRAHZE S
BREBARALTRE RN, FHHOR S RPHEKBEBETR. B
B ZAEZRP TRERM, FRHL5-HRP HIKEE TR,

4 BAMERARE, TARFRET ENEEREKR LRBEKEEF
. B%F, AREENGERL 2560CAEEKRBALY 0.5 ) HEH
16 SR HREKEE, ZREATHRREERFFARR TR BLEARL—
TRy BERERP R,
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ZRBERAKTUARABH ARG T EHE. EF—F7&F (b
FEG—AEZHARLE 1), BLEAX VILEAFTGBEFHTRY, HBRE
MR VIIREAGE—FREK. ZRPERAZCBHRABKY ER I-X
TEREREKFE., CRARKPETUARANMNRRA G FEmEHEF L

( 50, Greene %, F A& B F 894k 47 K& (protective Groups in Organic

Synthesis ) ,1991,John Wiley & Sons,Inc., % 97 W, #H SN EERY
FPLXFIA%AERE) . —HREGA LBABEEAR 3-KToAR
BRYPARPBEEFGFERAERRET A CBRARFR - X TRRAKRTL
B 1624 )i, RER, TURALBARK I-XTHRARA I
CEABIL—ERA_RFRARZTERFAEELY, M EIBRARKK
-XFBABRKY XK.

E—TvRAAMEZ2ALERER, BRS-FRIPHEF. BRE=X
W R 4 7 ik 5] £ Greene F ¥ H A& P o9 P £ (1991, John Wiley &
Sons, Inc.) —$ 85 60-62 W, HHELSANELEZXELIFIAKILE. B
PoswdAFEyr Rk (p31-34) WA KHERP RS T
3( p.36-37 )T vA £ Greene ¥ 698 LA AR 7 6§ 3 2(1991, John Wiley
& Sons, Inc.) —F ¥+ #38), ZHRLABZAIZAXFAKAIRE. =
EEAKEA 80% (viv) HLBARERLEE —F KLY T Iu, &
A 2% ZR BRI R LR K TRERLEY 15 54k
.

S A AP HBFEETAS LMK IX ATty RABREEES, B &
BHX X ATH_BK, WBLSREEFTETRORLEZN T TAHAMN
BA AT, BAWERE—E AL 0.05-0.5M, RERAMTERE
—FABAOBALH, Flde H-wedk X S-ZAX W, L EFTHS-ERPY
BEes2-6 4%, BERE—KREATH 2-16 1.

REREiE 3,5-RYP G RAURE RS, BAI-ERFH R
., % RCZZBABRKY LN, TAA Greene FEH AR T K
# A H (1991,John Wiley & Sons, Inc.) — 3 p.97 ¥ Af ik &) 7 ik IR 47,
EHRSNFEZRELIFNAKSSE. RIFR, BLH ISRFH-
RAGMARSI AL 4:1 £ 1:4 (4KRK) @bt/ TR T 4 0.05-1M
BREBHISHHELIHRARBLBABRR -RFBRABRKY XK.

A BPY —_RATHEAMABOBAENALETEEMXNXIRE
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LS MBE R, ISR HEETREELA T FANEN P4, 3-
ZHRPH _RAEFRLEHX XTI REGLESBERELH 0.05-0.5M. L
B e —F 1B RBAH], Flie H-wek X S-Zaitivwve, AP 445 T
AP _REKEG 2-6 4F. REFHALAHX XIT KL 3,5-KP
8 = RAK,

R 2RI BB AfBA B TAEL A 3,5-HMEP G RS
REMERL—ARS K, BRI S-HEPH S RK,

REKE IS-HRP NS FREAKRE RS, BRI-ZRPHEER
K

EI-ERPHERAREBEBAEINRE, BAEHMX T ATH=
W2 AR, Bel X XL X XL, &7 QAR KA RS MmE 3-%
Bty E RAREANEN (Hle—RFR. CHX THF) FHARE
BP . LR RA LMK XL KEAGLESHE, L6 EREY
t o N —F TR NSk, Pl LR =FAE TR, BBRALK
FELERA, 4HSBARY 1.1-15 45, RLETHITY 4-24 )8,
B ARG, TRk G A RAD P A EFHAEELEME T
BB RA R, i3 RAR —RE (AAHETRARL) =
R (=AM EHF8REL) .

ERBENBSRANEFrrE (AZHARLE2) b, 24X
VIl KA B EFHREA L R BEIHHEPE RCEP HALHX VI
AT E—FiEA, KRR ZHABRR -XTERARKIPE. R
54 & =N BAGE—FFTERAHFXLES —FRAAARE
R', &R LB A A 5 B 5-F R 3 A3 A £ M X XIIL & X1, 4,
EOBBRALEANLEE, BRAEHAX XTI 278 S-BHSEEE. -5
BRALEH S FHREZNBES RN F—F 7 kTR 6 3-BR L&
B, REES-EHABEABAOEANALETESLEMX VII 7644
Hims, BAREMXXAFTH IS-HRFG_REK, BEREYHRL
5458 - FAHBRERAGTERTHBERLLMR. o LATEMLE
3,S5-RYPH_REARE ROBR I-2RPH_RIK. AL LA
#, B IF-ERPY_RETELAREBSBUANFETELEHAN XI
REGABEE, HAREHX XK EH IS-RPG =Bk, 3-%
RYPREFlB AR A TAERRET —RR S RAT R 3,5-HEH 4
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3Rk, MIS-FPHSRARTRERCABR I-LRP S A,
¥ I-2RPH SRR LATRRBERL, BREAX T RTH =45
2 RAK.

AEM RO TR EAX XI KA A5 S R BARAKTIA
#HE&EdeT: BELEFTEHBRY J-ZHPHERESLMHMX XV, X
XV, REGAWBELE, HREABEREEN. & I-ZRPHER
wEEMX XV, R TS HREN, REER (Fllew) #ETF
#HA7. - EFRPUERAELEAX XV, ATHUSWEEN, AR
HERAMPERGEMETEARXN XV LEHES Y1 HEH_RBE
BT B, BARERAGRE XA TE T R K% R B AL i A
o R RATEN. BB KBEBR T R E BN LESH E b
Gisxt A RE, A%, A AARE. Redfe N-REARABRE. £
Lat A EBRAR. M AEEXBRHRERBYRAE T, LEREYH
P X EAH ARG,

% B R AR AR KA K IE A BAREAR AR RN TR RSTEF
BT 48 B AR AR, BEREAR L BT AT ARG R MR,
BRERALYEBEAREFLGERBERBE AN EREERTRE, B
BATE G EAEA, REXHHEHTRALELREF 5668268, KA
REXEAXFIAMhALRE, AR, REETHRAYEKREKRERZE
AR BAAMNE IR EARO B EAE T TSR T AL E A
BARITES., REEHGTHANL LB £ F] 5,668,268 f= 4,812,512,
ANEEXELLFNAMALE. KA REARL-_BBRA KT
EBN—Rfe = AR,

5 3641

LB R R A FERG 1 e 2 PAARTRE G, £EF 3 F
RETHEDHBE=ZBAKN Tk, FHBR 8/ RANRGRER
BIEBHETRAEA A 4 FHRGFTEHE. EEHEH] 149, B
FHIr IR, AN EPTIEAAETE.

£ 1 (LE1)

A, 2-BLE-N"-K P 8t-3'-0- T Bt A BLAG B 69 4 A%,

AN WG TR 2-FLA-N-X F8-5-0-DMT-Re 41 &. #
V-BLA-N-E FBE-5-O-DMT-REFA B TH LB AR (1.5 58)
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FRAAKZ LA 5 v bb, 3 2-BLA-N-% F8.-3-0-7 8 5 8:-5'-
O-DMT-fe 3. HEATETTF 80% (V/IV)  LEARZAE 1.5 )
Wik 5-O-DMT %y X, 53 2-BLA-N-XFB-3-0-ZBL HBLIG
. BXHFR G ARG 5% %4,

B. 2'-BLf.-5-O-DMT-N>- 5 T 8t & 3%-3'-0-P-(OCH,CH,CN)-5'-O-
N3 9 86-2'-BL 03 -3-0- T 8L & BL 8% -

BIH A FAHAREG N-XFB-2-BLA M F-3-C B & B B
(8.58g,20mmol ) Favge (0.56g,80mmol ) £H/EFLH LEAKFTEEEL,
REFELRTHE (100ml) ¥, GRERFRAFTEH N-FT8k-
5'-O-DMT-2'-BL & & #-3'-O- L BEBE Az (16.0g, 19mmol ) , H¥ixx%
AERABATHRIE 4 b, HERRERABHAK, REXEALA
WA LBTET. BERRAAALAHEREHERFAKE . AL
REBATRE, WERBERERAZEARK, BEDAEE#
kohil, BEAZSRPY—_RBF AR =8 (195g) , A MR #4T

C. 2'-BL&.-5'-O-DMT-N>-% T 8t & 3% -3'-O-P-(OCH,CH,CN)-5'-O-
NL-R F 862 -BL A H-3'-OH #4 AK.:

(PR B FERNHLRYP Y B H 54 =8 (17.5g,15mmol )
R Bk /T8 (4:1,V/V) d 44 0.5M %% (100mL) FEETAE
30 547, GEERTRAME (100mL) , ¥ REDBERSE. =9
BEZRFER (500mL) ¥, REFmbiRRkAEREAHER (2
300mL) fo/K (300mL) 3t. FMEH L KABRS TR, Fixkitgt
BUERSE, FREKARK, FRAAARKRGE LK, BRHEHEY
(13.42,83.4% ) .

D. 2'-BL4.-5-O-DMT-N>- j T Bt & % -3'-0-P-(OCH,CH,CN)-5'-
O-N-R ¥ 8t-2-BLAMF-3-0-p - R A-(NN-— F ® X £ ) T 558t
JBe 6 8- AR,

#H5® C FL4 R4 5-0O-DMT-N>-F T 8-2-FL & & ¥ -3'-0-P-
(OCH,CH;CN)-5'-O-N*- % F #8-2'- B £ 46 3-3-OH ( 12.5g,11.7mmol ) £
REBRETHUHERL#AFTR. $FRIMNHEEEABTIN=
RFEF. MEHBAZEERTMAZ (NN-ZFREARL)-p-AL
LREMB (4.5g15mmol ) , H i A E4ktd S-Z AKX e (1.6g,
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12.5mmol) . £R FHH 16 ) 6- 5, A S00L EF8, KEERFH
#H 20, REAEREGWRE RSB RIK, BEFLBHRTE (500ml)
T, RERRAKBREAERFELHERL., AR LEERA
AKRBATR, REREREAK. ZH M AKEAEEE X840,

RETEG RSB (12.82, 86.2%) .

54 2

A 2-BLE-2-O-F A-3-0- LB A BL A F 652 A

#H2-BHA-2O0-FRASO-—FREA=ZEXFTRLAFE (11.2g,
20mmol ) F|A Hekoz (3X100ml) {2 EH L #HATTFIR, RERAL K
%2 (150ml) +. A ZBLHBKRE (6.5g, 30mmol ) #= NN-—9F & & 2
e (0.1g, BAKET), RERAZTETHRIFS N, SAKEE#
ERPERT A BARGRESN, $ERRKLEXADEREET LR
LEBEY. ALBUMERRAAERAAERFFIAERE. TR
LB ERMABRMTER, RERERAKK, 73 2-FLEA-2-0-FX-3-
O-LBAB-S-O-—FRE=ZXFTEAEYE, ARFNMREZ. EHK
FBeMEBERATT—FR.

REWK 2-BLA-2-0-FE-3-0-LBAB-5-0-—FARA=ZXFH
i (14.0g) EZRFA 80% (viv) TERAKEZ (500ml) &2 1.5
VB, GBLIER T A TZ (400ml) , RE IR R IE KL R A
AR, LS LR, REBRREK, $EAAEEE KL
W, AFBEBLLENEN LB CERMN. WERENHES FRER
Bk, A—fFixflBR2ohTLahE 2-BEA-2-0-F£-3-0-,8
ABEE. FHWAMRT NMR X%,

B. 2'-BL#.-2'-0- F £ -5-0-DMT- k. #-3'-0-P-(OCH,CH,CN)-5'-O-
FA-2-BLE-2-0-FA-3-0- T AREE LR (1B4RH) :

BHF® A FARY 2-BHEA-2-0-FA-3-0-LBLAHB LT (5.0g,
14.0mmol ) e X E R K FHAERETEEAL. B THRGBA
AHAZZRMHR 1 I, REEEACH (T0ml) ¥, GiEE&RFRA
2-BLE-2'-0- F K-5-O-DMT-fk #-3- L 5B e (9.5g, 12.5mmol ) , #
BHBREHTERTHIF L6 DN, RERBANERN, BoBELD
RABARAFGTLRUE Y. HERKRAAKBRAAFRILAHER .
HAER R KERA TR, REBERSE. Hx %8RG #8540,
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RATPBRELSEHNENLRLUBEN. BTEHBEIKELF, RE
FEISg 2 BRPH_RAEK. REARTFHENMRELZ Y,

C. 2-BLE-2'-0-F #-5-0-DMT- jk 3 -3'-0-P-(OCH,CH,CN)-5'-O-
BRF-2-BLE-2-0-FRGER (FBR I-0-LBLABAR) :

RIEB FERNLRPY B HF 5 =8 (8.0g, 8.75mmol )
AEZBRTRAKASMAM®RR: TB (4:1) &%k (0.5M, S0ml) 4 =
30 4. BIEERPIARSE (50ml) , RERERESYKRE LB
B, BREBLERG T, ABERAMERFKE., REEXBCRAAR
TR, MEBERKET. RABEFIGEFH A A E#£% 510,
%38 3-HH&kP ey —F4K (6.5g, 8.0mmol) , A -FA5 NMR #47%
.

D. 2-BL4.-2'-0- F £ -5-DMT- & % -3'-O-P-(OCH,CH,CN)-5"-O-
P -2-BLE-2-0-F K-3-0- B - T E-(NN- = F A X R ) T 55 BL
(KRBT EHABEASRT) 4R

HFIRC FELERY I-FTRPY_BHFRHR =8 (6.1g,
7.46mmol) BIXERETEHEAKCHERXERLAAF TR, TRIMHR
BTHABFTROG-KFTE (50ml) &, GrER P AR K
= (NNN-—FAHERL) -B-RATZEEE (3.4ml, 11.2mmol ) , K&
BEhN S-THEA W (0.75g,6.0mmol ) , ¥R HRAMETE TSI
16 1B, AIREBRASH T MAEFE (013mL) A{ES 3 285840
KA E, EREBRASHBERI2 Mo, &5, R ERAMHA 5%H
ZRARTEGEFER (VV,350ml) H8, SEPABREMHER (2
X150ml) FegAL4HER (150ml) 26, KRB EAARA TR, BMER
SR ER. H_RATHBE Y (LB 3) A 0.1%VVH—_F a4k
LR/ TR B AR R €% kbt 53] 6.5¢ PT84 4%, P-NMR X
ZRYEH 98%.

LB 3. ZRARBBEBLE A K

ZRADBBETARA L £#46] 1B X 2B YA BEGEMAEAE L
#, B TR -—REE (HE%4 1D X 2D FHRHLSH)
5 §5-FX-V-HE-3-0-LHABBER 5-FX-2-0-% P 4-3-0-L Bt
ABBEALE 4.0 BFWLEET T LR PRERSE. ZRBHH 3-
Rnt) LBEABEAT AR A B/ TBR %R, RA L E£#4] 1C X
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WL EGEME L LR, BUE, $H 2N DR =Bt
HI-ERPH=ZRBETARA L L#4] 1IDX 2D $ L2 H e R MAE
FH, A-(NN-—FRAEXRE)-B-RATALEB A S- TRk v 47
BB, RAFTH2ANRHBR =-BERG BT BB,

LB 4: RABR —BR A ARBEREERG KB TR LR
(RBS5):

R F R A RAE DNA 4 &AL 8909 Expedite ( Applied
Biosystems ) Ei#t 47, M RBARA M DEBBILFLERFE, BB K.
AR AR - BRN TR — BT ETH HREA 0IM, 24
TR ZRETTE 4 b R AR B BB 3474 m K BB B R 15
AR ) B AR BB B K S0%, 1SRG, TR = Bibk R R A
BREREARIRZ R =8, R A2 Beaucage XA $#4L RAAZ K95,
BRERBE. HRARARRAT 10 REEBIRAY REA 21 Mt e
RREHR. #1467 1 A~EA A 7] ACACACACACACACACACACT
(SEQIDNo 1) &) %% B B 21 B &K f« 2 A B K B 7
ACACACACACACACACACACT (SEQ ID No 1) fu GTGTGTGTGTGTGTGTGTGTT
(SEQ ID No. 2) Wy ALK BB B8 21 R4k, &ML RE, £ S0CAREALAMN
BRAEERELRPHRRZ T RAW ERAEAKR, AEBKTHHFE
BRB-RLERPEFBFRERYP L, B KEBERAEF &
HPLC #®4%. E#BA LG TSR EHFH. ELAARBERILY
—ERANKRETRGEY, BEHER P-NMR 047, #8218 T
KRB B A28, A RE| B8 —Bsk a4,

F R %

AEXRCRRARKG LA RET BERGHLA ML, BAH
BEAARKLCER, EXRBEQATRAAZROEGALALEY
WALT, TUABTERH Xl F LK.
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<110> LRPOEAEYIRIH 2 7

120> AT EHEEEERNEXRT

<130> SMC 60437/W0

<160> 2

<170> PatentIn version 3.1

210> 1

211> 21

<212> DNA
213> AILF3

<220>
<223> SCHEMH 4 & IIF5)

<400> 1
acacacacac acacacacac t
21

<210> 2
<211> 21

<212> DNA
213> NTF%

<220>
<223> SHER) 4 & T

<400> 2

gtgtgtgtgt gtgtgtgtgt t
21
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B 5 R Z 8 RIS AR H B
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llJ R
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(&N
N—N COCH,CH.CONH
o R / \

P
NCCH,CH,0” “N(iPr), H

B=AZ AL, R=1oMe
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1 AR
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DMTO O _-8
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,CH,0 ~ ? R
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o g 0
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