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[0207]

[0208]

[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

Fal 71sioke] SRzt sl A4 Aol olHd WA IFL SEBA, ohvln, WFE L AN
e THAG, SlERAG] AFH BE IFL EJAPAY = olUARAAAE SW, ~HUrY
Y, -rEuqdaY B Egugad), dEgselsevad, N4 $& ZFE. obx, o
2 Foltie] A% BE IFE ~FEARY, WASANRY L LB, ogEd] 498 wE
TFE COR (G, RS 9, ofh m olAelth), pulEAMA, B $& £@d. Aua
Aol AR wE AFe B4, ofd i olddd daHEE EgET. BE 2§ Qe AeRokd 44
el AR T Bl AAE sk gol, BE JWel webd WAHAL AAR £ Uk, BB 1§ A

o B3 [Green, T.W. and P.G.M. Wutz, Protective grouip in Organic Synthesis (1999), 3rd Ed., Wiley]®l
FAE] 71EEo Ak, 23l VlEwoke] sV F A4S 4 e ukek o], BRI a5 T FFA FA,
d2 59, Y(Wang) 4, B3I (Rink) 4 EE 2-F22EgY-F2dol= x4 4 dr}.

T3, §8 7] e A FHE S5 B 2y BE EES JE vleioke] Szt FXE el
o Ads 7] e {7 A7) e ARS AR A 93 o5 do= HAIAA 4 duk. o
e &

3h7] WAl o o] slgtES AlxsteE CdAA WHE Adett. gE| vlsiore] FavtdA A" th
2 YHES 2Tz Ee A U 9F) ol & ItES AT ¢ el oddEy. w3, Tl 7
ok w#TIrE, ol Z)AlE vhel fAbgk WAoo w  dgo uhEl AdEe U RS AMESta A4 It
vEE Aoz o]t FAHo R HHEX e g8k [ thE IHES AXT 4 US AYo] ol
o} dukxoz  ZHFW RS Aant 4=8]X(Sigma Aldrich), FHAZE AHAA, QAda¥F o=

(Lancaster Synthesis, Inc.), Ho]H 3 X](Maybridge), "JEZ 2 Alo]AE]F (Matrix Scientific), TCI, @ =
Fo2I0 frof 2~ o] (Fluorochem USA) T3 22 FFAZHH 74T + UAY, Fa 7IEEor] @7t
TAE FEA(dE €W, & [Advanced Organic Chemistry: Reactions, Mechanisms, and Structure, 5th
edition (Wiley, December 2000)] =)ol wet AdE 5 AAY, Eddd 71AE vpe} 2ol Azxzd 4 o).

E]_}._Q_)\] 1

\ L' \\
M-X L'
R2 R} —
N L3 R2 R
L2 L3

AT, a® WX(I7)A, x
9 xRk WeAA, P&
bel shetEol AgE & dnh.

Hhg A 11
Y. M
\L1 \L1
RZ R3 L R2 R3
K 3”7 2 K
R’ R
¢ d
We A 1= 3bebe] 19 SRS Azl 83 2709 32 gord Az e Awett, R L
L, L0 2 Mol A7) Aelw whsh 23, R % Ro] A7) Aol uhsh AL} o]o] HEE wolAel ke [[2
Bz2 o, TYAY s TAW % o8 AXT 5 Y FE o FFEL N-Z9}F wIAA T2 do
FHES FEaTh. o7)A, ¥ @ 7= Audel MSAS 2= BB a8 (S, B B4 4TS A8



[0215]

[0216]

[0217]

[0218]
[0219]

[0220]
[0221]

[0222]

[0223]

[0224]

[0225]

=4 ofgol A, &34 19 FIFELS 2 x| 100749 wHE G9E ¥Ihe Lelumolth, olgd Lulumi
o135 A AE3bE DNA A WHy fAE e Algsle AxE 4 ok, DNA @4 wEe Je en
ofe] o8] FAHo] Tk, zhes] WA, 2709 % I1F, B SW, FA b B doA R 2 Ro] o
EANEYY(DN) T8 2 2-Alobwd 8N N-T]o] X zTolu]e EATEoltho]E 18 Ztzto R BT
. ¥rayoiutpelE OES A¥don S, oS Su, HEHE EAst %F 86 AZYA
70 Fol, ¢ 9AE 20 AL OuEAEDY 18 AHE W, FRZAEIS Alg3}d]
AAS fa] F2E wFAF)AL, o]t ErFolutelE 18 WEAZ 4 vk, 2-Aojwod 1FS
A rdelz Helgtel o8 Lelamsl Fo] AAT 5 .
Saavsl WM ALEEE EaXEolutholE] Az &I DE s|EFold] 93] FAHo| Uk, o=
9, 17 LE(AE B9, K I-Clzke] ol ola) DT 2§o=A mad 5 gtk ololA, 27 %
(2 =9, R)S 2-Aobwo]d N N-T]o] AL Z 2 2 ¥ ¥ 2olu|t]o 15@ 2o AAE Alkuhe] ukgol o
s 2olulttol Eo] Az Wy W E iy olultio]Ee] gy

8 EazaohteERA WAL, E
s el Sl etolel 015 BAsol Qx Al Wk HAS] .
&

F7A b EE d9) SRIAE 7] 7)%8 o8 AR wrxzouie] B el b Az, ey
ol m WS B9 EASoludelE AZYES Ut A5WE AAT FA, oF 59, §) =

W2 TP ONR 2#ERS JEOL 400MHz EFA el Adek. P NR AFEDL 856 54 k] oE 7)E
o g H 2AELS Misel el /1FoT sk, A4 HPLC 9 B 45T FAE 2. 1m x
50mm A E] (Acquity) BEH-C18 Z#S ztd B AFE](Waters Acquity) UHPLC Al2=®lS AM&3le] 4333513
o, ¥ 2~dEy BAS wjAaFP I~ (MassLynx) 4.1 5 (acquisition) AXE OIS ALE3le] ¥ 2 /ufo]a
2~ HEZ (Waters/Micromass Quattro) mFo]Z & MS/MS A A=BI(MS §L3 REg) AoA F=3sdct. o
2 oA LC/MSe AbgH ]%/g‘f_’_ 100mm 1,1,1,3,3,3-IA}EF2 2-2-Z 2 F-Z(HFIP), 8.6mm Egjo|€o}lwl
(TEA), pH 8°]%it}. Aapptec CSpirit™ FE = C18 2 (4.6mn x 100mm, 5mm QA A7))S AbgEE 1A
S EMEZY(High Performance Autosampler) % Tlolo = o]glo] HAEV|E zt5 oJdHE <y HE (Agilent
Infinity) 1260 UHPLC A=l AM&3lo] Az olultiolE 9 A3 S A8, o)y & v =
23t A3 AP o] H=(Cary Eclipse) 337 ZellA 7153813

g AFHA Ee 3, BE eSS A4 gi7]shed 8 dxE §E AlFdA Ttk Al DNA #A43 A
kS =3 A (Glen Research) (WA Yol ~HH)RRE FYaiivt. 7 dAgd, EFA, tE=2He
tolAx 2o gl ofgl, Egjodoelwl, olAEAL, HEd, 9 THFE =g Z25E FYsirt. =EE gE 3
SEAS YA = TCIRFE FYsta F7F ZA glo] 1d= ARE-33lT).

BE SIM(S, oA B 1y) 985E EAXEolto|E-V|RE AEY W #Ae XF Z2EFZS AL
&3kl ABI 394 DNA Fd7dx ZolA Fdatict. Sl F4E 91 o oAlEg] Aol &8 o5 2t
(i) gEgYs(detritylation), UEFEZ2uE = 34 EFSZZOIANEL, 12; (ii) AZY, oHNEYEH



S=50l 10-2765335
F

0.1 EXA¥2olutho]E I 0 450 HEZZ, 10%; (iii) 7%, THF/F , 1/1, v/v & 0.5M oM EAL T
5, 15%; (iv) A8}, THE/¥2l¥/%, 10/10/1, v/v/v & 0.1M £9.&, 30%.
[0226] AbolE Ulol] 818hd WA o olHMEYEZ A 0.2 WA 0.4% FoF F4 oj2xoz Ty, X
AAZFEHe At 2 7] @ Ay Eou|dolE BE 159 AAE Aol 1A FF dEYE AT
o g4Il olojA, gElan dRE 7] ZIAE Bkek 2ol 92 HPLCol s EA15kith
[0227] AN 1
Z2Y 2o}u|T}o] 7 wEA e 34
Ar
HO\)I\/OH —_— DMTO\)‘\/OH DMTO\/(/OH
ODMT 1 2
K[\AR Ar=sid
[ 3 DMT = 4 4-tv|SA Ed g
(ID CE = 2- Alolxeo &
)\N/P\OCE
[0228]
[0229] 1-0-(4,4'-tHBEA EE-2-HE#-1,3-Z2 A &(1). TZX 50mLEC] A Z=ze] wyk vkE ¥,
Arm ZHA3 3| gy (240mL) S F7Fsta, ZelaAE W&o 158 FoF WAAAY. ¥ 4%
DMTrC1(7.65g, 22.5mmol)< 7Fetal 2 & ZEtA~3E AA ti7]she] 4ColA W@darelA vl nwHksict,
oo}, Hukgol WELS Hretu WEES WYy Fo wFde HA AL Iy, AdE AES

Et0Ac(200mL) el 8-31A17] 3 NaHC05(250mL) 2 X3} NaCl(250mL)E AH&lgch. 7] =< Na,S0, Aol Ax

A7l FF Fol w58t A4 AL dAJoh JolA, dal®l 2 AAES EtOAc: A2H(25:75 v/v)-(1:1 v/v)

o] FHlZ g A7IHA AElgt A 2y azetEadde o AASY 12 F4 7 (5.21g, 6002 5
H MRS 7|53k g5 19] 739 I3l Aoz Wiz,
-0-(4,4' Eluﬂif\lEEl%)—2—0}0152*1ﬂl%—S—ﬁJﬂl‘éﬁi%&(Z) ZAM7 A2E AFx 250mLEo] A =

A7) 28235 dARE HAS = THF(40mL) % 3}+E 1(5.0g, 12.8mmol)

“BBNE AlRIAE oH A7V MBS 12402 B Bl
3M KoCOs(11ml) 2 ¥-4= DMF(100mL)E H7Fstgit). 1-B==dd
fAG Ao 15417 Fok wHksTh. ks
ololM, 4 F& F7he] CHLl(200mL) 2 523}
AN71aL, AF Foll FF3te] dA AS
SA7IAA Aelg A 2
HNR AREAS 25 543

o}
THF(65mL, 32mmol) < 0.5M 9-BBN
I

i

=
[0230] 1 A
g wik ks 93l
< 78k,
Zhdsiditt. wheS deow YA
(2.0g, 6.5mmol) = PdCl,(dppf)(0.65g, 0.8mmol)ZS ZH7}slar,
FFES CHCl,(300mL) o] H3 H,0(500mL) = A= 8kt
Aok, 3 F7] T2 X3} NaCl(300mL) 2 A2 3FaL, NapS0, oA Az
Art. olojA, wEl® Z AAHEL EtOAc: AAH(25:75 v/v)-(1:1 v/v)S] FH|=
AxvtEI o ofal] A 10}04 2% £ 7(3.0g, 79%) 2N F53FAT.
E 29 Fx9 dAsE 3 uba] A o),
[0231] 1-0-(4,4'-g v EA E E)-2-1d 3] A-3-0-(2-A| o} = & -N N-T] o] AT 2L )T 2 F FEAF Zo}lu|t}o] E(3)
Az 100nLEo] 34 Zgxzo] wRk utE Wk, A SgAaE d4AE fAS 3 CHCl(20mL) 2 3}8t
& 2(0.30g, 0.50mmol)E H7}slgdth. N N-r]o]AZ 2o |do}H(0.88mL, 5.0mmol) & 2-Alofolld t]o] AL
2UFERIZYEA~F 20| ThO]E(0.45mL, 2.0mmol) & AAAE Tl H7tetant. Ao e wuk 1A17F & TLC
T 93] o]l gEd Aoz ZSAHIJT. olojM, F HbE EFEE EtOAc: FAFTEA(22.5:72.5:5 v/v/
v TR §A7IHA Ayt A 2 aZefEad gl od A AGAlste] 3& WA FEA(0.28g, 70%)
24 F53¥Y. P NR &2FEHES 7|E35a 3gE 39 FxRoF dXg= A v Aok, 254 2 340nmoll
A AEIIEA HPLC B4d o3 =5 SH33ic).
Aoldt Ar I1FS Zte U FE(dE W, 2o VA" "N OF F A= e fA1E oz Az
=
— 43 —

[0232]



[0233]

[0234]

[0235]

[0236]

[0237]

[0238]
[0239]
[0240]

[0241]

S=s35 10-2765335

HEL FFE v = I8 TFA 9 T4

N-(2,3-Z28TE) HEdAReon=(4). IuA7F FEE % 2
W RS (1.83g, 5.67mol)S WYk,  3-ohvi=-1,2-ET2Ru)e(l.1g, 2.lmol) P o]wthE(14.3g,
0.21Mo1)S #7Hek &, 8718 1541 §¢F S =xA M0CE 7Hdsigitt. whgES Aoz YAA o
o, 10% HC1(500mL)& 7batgivt. A AL A4 JAE2& ool ofs) wHstun, 22 2 AlHsta 180T
ol FAIRE Bt AXAA A4S AL AA aA|(1.95g, 86%) =AM F53H3

OOmLEo] 34 ZgxFd wek v 2@ FHg

Ty

N-(3-0-(4,4'-HH SA EZH-2-3o| EFAIZ2 %) HAAR RN E(5). Ax 200mLso] #A Fepise] il
WukE 9T, 7] Fekeas daw SR F S dedzml), s 400.44g, 1lmol), B Tl
SAE I F R =(0.45g, 1.3mmol)E B H7bshar, Whe=S 4A8AIRE w9k A2l amwkeigivh. oA,
2] wess Hrketa, veES I Foll w5kl A AS v AA4¥ HE CHC1,(200mL) ol
A1 713 3} NaCl(200mL) = A= 3kaleh. 448 58 CHCLL(3x100mL) = A& shdeh.  &ak f7] 5& NayS0,
A AxA7IL AF Foll wFHa A AE A ololA, dEE = AYES EtOAc:CHC15(0:100
v/v)-(2:3 v/v)el FlE EEA7IUA ARzt A e aRvtEIadve o] AgAlste] 55 AA LA
(0.25g, 50%) 24 F53H3itt.

oo W

o

N-(3-0-(4,4'-tH| SA Eg|&-2-0-(2-A| o} = &-N,N-T] o] 2 X 2 Folu| iz EAF 2oM|T}o|E) HHH-K 0]
=(6). Hx s0mLEe] A ZEkxFe] b vbE @iivk. AV 23 E dAR HAS &, CHCly(5mL)
2 3}eE 5(0.25g, 0.36mmol)E H7FeFETE. N N-tol|AZZHogobl(0.24mL, 1.79mmol) % 2-Alo}lx=oj €l
N N-Tlo|AZ2dEda2 g FAEZolnt}o]E(Q.16mL, 0.72mmol)E A|FAE Ea Hr7lstych., AL 49 wytk
IAZE &, TLC #4698 wkgo] gdunyd Aoz ZFAHHIIY. olofx, = ¥ EFES CHLl: TEA(95:5

v/VE SN A7t A 2Y azvteagfae ofs) A4 AAlske] 6& E2 A4 REA(0.26g, 80%)
24 5. AAR SHEES 254 2 500nmell Al #HESFHA] RP-HPLCON o 3f A Ekdth. 2709 YA o)A
AR 7 2= Aoz da ).

Aold M FS 2t TE R BAE 44 BAoR Axst,

E ojZgo]= nlo] QA ~El=(Applied Biosystems) 394 DNA/RNA 4374 oA Ti= GE AKTAE
Z(0ligoPilot) AolA 1pmol =X 10pmol THEE At 3'-EAHOE IFS ZT2AYSA
S CPG H|=E oA e ZE2gHA A4 XA oA 24 FAsgltt. d85E 2T A DNA
H 3 3'ell A 5 WEFo =z FAdEItt. AEY WHS EF B-AotxdE XAxEolutio]E ﬁj—} =
= k. Aolgh o] "m"WHE Theivh A AlolEE AHe x~ EEOFU]‘Z}O]EE A=

Esto =4 ZHArt. EE EAXEZO|TOE TEAE oA EYEZ/
3, 37 A ApelE& AREEte] A%AQ EAE MUt 1) R4 F
W& Els
2

2]

ulo m

1—4
EAEZY BHE 1579 AA, 2) MEYUYER F w@rxﬂ AloFS o] &3k T}
, 3) so=/9gd/EY kg, 2 4) olMELN FFE/1-HE o v|thE /ol E
AERBA=7E oJAEHE WA 4 401,—%-% H&%o}@@ 3 ol A& 9 *1,

MNT) 2% v YuSAIEE(DND) 15S U2 e 5 gIRIZoAEA £ EFd F o
EARS o] &3t AlAS .



[0242]

[0243]

[0244]
[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

[0256]

[0257]

S=S0l 10-2765335

A7nE A AAAZEEH Fodn thSa go] g sag):

InLe] vlo]| A 29 IES AFE3te] 1.5mLe] A== FH oA ~26mge] WHS-% (PG LAl XX Aol 450 u L2
FE5E NLOHE H7bskaidt. £88E BeA(Vortex) E87)E ARESto] 7hds] Edtala, 7k~ IA (2 W E
] AlAsE wj7k+] 55T 7t BE Aol H 10N el HA ™, o] AN FH
aohs] DA, 2417 FA(+/- 16%) EAF st 101*1 FEE A 2 YA AY. FA
o] YEES AR 7IA Hdl £%=(13400rpm) 2 182 B¢ A7 o, A5AE fe JMOE 7/%
o] ghlo] He A2¢] 1.5mL JNAEEZ FHo] Y=, °1HH 212121—2— RAsiss
AHsta ~150 uLe] oA EVELR 23] A3 AAAA A5 AAE FU5E
AANZRE AAsI gillo] Be A2 FH Hrledv. A3tE AEAS 40TolA
A8l AZXAA NILOHE A A3kt

i ol
S
o
B
ol
ol
N

Ao 4

L] "ol245 AAld 3o wet Axd Axd d5 Adel H7kste] ~0.3 WX 1.omM(olF A7) 55
H 258 AFgsta it 4 98 = L 3, 45C 799 2314% 2.1mm x 50mn C18
A (1. 7pm) B 150mM HFIP/TEA(pH 9) ol % f7] &2 Aiomxe wehaS AREshs HPLC-MS®= 2418t
of otoldlElE] ¥ A4 ==& AAskth.  Fuls 1020l 24 1 A 100930k, 95 AL EA%s
Aotal Baege SIS w571 Adl AAET o] 23H(F9 RER)7E AREE U
< vo)|ARIAAEE ALt FFH 2504 AFHSAL NanoDrop UV-vis 33 %A (Thermo Scientific)
o] A3 HY Yo dEE 0.1X PBS(10x WA 100x) 2 HA3] XA AT, 0.1X PBSE AF&35Fe] NanoDrop A+
94 SA4S 3% vs, A4d43d AN FHE A8 ML FHEE JIFsld. &3
A5 (e), ALl EAsE 2 ST s 75,0000 on (F; 494l #5); zb 5ol EH‘EFH
34,500(Y; 343nmell A ¥+5); Z+ el i3l 40,000(E; 440mmollA] #5)S AFEste] H8 A= W F 3
FA M Roloje)el os AAFHAT.  AFojM = eo] owd g zHA &= Aowm spHEd. T x
[F(CCCCCCCF )51 & 2t fme = 5=9 A4 Ql Artke v 2o

ST
=4
2

21 d85e B 5% = {Ag/(L = €an)} * RS

Egs = 450.000 M _cm |

Agol B % =564 x 10 M, == 0.564mM.

= TA}?& o, oS 4%6}
50nM ¥9lE wEAT. FAQd
N A-g-3FAt.

lem A9 S AH&ste] 300mm=H-E 700nm7k+] FARste] 2uM &S] FREE SANAT. FA FEE T
ttow At

lem A1 F9a g 2ol disl 494nm)& AMg-Eha
499nmel] A1 700nm7k4] TAMO% 26nM A1) HEE BEEIY. FA SRS %—7&32 ARt

&
Wl
)
>
M
>, of
N
it
S~
>
oo
QL
)
_&4
i)
&
)
N
i)
o)l
ox
N
tL

AAe 5

_45_
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s==4

[0258]
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