CN 117222647 A

(19) R &R =G

‘D (12) X B Z F|ERIE

(10) BT S CN 117222647 A
(43) BIE TR H 2023. 12. 12

(21) EBiFE 202280030016.X
(22) BBiEH 2022.03.22

(30) LA HiHE
63/164,363 2021.03.22 US

(85) PCTEIFRERIFGIHFNE KM EL H
2023.10.20

(86) PCT[E FrER 15 AU HR 1B B HE
PCT/US2022/021287 2022.03.22

(87) PCTEBRERIFEAY A T B HE
W02022/204102 EN 2022.09.29

(7)) BN GG SEE A ]
Hohib SR IN
BiEAN TS A F]
(72) KEAN Mo We Hifli C-He 5 JeFEH

(74) EFRIBHA LTINS 55
11105
LTRRIBIF 40555
(51) Int.CI.
C07D 487,02 (2006.01)

R0« UMY BORIESR 9T I H2350 M5
(54) ZFHATR
FHF-DNAG B a8 FH 2 3877

(57) 5%

ARSCHRAL T ) P2 0 B Pt Jrie b4 7 55
B G 5 A S Ak 7T R
DNAG ) 5 1A, HeHDNA S st FH S2 45 1L
IR (CPG) [ SCRPPI A iR AR bk
7 o 38 FH 2 < P FAE BOREPCR 5 | W 65 1 Hh RO TP
WL VB e e A B 93 - R R 25%
Bk o X LT IR SR A SR R gk
BCFAZ R , FoHiZ s R B B r AR R P 42
K A H HR R B AR R TR AT I o X B8 T TR
HEWE— DA T RSB R i
JF HAARUARIRTE A SO

A
CHEY, aeH Py
T o a 1,
o SR \_,.LVOX'-.-_._./ D ¢
[s] ,./:'_"'. }II.--\ -\_ I o. \ :.""\\. o
L/ Ll )&_ L\ 7
- SO T
A& 1 0}‘*"{ = 0o ]

il M e 3 b4



CN 117222647 A W F ZE Kk B 1/9 i

L. —Fh TG B AL R I [E A ST F ) 2 e, Horh P SR A2 1 5 T A FH %2
Sk, Horp TR F RSk 5 B Y T 2 e

2. YRUR) SR BTk O TEACS Re) 2R 2, Hr e F Rz P ko H#eSk 2 17, GRS Prak
SETER T

3. YRR R B 2 P iR AR SRR AR G, FLrh BT T 2 T 7 A FRTR -

4 AR 3R - 3R — T T R B AR S FEY) 3R G, e Bl iR Y 12 10 A R Bk
5.

5. YRR SR AT O A A S R i) A2 g, B 450 (D) (TTD) 8 (TV) |, Ak i, b

AR A S 2 A D) L (V) L (VD) o (VIT)  (VITT) & (IX) « ) sk E LA S S s N
T sE Tt 18 FH S AR -~ T 2

(a) A (D) -

w

O O

H
Q-0 -

H

N
ALY
O A

oAb, AR R 2R 22 TR I B AR 60 5 IR BRI IR I A IR U
(ORI IR PR IR e BEFE AT IR IR R 95 7 IR A BRI 2%
IAFEPA R R A0 I, Wide QR () — AR AERR R B FP R S8 A 1 P SRR B PARE AT Wk Qr
53— AR BAERRIE ST T 1] 28BS PR 5 e

LA G AR H BRI IE NS 5L T R IR I I s ek U B U
e LA  IBUREAR IR 05 A R L P IBUAEOR IR 2R EAE I, QERWHP i — A2
By 2 22 PR I A AR ) AE DR B T VR N ) BRI T, owakQrP i 7 —A4n2
H AR S T ] i) B A RE A 5

(b) A (1D

(c) A (I11) »



N 117222647 A W F E Kk B

2/9 T

o
ROEF e i AR ek SR R B3 7 B 2l 2 oy 2
ASENHL 0. S ek ak 75 5k
Xoe Bt A Wt e L H
Yo HSE AL ORI P | AR sl A T T RBRI PR P E A5
(d) = (V) :

CH

2
O A Q OCH3

O

0

NH.)\/

DR

OCH ,

O O

R1

R e P 2 A AR A SR A A BEIRBeAb T (0) V)

\»\,3
O O

() L (VD)

O,X

A\[c]),kl\)\,o—v

Hr

OCH; .

CN

0 "
/]\ |5 n=1-10
At

n

XAEMERE T P sl ek s 1 H.
V& T PSR R = R PP A A R I e r 2 A B T R BRI PR PRI 5

() 2L (VIT) .
oyt y

1
N
P

CHCl, OCH,8

'OCH,4

(h) 0 (VITT) :



CN 117222647 A W F ZE Kk B 3/9 T

o/

AIH\)\/O—Y

Horp
PAN
A%NC\/\O_F;\OM

XAEMERE T P sl ek s 1 H.
V& T AR R = R PR A R I e rp 2 A B T RBRI PR APE AT 5
(1) 20 (1X)

0
Y—cHcl, _OCH,

o/\/CN H O
Ao N Ao
L&D
"OCHy
()7 ) ;
OCH,

~_CN 4"4'_

/LN ,I‘l"xo/\\_/\_/\v H hl‘ v/l\-/ 0 \_/)—OCH3

g

6. AR RS T IR A S R A e, H i Firid e & RN D - (av) - (V)
(VID) « (IX) « X A 5

T AR ESR 6 ik R A 2 g, B e S R A (VI (7% B (0

8. UM R 1 - AL — IR R T (A SRR 28 G, EL PP Tk P T S I A A ik
i

9. UM R 8 FITIR A [T (A SRR 28 e, EL PP T BB ) FR DL LR £ < Yoo
B 0 BT AEPHRE O A2 SRR  SRORE U SR A e Vo SRR SR I3  H
P BTV TGS < L. - B2 AR A 5 R BN D - LI L R AT B Ao B
TSR J3BRE ANTRAEAN A, - ELATiR — Wik B b AT 22 « W ELSETEAT 2T 4
FLBHE 200 B S 2 P AR R e

10 —Ff T 5 B BRI 75, I 5 A

(a) PR AT I T A FAR RS 1 5

(b) {86 ik A T 5 108 A S AR s A M

(e) B TR AL H IR -

L1 AR ZERTOFr R (7 12, B PP pirid Ty it — 2 AR UL NP B RRIR 2 FL (2T

4



CN 117222647 A W F ZE Kk B 4/9 T

B, DA D B AT TR SR T E IR -

12 QAR ER 108k L1RTIR 5 i, ik 7y ikt — 20 B R s 2 IR 2 B 1
FRIR L.

13 QBRI R 10FTIR (175 7 , FE R B T e i 5k Rk 8

14 . QAR R 10RT IR 1 5 7, HEAr AT AR e v A 52 (D)« (TIT) 5 (IV) R,
HE AR SR S HA R D (V) L (VD) L (VIT) L (VITD) . (IX) « Q) sk EAEm s
Y ST TS R e P K A 2 ik~ T 2

(a) (D) .
w
5 o
H
Q-0 Kl
H N\
N/

o, Y AT PR 2 22 R A B P AR 6025 BRI B iR TR T AR AR
(R Rl BB A e SR P RO U5 A IR P AR B 2
IAFEPA R AR A3 I, Wie QR () — AR AERR P E B FP RS A 1 P 2R B PARE AT Wik Q
53— U BAERRIE ST T 1] 8RB PR 5 e

Hor, AR BB IR AR T SE A  BREAR B AR T A B A AR
(e A  IBRCEAR IR 05 A R R P IBUAEOR IR 2R BAE AN, QEiWrP g — A2
B 22 22 PR I A AR ) AE DR B R VRSP N ) BRI AT, owakQrp i 75—
H AR ST T ] i) B A RE A 5

(b) A (1) -

N
e RI
Porans:

(e) L (ITD) -
H 0"
N
RN \/k/o*y
0O
Hrh

RAER R AR AR A SRR O 5 B ek Bl Oy B 5
AFENH. 0. S Bidkuk Iy 2L



CN 117222647 A W F ZE Kk B 5/9 T

XL I Bk sl e b s 9 L
V& T AR R = R PP A R I e rp 2 A B T RBRI PR SPE AT 5
(d) 2 (V)

CHCl, OCH,

[P~ E 7Rk o8 S Ve L iy e ) e A e SN 8 B L e
()W) :
CHC, OCH,
Oge)

N _A_O

N
A%/L N~ ﬂ)‘o/\f\a}}%
A "
XA WedE Oy ks b3 H
Y = AR =R FR L DI | nl AR BR el SR D Al BRI R PP L T
(g) 2L (VIT) .

P ,1

NC\/\O‘p‘O

n=1-10

(h) 0 (VITT) :



CN 117222647 A W F ZE Kk B 6/9 T

O,X

Ajg,ﬁxv/l\v,o—v

Hr

oo
AE“C\/\O 0NN

XL I Bk sl e b s 9 L
V& T AR R = R PP A R I e rp 2 A B T RBRIO PR PRI 5
(1) 70 (1)

o]

o~ ON ) (}—CHCIZ OCHj
P ;s j}rﬁ\/'\’o
A
O OCHy _
() -
OCH,

~_CN _*_4"_

/LN’#”OWV HN‘VJ\“O A /)—OCH3

L

15 QAR SR 14T 0 5 i, Forh i e & e B =0 (1D« (IV) L (V) (VIT) | (IX)
X) M HASA

16 QAR SR 16T 15 3, FR AT e A9k 3 =X (VID) (10 1 (X0 «

L7 . QUSRI SR LOFTIR (5 725 , L FR BT~ T S T e 7 AT PR o H

18. — M5 AL TR 5 W IR 5 725, Firids 5 T A8

TRPL BB O — 1l T SR A S R Y, ik 85— T3 SK [ e Bk [ A S R it 55
IS8

HATEE— RS DNA G B VA AE B 5 — T IR 5 11, Forh BT ik 85— A% IR 5 1911
3 i e 2 AT 2B Rk

{1 58 2 TR AR AT 55— AL IR 5 W5 i 5

ATEE D RS DNA G B VA AR BB — Az IR 5 11, FLrh iR 88 S R H IR 51 W
(137 s i 2 iR 28 i =k DA K

o AT 2R [ A SR SRR i, AT AT 3R [ A S R R IR R 58— SEAZ R 5 | 1)
ORI 28— SAZHTR 5 W, FOHORE AU 55— A% IR 5 | AR IR0 88 S5 A% IR 5 [ Hh 1)
F—MUEs - R,



ON 117222647 A W F E Kk B 7/9 T

19 AP R I8k i 5 75, Horalad (E Tk [ A SR 5 54 A — L&
IS IR i1 A5 a2 — 108 FH 2 S T R 2 Py i Rk S
(@) A (VD) .

XAEMe Btk et 7F 2
V& T PSR R = R PP A R I e rp 2 A B T RBRI PR PRI 5
(b) 2 (VIT)

CHCl, OCH
)\'I‘J\ oy 0o Q 3
NC\/“o-p‘o/“\/\/‘vN\rrN\)\/O
0
O O
OCHy
(¢) K (VITD)
e
A o-Y
T
(@]
Horp

A%NC E

~"0- ‘O/V\/Y )
XoE ML Iy e sl AT AL s O HL
Vo T SR =R FRR L T sl R PR sl M 5 4 N AT BRI PR AR 5
(d) = (1% -

o~ ON ) z§—CHC|2 OCHy
)\Jj‘owo\gN\)vo

O OCHj

() LX)



CN 117222647 A W F ZE Kk B 8/9 T

OCH,4
|

],_ -~
0’”“V/CN H ;_+-E |
,_LNAOA\/\VAVN\ N _J_o
Pe ) 2

i A5

20 . QBRI E R 18 B 1 9FR 1977 1, H Frk 85— v S HAA =0 (VID) | (IX) 8k (0 »

21 . QAR B3R 18 - 20 AT — T AT i 5 32, HE A ik Tk 58 — A H IR S 1 5 A
X (VID) (10 Bk 00 926 AW W0 BRI 85— F kB 4 2 pirad 58 — A% R 5 |
B

22 . QAR SR 18 - 2 L FPAF—TR AT i (19 77 725 , L BT R 51 0 2 AM P JEZ /Me OH B TEA -
3HF .,

23 AR R 18 - 22— I HTaR 1 5 1k, ik g 4t — 20 B0 A& FTIAMA (1: 1, 37 % S5
L 40 % HE) AT BT 8 — A% R 5 W AT i R S B8 — A R 5 | KB O
S ZIE

24 QIAR ER 23 BTk 10 5 1, LR T B IS 56— A% R 5 | W R T i B TS 26—
BRSPS RBHHRA] .

25 . QAR ER 24 Fir 10 5 0, LR T a0 56— A% R 5 | W R T i B IS 26—
FRATRS Wk LR 2010 1.

26 . QBRI ELR 18- 25 W —TRRT R 1 A5 32, Forp i 5 ik AE B adi AT

27 QBRI EDR L - 1T E—T AR 1107 3, e i e 5 A0 (0

28 QAR B3R 18- 26 AT — T PIr ik 1 /5 i, HE Tk 58— (b SRR S8 — b 5 R
HR® .

29. —FEAN XD S,

n=1-10

XL Iy Bk sl e b I L

V& T R R = R PR A R I sl rp 2 A B TR BRI PR PR
30. QUM ZER29PITIAR I 51, Heingg 5.

31. QUM R 2980TIk L E 4, Horhie P



CN 117222647 A W F ZE Kk B 9/9 T

32. AN EER 29 - 3 THAT— T IR IO 5 , HL b Bk P e B2 = R PR Ge 5
= CHREPIRERCRL AU T R T ORBE bR A TR T PR AR b L il = N A S it
33 QUM ZER 32Tk AL A1), FLrp ik FIR e R T 3 — I PRk
34 . QAN 225K 29- 33HT— TR L 574, Hrh o — PR R =R LA
35 WIALRI ZR 29T iR [ &4, HAHRE (R) -5- (OB (4- AR D) CR3E) HIAA AL HH
3 -2,2,3,3-PUFIRE-8- "1 A-4- 51287, 9- “HUR-3- kA ke - 15- koI LI 7
PN B o
36. — M T AL IRV T 12, ik 5 vk B4 -
(@) TP AR DR 1 - 9rp TR R A SR R 45
(b) {86 ik 2 T 5 108 S AR s A M
(e) B TR ST H IR -
37. A EER AR R A SR 2 g, BT sk O FR ULk
38. WA R L3I 5 ik , He AT SR AR UL K
39. QAN R - 9OFTR Y A SR A 4, HLrh Fir i~ I R i A0 5 ph 22 /D —Fho - FL
7 BRI 2 AN R AR -
A0 QUM ZER 39T AR S 2 4, Horh Pk 22 /D — R s ) PR Ul PR
FRE  —SAERERTEAERR Y i (TEOS) ZHI U2 -
AT QRN R 10- 1T ik i 5 7k , H R s~ i 2 i 6.2t 2= D — M AL R O3 PR 2
AR o
A2 QUM ZRATFITIR AR SR 2 4, Horh ik 22 /D — R e pAdts ) FR Ul PR
FRE  —SAERERTEAERR Y L (TEOS) ZHRK A2 -

10



CN 117222647 A W OB P 1/23 7

FTDNAS A R 188 P 438 K3 571

[0001]  HICHIERIZ LS| H]
[0002]  ZKHIE AR L RIS LN ERR IS , ZORT-2021403 22 H 222 i 52
I M FHE 563/164 , 363AIHRSEAN, 123NN 2 M FRE R 4 N Al 51 IS

B G
[0003] AL WISt 17— R ARER A1, T I 18 A3 SRR 5 HoA i s Ak (B1an
AR AT ASC R B AL S R AL B IR R

BHREAR

[0004]  DNATUMEA USRI PRt & Fe A T 1F 22 15 OIS DNATR 75 7 o X R 5 T B0
RFETILE B AR (0 TR IRl R BRI 21 e AT BRI B Az A A S B
FHORFEIE P B PR AL L PR FRARGS A1) _E B SR A~ F AT 5 B A IR 2 1) 5 M 25
A anGao%: A, Biopolymers 2004, 73: 57932k 1991 4R 45 T i T E MRS A A Bl
BRI 1277 751200049 g 2 (0 dE 6 DG AR 1) T T 1 (addressable masking)
B/ 805 T E B HRCBGAIIN A S 0D CARRE 23 ARG & S 2k
DL #2f . Pellois®E A, J.Comb.Chem.2000,2:355VL zFodorZE A ,Science,1991,251:
T67 o )R B B 2R A T T AR o 2 A s IS R 7R FR DA T 2
. Cahill#INordhoff,Adv.Biochem.Engin/Biotechnol.2003,83:177 . T f# FHPURPAIA]
(A SR (BOE 220) Kl #53° - AR A% HTRIN ST B HME , AT AEDNAS i P 26
M2 F -

[0005] P FfAN ] A 2 P2k (UL) R R ) o PR R 2R 2R ) e S8 AT & iz 4 A, X 28
SER B MR PO R BUENE4 , 47 - RS IE = R L (DMT) P (1T~ 55 2R AT i) Ak
UM ZE L T B PR AP IR S AR R0 o 28— PP ek (Gl SCHRITT,
USTIT) sk Ao/ KA BR 1 RE i (Azhayev, 2001 ,Nucleosides Nucleotides Nucleic
Acids,20(4-7) :539-50;Yagodkin, 2011 ,Nucleosides Nucleotides Nucleic Acids,30
(7-8) :475-89) , I HLAAR T 43 £ 56,770, 754 . 25 — Fh2S MU UL (UNYLINKER &
UNYSUPPORT™) FHE/K (Guzaev, 2003) Bk Jo/K FI A G L7, 202, 264) Bt B 283k
TAECMOS (E AR5 J e M~ S A) TR AR B A1) 1 RO HL AL P A TDNA G i (MaurerE A,
2006,PLoS One.20064E12 J120H 51 (1) :e34; J5[E L H]510,525,436) o £ 1% FH A1, ZEDNA
B AT, AR AR b PRI 1) 25 FLSON R OMOS U 3K« DNA S e i T 2 AL
R EEEE T DNAS B G R SRR B AR O b, Bl R S B R B 3R D IR 22
AL ) — A AU RS AR DN [ o DI TRHC IR T DNAT B4, T AT AR
SCMDNAIR) JoT i o BRI S SR AR T RE TSR B AT e 5537 - SR ) WM I 20 78 40 - - DNABE
(137 BN T 2R ] (WIPCR5 W) s&— Nl , PRI 3”7 -8 FE T 2R g A fifr o Ha B P
WCHER ) 3 — D [REUEDNA S BRI 2 T 22 P s e I RO i «

[0006] 7 A Wam ol $i 04 FH TR0 P RAT 1l PR K A S O [ A SR A 05 i A% TR 1)
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JT R R EE BRI

LZRAE

[0007]  ASCHRfE 7R TS0 Al B R E A Eo FRAEPCR S W) Bl P 1A TR a1 i T 42k
TR S BT M &Y.

[0008]  fr—ANSTHEIFR , iX 2T PR A ST LUAL S TS5 IR & A [ AR S R 2
g, HAh SR S B AR Tk AR 2 S I, 1 5 TR BRI TR T 1A
U A BRI T D ek AR AR IR R 2t BB T ISR sl A AR ) 0 7 Je 2 A
(BN, SRR3R AT BB 2205 ZEE P BB AR U 2R B8 AR
DA e VFDNAG BT U6 o 80 3 78 11 RNt — 28 T AT S8 1 il T S DA, DA Se VA & A
LR AP DR TRDNA o £ A 5 1) — B ST B, [ A SRR AT DA 8078 1 3R T B AR En AN
13 PR A B FAR AT LR (K)o FEAAR T DUE % B R RO B RE S e RERTIE
2 PU £ g (TEOS) 2H a4 iy 2 /b —Ffi

[0009] 5, TG B SEAZ A RN 5 14 T DA RS il AR A 59 -

[0010]  fr—J5 11, A4 5 7] DAV KT T A R A S R R e, Horp SCRpY ]
DAEIFE -1 e 1 AT TSk, Forbzam ek vl DB (B alade ) 22 I .

[0011] & g — 51, £ e T H Sk 2 i, AT AT i - T 1

[0012] & —Jy 1, W] DAFFRRR M7 P I 1

[0013] 1 5y —J5 1, P2 i nf LAR A Ekaicsn o

[0014] 15— 51, BRI RG] A A (D« (TID) gk (TV) ATk, Forhmf o £l
WiERE S AR D W) L (VD) L (VID L (VITD) . (IX) « X) sk A1 &1 s 1 fiim
B AR % P 2,

[0015] () 20 (D) :

O O
H

[0016] -0 o
H N

Jd A
[0017]  JHrh, MAZRH: 2 URE BT FEAR I A 5 IR AR IR e D e R AT Bk
ECR P AR Ry ik IR A R 2l S A B e AR B R 155 A e 2 ] IR e A A
(AR AR o I, Wk QHE ) — AN S AR BRI sl FR RS EE N v 24 B R T, Wk
QAN BRI S5 T PTSAR I B  3E 5 el
[0018]  JHrp, YAZH IR S AR R e 3 A RS A JIB I ek R koA
HUR O 2o L 5L P IR A B 5 A T S AT U Bk AR R A 22 PR L I, QW ) —
AN 2 AU O EA ARG SRR b I S 2F R P AR 4 K358y, TWek QP g 23—
AR BRI S5 T P SSfR I B P T
[00191  (b) A (ID) -
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[0037]
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[0039]
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[0044]
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hOT N e SE Y e S L Bl

Vg T AR =R TR A A R s P VRS A B T RBRIO PR PRI 5
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NC\/‘O P OAMNYN\)\/O

900

OCH,

(h) 2 (VIID) .

Ak
M e P
~"0 0/\/\/51’ -

XAEMEsE Oy Mk sl e bt s - H.
Vg T AR =R PR A A R st MRS A B T RBRAO PR PRI 5
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[0051] 55—, &Pl LLEAA S D) L (V) (V) (VIT) « (IX) - X) sk H A5
[0052]  fE 55—y, Al AR 0 (VID) | (100 2k (0 .

[0053] 1 y—Jy 1, W] DA R ol e~ T i

[0054]  fE 55— 5 0, FRORH AT DAk [ A DA T A BT AL « By e B ol | Snp b7 APl B A%
W ZREERE OB Y FURE A 2B L VSR SRR SR 0ok H 00 L BT b L - B A
W SRR SO B D - L ZUEE L 20 KT (sylulose) IEHONHE IE 1M  T3obE R
B (xylulose) FUAKE, FH H —Wde 1 F DA N AR AL« TR ELATEky 21 2 FUmE 2
ZEH B N 2 A AR

[0055] 1 J5 I, A s 0] DATE S —Fh -5 BAZ R W 5 14 12 0 TE B4 : (a) F ik
HA VR AR (b) AT RFR A 518 BRI UA K (o) S OZ B HTR -
[0056] & 55— 51, %y AT DAt —20 4G L PR SRR L AL DU, LA D 21 By
WAV IR -

[0057] {1 55—y, % 5 7 AT LAt — 0 iRl = DU 210 E AR I .

[0058] 1 y—Jy 1, g i n] LA A Rk EA

[0059] {1 55—y, BASC R R ] & A X (D« (TID) gk (TV) ATk, Forhmf o £l
WiEERE S AR D W) L (VD) L (VID « (VITD) . (IX) « X) sk S04 &9 s 1 fiim
FF AR 2~ T 3R -

[0060] 151, AH ik 7] DAV S —Fh TG B AZ AT IR 5 1M 15 1k %07 T el ie e
P B 85—l B SR M A S R, 1256 — 1l B Sk [ E AR A R R i 24T
S A DNA G B VA AE B SR — TAZ R 5 [, Az 28— SR S 1IN 3 4 &
2Bl s 5 (58 0l KR 2 58 — B R 5 N5 i 5 54T 58 LAl
DNAG R AAE BV 28— A% H IR 5 1, FodZ o — R 5 I3 b B 1% 58 i ]
Fe 3k s PASAEZ A A S R S RO B A, I MM S R B0 Z 56— A% TR 5 1)
FNZEE AL IR 5 1, FA BN 85— S5AZ IR 5 [ ARSI 28 S5 IR 5 W Fh i B
—NMNEAHY -BREEA.

[0061]  £EA 51, A Plam s (i kS Fi 5 B 20 (VD) § (VIT) « (VITT) | (IX) « (X) s A
HE T AW SN A 85— T K E A A S R -

[0062]  fE 55—y, SE— e &AL (VID) | (10 2 (X .

[0063] {1 53—y 1, Pl PA e (58— Az R 5 [ 5 B =0 (VIT) | (IX) sk (X 158 b
G SONE T S i B K I i o — S TR 5 1)

[0064] /¥ 53—y, BRI A LA A FE4MHA %2 /MeOHEL TEA : 3HF

[0065] & 55— 510, )5 1 AT DAt — 20 A48 HAMA (1: 1, 37 % S S8R 40 9% H kD) MRETA
(S8 — AL IR 5 MR U 28— A% R 5 | EBR IR 4P AL A

[0066] {1 —J5 1, RISV B — SHAZ IR 5 W AR IS 28 S5 A IR 5 W B AT AR
B .

[0067] {5 —J5 1, BT B — STAZ A IR 5 W AR IS 2 S5 A% IR 5 Wk FE L %< ]
PLEZ1: 1.

[0068]  fE 55—y, 125 1k P DA Bk Fh b A T

[0069] 15— Ty k& AR R X .
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[0070]  fE—J5 1, ANHRCR T LALD e —FpRAT X (XD fOfe 579,

-
[0071] M N A _o-v
: (X1),
[0072]  Hr
CN
0
= 1-10
[0073] A%/L '5 "

l'l

r

[0074]  XG& Wtk Iy meddak Atk L, o F H

[0075] Y@t — FRAR A — R HH LA L sl A e MR sl Ho PR S B P ZSBRI PRSP AT

[0076]  YEYS— 5T, n A LLES.

[0077] /& 55—y, XA LU FRREESE A

[0078]  fr5y— 5, AL AL vl D d = AL RS = SRR R RES R i T B R
ket BT R TR RO sl = e N AR R AL

[0079] /& 55—y, AL P USR] B I R 3

[0080]  7F 5y — 5, YR DA — AR A — SR LR ] .

[0081] & 55—yl AL EPml PAads R) -5- (O (4- AL R EL) COR3D) EF' ) H3) -
2,2,3,3-PUFHIEE-8- 5 0-4- 5025 7,9- " H(ZL-3-fkde+ fike-15-F2- It o — RNt
IR

[0082] {15, A s ] DAVE S —Fh & BAZ R W 5 14 12 0 TE B4 : (a) FR ik
A A SR A G 5 (b) T IR A 0] 5 0 PSRRI DA (o) B 025 A% HTR -
[0083] & 53—y, Sk T LA AR R ER

[0084] - bj— 51, -1 A AT LA RIS H 2 /D — R AR BRI 2 A E R

[0085] {1 — 5, 1% 5 D — P B AR AT DA I R RURAORE BURE S RN I R
VU Z i (TEOS) 2H ik R4

B3 & 35 B

[0086] 1 R 1l SRS LS o AE AR RGN, DNAG Gk 4 T-Fe Sk a5 i)
TR OR PRI (DMT) o BRRAC PRI A ARABARIN 3 - A R EAZH TR -

[0087] 2R T R EAZ R RIS [ 3 « FHAE B Fh oK s A BRI D) B S
P SE I A 1 A 2 1 RE PR D) B RE e SE R 33 A o Pir B IR AU R U R Ak . I
ACNHAEIRU T AL ER et V) 53k L FE LD S TR AR E R .

[0088]  [&[3.m R [ UNYLINKER "R 5 £2 e i 7 MOk S F i IR - UNYL INKER ™54 52 )
FENIEIR R G lr]— F &P IE D “TA 2R o A iU SR AR S e Fa st KR, 37 -
PRI R S IR A AR i sk

[0089] 4 R~ T — M T s 315 ik iy (R) Ak 5 il 2%, I /R
11 K el (ULP) 1A %1~
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[0090]  E5 R T —Fi & AULP 11957k« 1 el 256 - GRC T 3 FHAE R 3L 50
LIRS 5 IR A - S R , R I = B L3P A R 25t . — Sl e, 1A T
FLGAEL (TBAF) et RBRTBDMSSEAT , Bt f EA T Al e 1 DATS: 2 I B P e

[0091] 6~ T —Fi T ERULP 21075k A5 U T-ULP 1, {H & FHER R Sl il i
fHTBDPSLR AL, 6- L i 55 Sl HH RO i B R i S S TARIDE 2= K e 31 AR 1 « 1
Bt , TBAFZE B ABRTBDPS L A , i J /A TV ke e A AT 20 NI A o e

[0092] 7 R T—Fi TG AULP 310757k A5 A9 U T-ULP 1, (R HH RS B R g 25
(TBDMS) ifi A~ e —HOBE R P

[0093]  [&I8 R T i FH it o 2 5L (PNP) i 2 DT - CPGI 5 1 o WA LR (PNP)
BRI 221 178 N 2 TR R A D DMT R AP R 210 - %7 72 1 515 2R E W IR 228 (JCEDCARER)
AR TN R o P DAFEDNA S i 2 HIPRS Al 52 DMT  CPGI) B 3

[0094]  [E9! 7~ [ FDMT - CPGIE K w471l T2 Sk B IECR A 3503

[0095] P10 A et T andel i FH2 S 519 QETATRITRZ ) 2K dsDNAY 341X (B 3g-1-) “Fhid
K PCRS WA AAB MR - s , 7 WA SR S BE SN R E A A2l Tag K
FREUEAH

[0096] 114K 1 PCRS Wkt RIS DNA 1 o TR 5 [ 7 41 22 TR 1R P S 0 A ot e Tl
PR AN 5 5 DNA i AR 5715 2 B RABAHI03 -OHI 5 i 1 : R G W 511 G 7R
5 -ULJ B, iX AN 5EMiPCRIVTEBE

[0097]  BE12{E R T gl /3 YO MIE M E 197E22°C (+/-0.2°C) FAEL.6% (v/v) TEA:
3HF/MeOHHI MACPG-UL3-BHQ1 HJEIBHQ11Y 5l 17F

Bt

[0098]  fEPE— DA A TR e 2 1T, B 2 B, AR PR T I T A R R AKTR i
SE S, A DX B8R i S e 81 AT LAAE P ELOSSR B N TSR R 5 7 BBl Y o 16 B
JARE , TR IR R B2 i R e S e B FD , TR B AR AR B, AR v
R TR R A R A3

(00991 e D s PT A COAEAT AR (1) st il ] PP e RERE AT (il FH e Sh i e R
PSR A2 H IR, (2) MIRIERR AL A FRAN e A A o v BE 2 5 LA Tl P S I At
Rt oA, PO AT AL 58D L BB R A FE 2K, (3) al i A HH e Sk i
“TEH " HARIR) SRR R R ORESGE DRI, VA K (4) sl i A2 B B e B 2 B o 2 5 |
PRI RS R D5 20 o

[0100]  Fifi 5 rmyatl FEE DNA T st 1 SN, 188 FH T A S AF P RAR O MEAA - B AR AT A I ik 24
S W & R A1k, A IR X e Sk o 1, 15 S I e b
ETRTZ VUM (AT6.C) A AL 2 &, 18 P A SR & Al ISk, X e e
S B AP S B o P, 38 R A S R AT A Se VR T A B — s i - Ak
RS AT A (D) THERONAZH -k - SCRMTE BRI FRoR, Q) REIERARIRH - 15k - Sk
RUERE R H B 5 M, (3) A el b B s HAZ T -2k - ST A O A e, 4
JEIN TRIFFTHER PTRE R BE DR, LA M (4) M8 AU SCRa i L B T REANR B 5 A H T 5
HARZH (ATGC) 13 - O I SFAZ HH RIS , Se vl iz il

17
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[0101]  ACSCHEHE T —FIAEDNAG B AR B A a3’ - AR I A% RIS 1 5 1.3 -
KA AL TR A BRI a4 , B5GE T A B AR 1 R AT B B8R o AL ik
(19 T DNAG B A A 1T L T~ 483427 1) AT 2 T P 3k o

[0102] PR ASIE] 2R g 3 3k (S Wlan, 1) E &t Hf HiGlen Research
(Sterling, VA) AYES . BRHSA (L3 BB A 40— i 4h A, JX BE £ My ol s 4P ol Rk
DMTZEPH R 35 B AR e A AU B S 5L T (P AR PP TR S SR AR 0 - 7
FE B0 R, DNAF BGEC 4R T Bk g A v i) — FRAE 3 = SR HH L SEFA (DMT) o BRAC BRI A A
B3 - AR RN SR (S WIK2) .

[0103] LA WAy I 0 B A0 & 280 78 1 A FE AR (i PP Sk A S R ), Hrh 48
T BRI 2 RSk o T A B SC R LT T g5 A sk, FHAE R TR oK
SR B R O VIR PR 3 - ARSI RR BE , T2t — 2P B OB A
alifl . S ORI PRI N B, H 52 /K P O 3t Al Ik M B e il D) 28 3k £ R £
PR, FAF R BAR ™ 2R M BB R DR U i A% R o B AT DA I T Jie sk DBURZE #12k:
MR IR, DA B A R 8 2 (A R o

[0104]  JREF MRS i) — S O WL R P SE AR SR T T TP SR Y R A A
A, (H SR LR 35 4 /K IR S 8077 A I, T P R e 8 4R T Sk
(% IlYagodkin, 2009) oAb IEH T HEASERI2, 4- S OB OR P IEHT, B R LB ff
AT IEIMIRLE % - 25 % PRSI AL BRI P23 AL A TR IR T HRES 3L
FLPH (4] 405 TBDMS 5k, TBDPS) 1] T h ¥ 3L L A o 2 3L P ] DL S8 AL i 1 (il
TBAFERTREAT HF) 5B , AT 1 i 3 L P 1 5 A /K i, 1 281 o v o B (R R S A%
R -

[0105] il FH Sk AT ARG A G W ELAL A8 O KIS 1 2 s - B £ R
4,47 - TSRS ORI EE (DMT) FiBE BB L 5L T (Ravikumar® A, Org.Process
Res.Dev.2008,12,3,399-410) o ¥BIE] A B BRALIE P ) LA 542 7o Ve S /KD OR 37 251
R LR D anEI 3 R 2 A A AR R 2R G A R ARFR I I AT “ T
SLHIS o MR E IR B R BE gl K, A3 - L A IR I S ER L RV
[0106] AT 5 1M A G STEA ST R AR G SRS R AR e B 5y 0 T
AR S5 8 B2 Sk T4, %35 40 1 3L T UNYLINKER M8k UNYSUPPORT ™ 24 , fE AT
A= (1) o, %7K (Guzaev, 2003, ] Am Chem Soc,125(9) :2380-1) sk Jo/K FA A4k
CEELHT, 202, 264) B, KX B S SCRk P ORE— M A A0 5| FHFH A
[0107] &b Fo Al 33k 0 75 15 n 2 Wil inGuzaev , 2003 F1Yagodkin, 2011, 34—
SR 5 1 PAHEA SO NASE B Bl ST il ek 175 1%

[0108]  ZF— AN, Be Tl R I T Ak a3 -5 -1, 2- TN 4l
(R) gk (S) -k, a4 R e Bk R Gt B FAC S NEBETR & Clilde i
J,739mm Hg Nbp 264-265) , &l A A [EA (mp 54°C-56°C) o v A BH MG T plAs
WRAI R) AR E I BT T e Sk R Aa M o Rk b (RS S AR AR T T
JSA Sk T B B P A R 22 TR 3585 1 o 91 40, AX SR i Pt P Sk I Bt P
SE PRI A AR IR S, TSGR IO S D172 T AR R S A AR IR S o R — 1
IR T[] AFUE A T3 - OHARAB MR I SEAZ IR TR, PR S A Al B SR A

18
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FPARSRIARIA], T H AT TEE R RN R A A R AT S (1 S A PR S5 74 o

[0109]  FE—ASE Bl , ASCER AL 7 AR G 4R S A S R R 2, 1z 8 R S R &
S R I AR SR T8 ST TT R 4 0i@ Bk T A & - A b s
R0 1T 2 WA anAzhayev, 2001 FliYagodkin, 2011, B4 Sk sk 5] I A
S HARE AL e Tl TR 005 s an BT Es A AT T TR S s R A R
RSB AN A A, A0 228 R AR R -

[0110]  FE—ANShEfir, [E A R R ge B 22 (D) B ek

[0111] q-O

0112 FEr, A b3 ST SRR (0 S IR AR D T IO
AR MY e U S AR 2 L T P S AU P35 B B sl R
2R P A Wk QU A LR s AP TSR T, Wk
QI R ERR MR AP T  SURI B S o

(0113 Lk, S SEH IR AR RIS S AR s AR PR A M e DU s
AR 2 e ST R AR5 75 IR IR s AR 25 BRI , QoW —
R T BRI ERRE 5P A6 A F TSR B b, TOWsQrnff 55—
AR ARG A TR L.

[0114] ¢ 55— SZHEI, FPRSEF G0t 2t (U A AT

[0115] O %R
O 0
(> O
- 0
o

[o116] £ —Shtilrh, B AR A g 025 (1) Firom il ik GRG0 S TR
FRAN AR -

H
|

[0118]  Hrp

(01191 ROEMZ AR LR AR 52k e Rl 7 35
[0120]  AJENH.O.S.Jedbnk 5L,

19
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[0121]  XG& gt e ddak Atk it F H

[0122] V)& = FAR AL = 2R FHELELPH sl AEFR IR S5 2F T T BRI R Im5E A

[0123] 55— flrh, AR R R 80 (V) By 8k (R &1 R 744
PFRA AL AR SFADE)

CHCl,

OCH
£ oo 3

[0124] HE1 NH_/]\/O
OCH;

[0125] R SR R AR At AR e 3 O 2 e e R ki 2 2 .

[0126] {1 5 —SpE R, A SR R Z 520 (V) o T8k GRA A

TS R A
CHCl,

2

N3\)\/O
OCH;

[0128] Rz SCHEGIrh , & RIS A R SR IB IR =8 (S HE2) - %
TR B FUSTITI & A (Yagodkin 2011) o 7E il i@ JIR], — S S MRS Ry EE A T Bk 2>
JL , AR5 S P T DNATT I 1, L, 17 - BRI (CDT) it i) — Al R E
SRR
[0129] AEASCHIH AL S G, 8 2 e RSN -
[0130] R 55—, [ SR A et 52X (VD) Fros i ek QR I an oA

OCH,

[0127]

PR A7 RS AR )
X
0
o311 A_N_L_o-v
A

[0132]  Hrp

n=110

[0133] AE N,ﬁxo,ﬂkaﬁk

[0134]  XJZMEAE Iy Wbk e bt s - H.

[0135] Yo MR L SR R AT BAE R B S5 1 B T RBRA PRI AL

[0136] £ —Shtilrh, B AR A g 023 (VIT) Bl Sk GRS A4
PRRERAS S A A 1) o 15 i Tl o

20
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CHC,

A
)\J\ TRl

OCH4

H
NC N__N
/‘\\/‘W
[0137] ~"~o"0 '

OO0

OCH,

[0138]  AEACSCH A St r , ai P SRR -
(01391 fE—Sitsfilrhy, AR AR Ge 00530 (VITD) From il H Sk GR & ian ik

RIS AR SAAGE) -
"
O
[0140] A H\)\/O—Y
T
)
[0141]  Xrp
g
[0142] A%“C\/\oﬁ*o/\/\/y

[0143] XMt Wtk kb dt ; O H.
[0144] Y& — PSR = OR R D  BlAE FR IR sl 25 A T AT BRI PR 4P A
[0145] ¥ 55—t fil , [ A S R A e 2 5k (1X0 Al e QRG0S AT A
PR AN ST AR )
o ~CN H Zy_CHCIE o
[0146] )\N'ﬁ‘owvo NALo
P )1

L Q

OCH,4

[0147] LJ_&% SRR TG s T AE R R S S IR P O S N —RE 4 2
[R] R 2 B FH R R B o & Bt Tl
[0148]  fF5)— %b‘ﬂsﬁltﬁ AR S FE R G B 53 (0 Fosiam Sk GRA AR A 1k
FHEAAST R SFAA) o 5 AR TP 7

OCH,4

/J\N,F&\O/\/A\_/\/NE, s \ />—OCH3
|
[0150] AR iR R IR iR B A T DL 291 = 291005 291 5 298 M0k 292 8 296Nk

H BT RIA B AR « S BRI IR A BT FRR AR T FGE OB O X
B GE 1, 2- T 0 1 TR - T T bE IR R A

21
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[01561] AP AR S e BB P AT DL 126/ Mk o B, AR g b 3 35 P A0 R AE A PR T
I AR OENE R EEIE T3 T 2 7 T Rl EC 3R M .

[0152] AP iR 5 7 A M LEE AT A DS BRI 5 , ] A AR SlsHacke VAN 7 SC o 0
AN AR EARR T8 IR P R R I R R R R R R O 48
THER EH A S

[0153]  ASCHTAR R EZ B AT AT DS FTVE /KRS, Bl an RS . CBRE AP RS .

[0154]  ASCPTR 2805 A IR EE AT ] DU S AV E R IMRIL T + R H—aBo N2 - (1
WIONLS) I TS0

[0155] AP [ Z EABE P T LUE BRI B AR AR, TS A D RAS[F] 2R
A F B PRIRIE A o« A P o 0 S R AN 2 Al B, L AT PAJE 344506\ TEl 8T IR « HUH
SIS ilEIE p oSN RS RSS2 NVAY oo 7 Ne= Wl el (TS 7 NP ool /S 7 NI I = 5 7 N
eI T BT (pyffolide) VAAZLPARET RALIA LT JIRIE FAZIAC LT IR AR
(WY ARSI G =S TN S (TS IR Sl AR 7 ey e = DS 7 N o e S 2 N el 5 7
TIE ALA TR AP T B o AT P S G IH AR TR AN M SR
P IR ARG RN T I AR T 0 (ozete) JIiZh 1/ (thiete) (HERE (IR
Mg < JEEIYY W MLEIE < MEEPRG S TBEPRG  RUARER S S B A AR B Y S AL AR A = (oxocine) WA 2%
IR = (thiocine) %7 (azonine) VLIS F VUM (oxonine) FIff & (thionine) .
[0156]  ASCRATIRRIRZH R 5y W LU i MAZ 93 F- i de - ORE i i AL B A2 oy 1
B EAR T PR PR 2 L

[0157]  SEAZ TR ILEL I AT DA 40 [IUDNA SR RNAGE « 140, K5 M 1 - 250 MR (BAz kit
HIR -

[0158]  ASCERML T A A S R 511 5 SRR I T3 1 « QAR L K
B EAZETR FA S S — N EERR ST 1, AR “BAZHTR” B T2 B A
B (7 2-WisE -D- 1208 2 RAEHIHZ IR (B AT D-AZH) N RS oM ne Ak S (1IN - i 1 AT
M 2 AL IR, A RS A AR IR R R R &, e 2 X R G Ef
TG SR VIR N AR HE S AZ AR , 40 DL T-DNARIRNAH o S HEAR , QAR T, Rl “%
B M DZHTR” K E R IR EE A S A A R AR i, 110 FL 2 A 8 R [ R v I
T A R EAB 1 1) Lt 2 PR P00 43 (X B3935 S e PR oy “EE A RTIAR I i Ik M L 2610
W”) o IXAERE BT FHBE AL RS Bl A | e A W Bl WA 25 o ARSI 5 VA AN S 41 i
K AL AT BRI B A S R , A AR KB = A S R bk} 205 1R e
VR HIARIAIR A SR, T S A G B S RN 3 A1 e

[01591  FiaR T 3 i i FH e S I e e (ULP) 32551, 123750 ] B FH 4894 78 IR EA r Al A
TV A3 - A AL IR 5 o A0 ASCHT AT, ULPH S5 4 X, (VIT)  (VITT) « (IX) A1 (X) Py
7, FEEL AT DA PSR (1) 75 ) 25 o 188 e SR D i i 55 A @nCaruther s55 A\ (32
L H54,415,732.4,458,066.4,500,707.4,668,777.4,973,679F15, 132, 418) T bR
WA TR I A , FOFp A — SR 2N Al 5 AR

[0160]  ULPZEAEH — G FR (DCA) PR P U AT 18 3 3805 Bl IR o 31, an Sl 4
F18,779,194 Gl 5 HPAE AR STENATO) TR i & 5 GRV) I 1- 502 -
6- CUEE LA AR IR R BN IG 2 R B Dy, PRI DCASE P JC T AR AR IR S5 A B A7 AE  WASCRT
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A R B & B FE R P (T 3 L e L (TBDMS) ) W] DL /5 B 125
BRrh OR AR LA, I FLAT DALE S A 0 B i 2w g i O SO 20 B v FH G A )
UK EEE T 32500 8% (TBAF) ) 5Bk o %5 A5 20 1 m =291 H e v & s BEULP, a5k
TR

[0161] R -540E-6- O 2 i T A] mg i ifn g H TR s h R g # b (HE 1200 2
AR T %2452 s o AT DASE AT S5 il 33k o 76 SN T Bl e (EEA R 36 AL 5538
TR AT (DMT PR3P 2 TR Bk Fh AT LA A b A BRSS9 o ol , Bk Fh T A
YEFT FEE 25 S, B SERL A /EDNA A BB AG BRI AT 2 M o 7E B RN T ik 1)
FABULPHY, 700 B M5 2 R P9 — g i & 7 2 TRI B Sk I ge B R 2 P 9 1 o

[0162] YRI5 R R Ao R Al g B il FHTBDMS KGR FER SE 35 AT, DR AT DL
FFEACR] (G TBAF) ALFEK B o AT DA A FRAE e B PR 47 BT (3120, TBDPS) KA
TBDMS o 2oL, FEAb G A I R E T B9 EL AT DLHRARE TBAF o AEATAT IGO0, F
Tl R B L P 11 5 A AN S M P Bk DM 35 A Ui DCA S AT & W] DAl P LAt
FLRAPEE (GR350 |, R A A A MR LB AR 6 RN T Fh ik YO LA ULP
W AR P I PR AT 2 BEIRIRE 2RI 1

[0163]  ZF—ANShEfrh , 75 B2 LRSS s H RS B o

[0164]  fr— Sl $2 4t 7 — P2 A2 ULP (AR (VIT) fIULP) iy ik, Horhl - 45
F-6- O 5 SN M EL IR IERR (4-NPC) [, H HAARE UE—20 FITBDMS LRI SR F K5 T 7S
HIC S PBIE ZE Hk e 3 (G5 S R AE 4 ) DATS ZITBDMS PRI IR 25 o S S N 45 Sk e 3
IS - SRR B M TETR & Pt AT DA T, 3 HL AT RE A SR - A A 24 PO IR RN D) ) s
TS - RIS, U S PIRIE CH AR Y, H HANEIE S ARG VA
VEATAFATIG LN, T B IR 2 Wk 2 38 R AR 511 1AL LATEDCAf A& A1 7K fift e (et ik 1A 2
P FTIR A EEHE - DCATR T LA g FH 4n 5T (Yagodkin 2011) ATl O BIE — DKM HGE I
Jio 5 NDCARR I HA 77 12 PTRENY AT A A BICD T T W2 T 1, I LA A PRI AR |15
B T R4 i, FTBAF LBRTBDMSSE A, 3 s I s e (b AT 245 SR AT e e (191
@, ULP 1) ARPZ IS EBIR T = AEULP 1R R IE S AR B R 5

[0165] {55 —3zhE i, #2472 AL ULP (AR HE S (1X) FOULP) [ 75 72 , L i 4 il
FSTBDPSPR 411, 6- CL g , 3L U PR AT S EE R iR (4-NPC) B0 « SRS T 1t
G158 I AT B TBDPS 471 2 3 R « 2 35 N BB KR 310S - S Al ksl A
IHHER G r DA, I LT 58 B SR - A (A0FE 2 OB RN D) 3 3 2 . DCATiE m] DA
T A KM T T T A, (R A S VA ATRE Y « A, FHTBAF 25 R TBDPS 3L AT, I 47
STV UG B 25 BB 0 RS T e (9140, ULP 2) AR PR Z 9 ilng TR AEULP 21k il
R oRAEE 6

[0166] {557 —Spfilrp , #2 AL T —Fh2 AR ULP (i daaR (X) [ULP) 1o i, Ferh il i Gk
Wik & 1 RS SE OR B S P AN 2 0805 | & IDCAGR B S A R Al 2 ULP (511401, ULP3) o AR 1%
SERERY, SR AT (R) B A T, anEArh o {EE I TBDMS - CLOR SR IR REE A (34
FIRIIF=R 66 %) o SR IF AR B = I O W OR PSR - e S S RO R SR L
(4-NPC) JI5 106 - B JE CU RS I SR 2= A PR SR BE o S P BRI (0 LAAS 21 75 22 1 DAk
i (B, ULP 3) oARPEZ I BIRg T r=AEULP 3R RS AR B R T
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[0167] AT 1 J T S5AZ R 5 B SCRP A RS AT DA T A& BH o A, [Tk S R ]
DU ERRL UKL AR GRZAT M 5 i E RS 24k (AN, Y2 sk B EEI) 2 S ACKE i sl AT A
A EERIER . BN GG E A S R 8 a1 AR, X iR 35 (E AR TR
ERBEE U BN AR I REER B IR O VRN IR IR AR SRR RE
AVLRE W) P72 TR )8  FBVE SRR TR SRR IR R R M BN R & 5 i
RHENIGER RS RN IR CFR CIATR T H LI IR LI M s e i AT 5 3 35 o 5 JoT Ak
FTUA R BRRE G U A TR T (B, s T B EG 5 MM (PETRT dish)) ZF4fE il
JBE o B8 A R E AR (B4, 96 FLIUR TR EARD ~ 22 JIFT PR AUKRE B PR S VR AR T
B A FERE B BN B BT AT DU AN B RO (a0, BN S RN ERRD T2 E
2/ (gD, TORREE RO ZE T LANERRD ek S (lan, FER 8 2 Mo T e AR
A BRI JE A BRI TR E R -

[0168]  [El{AS R BHIAM BHELA AT DU AT S AR, 28 S ek 2 T — S U iE
SEFIM R B I S O FERRL JE IR E . A SR SRS S RN VR
PUMSTRTR SRR M AR b ML A5

[0169]  [H{ASCFH)

[0170]  fr—J5 10, T BAZH R & B SRR rT LA 2 i F CF 1D B AR » H e 1M
FE AR E ], e~V FU A ™ A A B s ) 504 o W LA TT REAR ) T I P TH AR S e~ R
WRE T, VA28 T B A e 5 ) 0 » TR, T DA TG40 b 1 P Ae HE l
NI HL F LA 5035

[0171] AR AT DU B2 2 T R I AR ARS8, iz 24 o H A
BT A BHARRN ) g BAAR , A BEAR FR A — A 2 AT BT kg FE AR, O B 2 FLIR N
USRI RS

[0172] AT DA FHRRAECMOS AR il it P AR A 2RE B o 1228 B R AR A T FE AR AT 20
) X AR 1 32 B B4« AECMOS L 2 it TR A 2R AT AR il s - SRR, SR v o
P EIAT RN ARSI, 2

[0173]  B—JE & FHHES BATANAN A AR FR AR 1l e P FEAR S A 2 1, 1% FRAR S A O
A CERIE” B 2R T o R T B RS AR AR S H DA FE, - T SR A s R A AR BT 75 AR S
B o AF S S, AT B BN BT RO T 2 AR A RO i CELrb i M HA R T
#2) , ITAERBEANTEE N AR DA A E ], FRA AR AR b A P SR b i
[0174] ARG AT DAE RS 2 ST k0 A FAR ) S R e A o L 064 T T LA
FHT5 I BT AR 1 A o 5 RE T R Pl R - Ar N, X 3R, FhR AT DA A ALE AT, 4n
ekl 55 T HXZ LA NUHE -, anpd ek VUSRS £k « RiB “pa 227 Fon ol il IR
BBl o A —NSE B, T RABE 23528 L O R (APA) U AR AL A i (AR FL T
FO L B0 BRIV S e N 2] B AR 2 1] « O 8 R T 10) 4 FEARIA 2R G 3 A FHFDNA S B
12Uk (Levrie, 2018, Jpn. J. Appl . Physics, 04FMO1, Famisd 5| FHUAR 2 SOFANASD »
[0175]  SEAZHTR &k

[0176]  FEAZAFRRIFRIE G BT TEAE ARSI Fh 2 E R (BN, 5% F11%55, 750, 6666,
111,086.6,008,400715,889,136) , H-Hdg— i 5| FHLAR R SOF AL

[0177] SRS G TN IAZ TR & RIS TR AZ R AR 7 s I AR B — it o (A

24
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H AR (a8 T4 S SR 20 [ AR T SRt (BIan g2 i) BT S iR &
Jil o BRI, i 58— A% (FEAAAE WA RSN B BT A PRI IEIAT) B 2 [ AR S R
I, B AN IS LR B A S CHEAB A 18 M PR PR DUER A K S A%
FR o« T [EIAR G i 53 AN 5 7 T 2 I Caruther sSEE 4 F 54,415, 732.4,458,066 .4,
500,707.4,668,777.4,973,679F115,132,418, VA M KosterZE[EEF]54,725,677, Hrp—
AR AN 2l 51 I

[0178] s d [Fa) gk BRI R e N K2 A 1 L 3, A a2t BRI FUARAL P R BRI 20 I
AEHTHR A R PR PR AT FEL A 2 o 2 AR = 2R A G A T DA e B 43
TR B F R AR SRR E IR PRI PN, AEde BRI 0 10 A AR AR IR A R B PR
PR LR DRI s FHEESC PR P EL T AT LA s A B IR 3P o IR, A — 2851
FEBIH AR F A 10 G 1l P A R ) S A A5 (AR TP T 2 e B
(TBAF) JHHIE (HF) = M=% (TREAT HF) VAURBR = (RSN i = FHEERERR
it (TASF) Rl 0 EL -

[01791  FEACLZ I — A LB ARIEA L IER 0t T SR H IR Rk ek v+ (B,
KN AR S AZ TR S5 3L BT R 1050 1), F a2 AR 1R AT 2 BRI PR
VIR o fili— IR A PR PR P i A FEAR AL FRLAE 22 AR U, SR — e B X I
R R Bk o0 - HoR L PR DA R SO VR B BRI« SR I (3 J5T 15 28— A pk ki i
TERIR o0 - He il 2 58— PR R A 0 1 S s 1 — D 2B RS S %8 —
VKRBT B 1) 53 -1 AT DA 1l A 2 AR R ) AT BRI 2 D — MR P S g
Zip

[0180] QAT T, ARGE “ORAPFE T (k “B PHEEHT) SE FRAUE E HI AR E 55

43 FH ARG R P IR R 4P 3 L G alam B A AT T A A BRI SO o QAT 2 KT
PRI EARFE AR T-T.H.GreeneMIP.G. M. Wuts, 1999, Protective Groups in Organic
Synthesis, Z53h, John Wiley&Sons,New York. 3L R 4P 5L S FEAH AR T 285,
FLPRIE A- i FE I IS A - IR R L 4 - A L S 3 L FR AR 3L L
AL (BOC) N AR AL RS AR (2,2, 2- O R 2 - (A
FRRELEAD) AL 2 - ML S AR A N AL AL AL (Al Loc)  OMedE (Ac) HESE S
O = OB AR O RS I O R AL (Bz) JFHAE T . 2,2,2- =
HOFHE2- =R HRER L A3 1, 1- L -2- OIS 3 - FH L -3 - TR N 38 R 3t
(Bn) W AR R RS P L ORI 3L (=K L) (4,47 - RS R = R I
(DMT) EARE A9 (9-ZKF8) MG 3L (pixyl) DU AL | FH A 3 FHRL | FR L i B
BRI 2,2, 2- =R CHIETEL 2- (=R IR RL) £ AL 3 R L
FHORR IR  — HH L RO, — G RE A = A RS o A — 2Rt fR
PR EDMT .

[0181]  FE—Besf i, AL QR Pt P RS S R PP S A o RGeS PR B B AT 1) 5451
BFEEAPRT2- CHIEERREGTL) S 2- =R R O3 2- (I HRERY
) GRS = L REGE L (TMS) = CEHIRERE AL (TES) = S N RS (TTPS) |
SN T ARG EL (TPDMS) = Z 3R N AL RS AL (DETPS) AU T 26— FREE FE b 5L
(TBS) A T A R B RELE 3L (TBDPS) DU PN A A SE 3, (TIPDS) A T B AL
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Bk (DTBS) (AIVEL T 5 FHEE e bk (TBDMS) -

(01821 R J5 W] LAAAHIAI) 75 A B sl PO B 43 - I AR B LA 28] 5 21 S P Ak
B REHT Fif e (0 55 BB PO A 4y - S B B i A 5 8 A R I B RR A S R
TRRRER TIOR3 - AT DA 1 FE A e AR R AT R RR I D — AN ORGP ST ]
DALE G e RS9 R] AT AT TR SRR A SN 1R B BE AT e M s I R AP AN 2D ]
AERL T iz AR S, BRI R AR BT AN B R Sk B TR .
[0183] Bt A k2 MIE 20— DRI B RRHIR S L BT AT DASE T AR
FEAI], ZIE 51 55 % sl T R I i i o A R B4 PR age B 1) P AR e D2 A= 2R RRAB AT PR
B BRI TR 4P LA R B A 2 i, A ST i S e B (1 FRAR ) 43 124 T
ORISR SO B BRI, NI B AT THE S5 4 FH T8 o ARG (0 BRI I sk TR B 1) 0
CAPEE 1 T AR « 2 RTININRR) PP 7 5 BRI T fik , O HaxX S8 B R sl R By 40—+ 5 )5
RO ERERIH S .

[0184] AR ()57 Al it — 2 B AE ol B A - B BB AL SR o g e S R 5 DA
NATAe T S I AL BT Bk - B BB SRR ot

[0185]  SEAZHTR T AkG , P DA EMA S R O R IR TR R A% R ] 2 %) ]
SRR 0T b o axX B85 P AT AR 2P 3R A SN SR o e M B 452 28 S
WA B3 DR A PR M) AL AL R o AF — LB S o rh , A S
AR I AN AL R KPR AL T A% R F R AP B o AE — 28 5 IR, DRI
FRATRAE VI AL B S KRB R I A 2SI, HJC/K e AR
ARSI BT, ACERRIN TR]E DA DT AL H TR

[0186] RS AT DA s AXDE VMR T , 9 Qs )RS HERBH €6 3% = &80foAd e (il an,
JCAHHPLC) 22 5 DUBE L 55 1 25 DRI A% H IR o A AR AL I — S8 5Tt b, M A S
FEN BVI BN AL IR , FIN5 - OHPR 4P L Y PR BA A e A% b o AR A (0 B i I DMT
b G =R (trityl-on)) A HER S ik, 2 el /e A H IR F AL JS DT AL
, Z N B R A T R R R P A LU S 21 -

[0187]  fF—2E5fE I, [ () A% R T LA F ATk (0 SCRede Sk R4 il 25
B BT B A S 20 9% IS K A% H IR 45 5 I SCREV S5 M A0 PR 1 /NI (Chang A1
Horn,1999,Nucleosides and Nucleotides,2006,pp 1205-6) , A EfRE IO IEIEFFIA
W IR P10 o PIT AR IOIR —FR A AR 1Y, H 24 20K ERAMA (121, 37 % S S (b2 1 40 % H
) ALK — A SR EE AN, HANUIH] (2 W ABaNE3) oA PRSP DR SE s, Pk
O, I H B R O R e A riAk .

[0188]  SEAZH RN &

[0189]  ASCHEALY T LA AW AT T2 PR 41 4 S22 (QCRISPR gRNAT 198 SC 22 11
shRNAT 6 3 J%) HEIAI (AZAg ik sl oy -1 EAREE MIP) V522 S T I 2848 B
I EAZ TR A DN T DNABUE (6 1 B R b =4 .

[0190]  FI B {LDNAS B 5 IR & FH T 7= A PCR 5 [ « PCRAE 3% S i) 5| #05 :DNATE
B IG5 0 AN s T 9B I S A o 13X 28 5 P g B SHUR b Dy 18 5 24k, O LR AN 4
DB G A R Rl AT R, i 10H i R

(01911 g1 1R T o, AR iR (R P42 Sk s e i T - AF B AN 5 AT ) 25 2 5
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Yo a1 1 R, ULPAE 51490155 519 2DNA TP 41 2 [R5\ TAIBE o 78 “Il =R FRAE (trityl-
of £) "DNAG i , T LA TIAME/Me OHAL R[] A S 5 o W7 13 - R BB AT M [l A S Fp ke
TS 14 o [N U050 T2 Sk R B ARS8 B A 37 - L B 512 7 41 o &K ek
AMA LB ORI IE P = A5 S W LRI S 1902101 : RGP 25 2 B N 51901 LRGP LA M5 34
IS AR AR PRI

[0192]  JEH i ABRE R 11057 - = 2K FHBESL G AR i SR8 A i B b i 267 Sk
SHIEPCRS [ BE IR R R T3 - K/ B IR A4l sy  F HUR T A R e e i
] B e i T 2 — o DD R PR 4P 5 A R 0 AR A1) R B A R SR R rp TR K I SA
F6 45 - e I 1t e ek A o F T B 1 L RN S |20 K R EAR I, A IR R 13545
VeIl o 51 2 P SR AR R £ 45 Y ' A 850 oF 26 0nm G BERfE 5 1 L : LIRSk BE o 10 1
AP DLELA I TPCR, A A43 IR IR 2 AN IR e R Fh 5 1 e BE  TH AR Rh 5 | )
IRFRASEEL : LIRS A IR A T iR AR DL T T iz i S - IR ke, 1 H
SIS W L RS YIHAE R OaErh alift, 58 T K& 5.

[0193] il A , P DAL (B S R 3L B i 22 1 AE 9320 O i Bl A3 25

JTTAIE DNAG A 47 -, Hazoor B IO BE R DA N Al (D) =R BRI
BUAS INIAZA R AR IR AP, () F— M S5 A K IIDNATER MBI, (3) %Ak, LURAL
TR — iR i [AMASL AL N B ASUE OISR =R, (4) ST BT A SN )5 F2 BLRE P dhs
ASSZERIC I REE R R S W 115 3L P e i 08 o i e A Bt OO B R AR 3 R
VAR E 5215 AT AT BOI 1 15 B P A AR T TIade B AR Fr 31 R o v DLER S A2 B B DA
IS0 N — MR o A S R T DLEL & Z e e, anBRRE, AR H AR T = 2 AL R &)
BRkL; s sk — SRR, AR AR T AR — S ke Coe el — S rb) a0t (45
ali —SAAHE) B R, AN R ER ) Bl ARSCRIT aA sl At T A ARSI L R AT 2
N i a8 P s sl R A AT AT At 5 R BT o 450 TR AT T 7 A SRk 1)
5 EER AN SA] HTASIR A B R TR .

[0194] i = 2K AL BAZ TR & BT AR A0 IR S 28 BT [R) 4 T PR PP 4 A% R 1
5 -FIFEPARS -0 =R IR S A SE RS , AT LA FIRR M SAZ R (514, “i =K FH
SR I = RS

[0195]  FRME ST AR 21 £ 2069 . 42 E 2969 . 435 £)6.9. 4J4 5 £16.9. ZJ5 £ 216 .9,
FNZ)6 226 . 91t pH.

[0196]  FRPESUE AT AURELY6. 9F YT AT TR AT LA TELT. 2 HTELT 3L TEY]
7.4 2T 2)7 . 5[1)pH.

[0197]  EX

[0198]  “NEENLE” (RO) ,PNREHENI MR — R SR o AT 1 R i ] B G G 9518
(B, = L F A e ul TH- VM) AR SEAZ AR i SN P o Ak 28 SN i g N RS AZ
AL HNR, FH 5o

[0199]  “HEWIIK” & a5 A AT 2B OIA LA M IRIR IS FE P (A e T I B A5 1) 1Y
TR ST, oIt i BRI e Sk

[0200]  “fIEMIERE” S FE 5y - FRIEE A 135 Dy B R AT Bk o

[0201]  “FF " S H8 I Z IR Ty I 2 A
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[0202] P BL” SEHRuld B AIR (AR OHIIR) KR — Nl 2 R EE BT AT A R4
© R UA S A AU S R SRS AIGE RE ] R-C=0)

[0208]  “ISfeAL” SR HRAEATAT AL 1 05 B IR IV FRAN SR - CO-

[0204]  “GF " SE AN Pa BB FEEEEE BV E AR AR5 T

[0205] ™ SZ AR AR Ui 1 AL B S S bR e, AN AN, A —
BT TARIE A e — ) AR T AR ) I FL s B = 4y T 3
AR, I CEEIEP 31 - IR 3L G Eh) CIE T 2R OB REE 1, 1- IR S
BT 30 %5

[0206]  “TebeE” JedRHILL NP — e 2 N BRI EEEE AT - e e R s AR
PRGEIE I IS HE FRGE I A3t 053k, —OR™ . —0C (0) —R"\—N(R"") ,.—C(O)R" . —
C(0)OR"™\—C(ONR"™) ,»~—NR™C(0)OR'*\—NR") C(0O)R"®.—NR") (S(0) R') FHrrtit1
#2) \—S(0) ,0R"\—SR"® (Pt £1%2) . —S(0) R GLht/20E2) PLEL—S(0) NR™),
GLrp 2 152)  F AR a7 o S bk s HUGE L PRBE I PR B 5 5 B b
e IRIE PRI Ry Bl B T HAR R R IR IR b Y
Fe Ik ISR IR R R O B

[0207] D5 BAROUH B AL 5A /S B U (R = M) 19
SRR L IRIR R G, RANZER R G m] DU o TN o 05 SR SE P G R AR T4
23 HE IRFEMIZE R IL P BRAR U] rh 5 AR BT, 70 WU AR “F5 5L Bl pirsl 5 (ar-) ™
COPE Iy B ) B A e i — e 2k F R DA N AL 2 g ORI 5
FLEED : Bk AR PR R D ROBEE TR VR T BE T B R IR R S
TRERIE  ZRIRRL SRR 0 R e e i . —R P —OR " . —R""—0C (0) —R" . —R""—N
®R'") ,~—R"—C () R".—R"—C (0) OR"" . —R""—C ()N R'") ,»—R""—NR") € (0) OR'* . —
RP—NR™ COR".—R"—NER") (S(0) R'") Grfitf21%E2) .—RP—S(0) O HitZ1%E
2) \—R"—SR"*.—R""—5(0) R'® GLritj20%E2) DL K—R"—S(0) NR™) , Lt Z21%E2) ,
FOA AR R ST A S B L B ARBEE IR PR Y R DB AR SR
Fbe 3 T B sl 2 BT AR NR AT Oy A ek A kSt 1 I e R T A 2
AP SRS RO rY o NE = YT Ve T S SL 7 ST N e
AR N PR e

[0208]  “ZREAIL” EABAGE M3 18 CART Fr REAEEIAL, IL p k)5t - Fl— 2 06 LS
SRR AL AL 2 1A HR T AR W I, 2R EAFERE AT AT LUE BAER OB = 3R 2R
Ay, ] ARG SO HE IR AR G, H AT VU A AR s I BRI P FP i &L
TR - T LA e e S0 5 U1 T DA et oo 56 /B s O LR REE LA T DL
F3a3 S A AN o XA AL B T S0 (AR E AN T S A A - S R b e
NG S NN LPeE s SN2 8 Y o8 L SR Yo T - QWA {17~ SWAN R A2 S 5117 S~ S =
PRI 2 FURIRIE L 2 UM I e R e W 5 JWIR IR 4 R i 55 L I Rt 4
L TH I e e Be L | DU SR IR R e L | DU N 5 o R L AR I L 1 -
SR BRI AN, 1 - 50 - B PRI R I g 5E  mR IR SERN 25 1 A2 o PR AU
Ha SR I , 73 IR “ BRI EHB R4 AN R e SR — el 21308 F 1 DA
AL R BRI 2 PR R B L s AR 1 AROBT B U U B AR D 2

28



CN 117222647 A W OB P 19/23 71

DT BEIE IRBE R IRBE AT R IASE PR I J T B 0 SR e L —RP—OR™ —
R"—0C (0) —R".—R"—N®') ,—R""—C (0)R"*\.—R"*—C (0) OR"".—R"—C ()N R'") ,.—
RP—N®R'™) C(0) R\ —R"—NR") C(O) R\ —R"—N®R") (S(0) R'") (LHt/E1%E2) . —
R""—S(0) OR' GLrfit2152) . —RP—SR'*.—R""—S(0) R (L1t 20%2) AK—R"—S
) NR"™) , GhrrtZ152) , Ho AR s O Bt AL RGeS
DL IR AE PR PRI R 0 B B2 B B s AR NR T b A B Bk
BN SO T AR e 3t s ARIGESE PR3  RBE I B 5 38y
Bebe IRIAEE IR TR T B O HE AR S RN
R«

[0209]  “TRIy " EARSH18 0Ty A eI RE M , JL pf 1M — 2 D [ B 4L SN 441
IR -2 tH AR W F R, 2805 BERE AT AT DU BAER  BOA =R R 4, I
PSRRI S BRI ER 2R G, FL AT DU R MR s I H 205 R AT (1 %0 Bkl )5
AP B S 5 U 1 T TSt e B fe/ U LB AR R AR T AU s i g
Fe IRTF DRI EE R TP B IRTF ISR EE ORI L ORI 2R 3 IR I R T F
=795 71 O S BB NS Rl LR 2 S S URL P S S U RS
eIy B R RRARR L OF = EE ORI [4, 6 KM T [1, 2-a ] Mg B | e L minp i
BN/ S RUIH B NURIH B N [ 222 SN2 0161414187 SN, Q1418 NG 117 AN 14187 SN UG8 = NG LN
3 I R | WS | S R I 2R B TR e I 2 - S ARG B T I R 3 Ly
IGER L (W IR L (RRGR Ik | B TG L (I Bk b BE I e Bk MR L | L AR
L P R SRR AR IR AR (e R i AL | L | DO B | — R L I
Wy 5 BRAESCBA A rh 5 A Rl BB , 753 ARG “28 05 387 R AR A0t an b e SR T e —
AN E AL N AR AL BURIE AR 9 2 95 FE AT - ek ik VP s R i AU
B RURIE RARIE L O 3 5 IR IR BB AL IR RS B
PEE e —RP—OR" . —R""—0C (0) —R" . —R""—NR") ,.—R"—C(O)R".—R""—
C(0) R\ —R"—C(ONR") ,.—R"—N®") € (0) OR'*\—R""—NR") C(O)R"*\. —R"—NR")
(S(0) R') Gtrfitfg152) . —R"—S(0) 0R' (Lt 21%E2) .—R""—SR"*.—R""—S(0) R’
Gt f20%2) PAK—RP—S(0) NR™), GLrht /2 172) , Hrhag AR sl Mo 2l i dk |
PP AT L IRBTERGT AL O 5L O Bk PR PR B 0y B By BRI i
ARSI A BB B S I b B SRS B 5 AR A L s AR
7N R NN R S e ISR S e IS 7S IS B IS N e

[0210]  “FARELCHEERE” Jefi5 A Db AR M B S IOREI I — A . —
ZiF IR R,R,S1-0-R, HHR JEHEFEIE P I HEIE AT o B FR R R AT LU AR M4 15, 3
ATV AR BT 2 FRREGTSERE , DN IHAZ 20 A Sy PR AP SE L P B 1 Syl ik
P o FRRELCRERE PT A QO SEHARNPR = PRI ek (TMS) W = SRR (TBS) VLT 2
TORSEFIE AL (TBDPS) U T AE AL FRRE ¢ IE (TBS/TBDMS) =7 P 2k FREKe 2k
(TIPS) »

[0211] 52451

[0212] 551 : DNAES B 1) 20 il i P K D

[0213]  FEDNASS N , AT A FAAE T/ K FRE R (14 - 9ME, CfT-ULPTAIULP2) il A JLK T
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BEHIIY1.6% (v/v) TEA: 3HF GGf1-ULP3) M RLAR & 1 D)0 ek 4548 o nl A, ande 2
HOSFULP LAULP3 S5 o, T DA FAE C 5 (ACN) HR120 % 40 T #5510 % 1, 8- & Z4 B ER
(5.4.0) F—Hp-7-)7 (DBU) B8 e K E B K .

[0214]  F#E FE b i Jo/K S AGFRULP LRIULP 2k )98 — 50 S MESLSE T, I H Bk
TR SR Ak . HITEA : 3HFACERULP3 V) E TMDMS -3 A1 , iX th S B A R I AN S 2R AR 15«
ZEACNHR AT Hicsk DBUAR FRULP 1 ULP2 FIULP3 st 1) 3 53k & S 3L PH B B 1R i o
P

[0215] M SZFFWRE AL R T B RN B A S R b 5Bk , T AR IR IR i 5 20K
(37%) BAMA (1:1,37 % S AL 1 40 % FRI) 2145 o NG , B 58 4 i G 4P 1 S5A% H IR A 1L
25 FR TG bR 7 k4t

[0216] X T-IEIE AL TR , 17 S HIBUT A E S R 1920 % T RCHS A S Fp AR FE 1 /)N
I (D40, Chang fllHorn, 1999, Nucleosides and Nucleotides,2006,pp 1205-6) , L3¢
B TR SSRGS B =9 « FIT S IO BEIR — e AesE 1y, I HL 24 HS0K sk AMAAC B /K i
THOTRFRF AN HA V) E AR RSP R V)BT, ek MRS R e, H H A R
DRAF [ A FAR b

(02171 Sffi2.: B2 k3 (R) Al ik

[0218] (MBI T TANEIER S AT ik (B14) 70 B N A A 744
K (S W0, Azhayev, 2001) o (R) -3-%43&-1,2- TN —iE 5 =M AR FREH =M WER R 5
2, AN H S A PR — AR R R GO T KR S At = i =W O
B, DRI P AR Y S 1 A< B 73 25 o AR A AT DR 4P e, il e Fh e ABRR
Z AR B B A BT (R) B3, 2391 % ey T ANMTER G o R .
TEf Bk b3 B = AR R AR S8 (B94) Qi R Tz

[0219] 1. (R)-N-(2,3- FR5D) -2,2,2- =L BEE . (W 187.12) 'H NMR (CD,CN)

[0220] 2. (R) -N- (3- (W (4- A BEIRIL) ORI D) -2- 0 INAD) -2,2,2- =5 Wi
(MW 489.48)

[0221] 3. (R) -1-242E-3- W (4- ISR CRED) IS N -2-F (MW 393.48)

[0222] 52453 il FHEE LM (bR G -ULP 1

[0223]  ULPZEAh — L FR (DCA) PR IIETIBURIE S ECS BA AE  FRA L BT FE —H
FEFHRELEAE (TBDMS) AT DA/ FRE B R R dP il 25 T, O HLT AR A I e i >
TAE SR R S 25 B 7K DO T SRRk 5% (TBAF) 554 12 B8 1 =R H &
A R AR BEULP o AT S 223 1 SRR 1O T 3 — 2R AL RS 2L (TBDPS) |, 46 rh
715 o TBDPS T4 T, {HAE /K PEPY T BE 5 A0 & (TBAF) Fh S SN TR K, (HDCA & 2E T —L8 K i
[0224]  4SE[E L RIS, 779, 194Fp ATk , FAT TH Yol i L B 51 e i (EiiV) H1- 25 -
6- CLIELAI I DA P2 A PR AR, BT TR I = S S e S B P TG A (B I A N AEAE AR,
TATM L -5 -6 - U5 S O S 3R 3E R (4-NPC) [N , - FHTBDMS 1 — 20 (R 47 AR o 5
ZAE PRI 2 B s e 3 (G54 B R AE 4 W) DA B TBDMS PR 4710 R 2% o il i A iy
(Yagodkin 2011) FTi i3t — DKW EGE JE A% T DCAR - i Ji , FHTBAF 2B TBDMSEE AT, -4
BRI AR B B ARSI (ULP 1) o AE RIS ULP LI i R rh = AR rh e A S (B
5) UT N HR:
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[0225]  1.6- U] 2 FHEL LT S 0) O S A R4 - il A L IS

[0226] 2. (R) -1- (3- O (4- A BEORIE) CRAD) WAL -2- 8D -3- (6- GRUT AR H
SRR AR SD) D) IR &

[0227] 3. (R) -1,1- M (4-HIEEKED) -16,16,17, 17-PUFHEL-7-%04%-1- 285 -2,15- %4
Z4-6,8- " RA-16-fEA T/ \ B -4- 52, 2- T OIRAR

[0228] 4. (R) -1- OW (4- IEAETREL) ORED) AL -3- (3- (6- A D) IRAD) -2- 4
2,2- W IR

[0229]  SCfh4 i FHES B G2E TRRERED -ULP2

[0230] {5 Fi] 5 S4B 3H TR 1) 5 6 2 BAIV) 77 il 88 LA kIR R 45 A4 1 ULP2 (= WE6) o 1
ZIFI 1 Sl 2 TBDPSPRIFIL, 6 - O, T S HH B A BRI R (4-NPC) B - 1%
A S K IR LAFT 2 TBDMS PR 471 2k FHBRTR o W7 T FE R S JE A% T DCA
B o i), JHTBAF 2SR TBDPS L A1, KB g e A0 LAAT 2177 B2 I i fie (ULP2) o £ 1 6%
ULP2[H) s R HR A= i Fh TR S (B6) 40 P TR :

[0231]  1.6- G T 2 R HREELUI D) -1

[0232]  2.6- U] 2 AR HHEERTIL D) O34 - WA AL IR R R

[0233] 3. (R) -6- (U | F R ARG L A D) A3 - OB (4- AR AL R L) (L) FH A
) -2- AR IR

[0234] 4. (R) -1,1- M (4- A IEIRIL) -17,17- —FIE-7-%44%-1,16,16- =K 3H-2,8,15-
M- 6- R 16- 1A/ \ S -4- 52, 2- T IR

[0235] 5. (R) -1- OW (4- AR RELY) CRAL) FHAEAD) -3- ((6- AL AL At ad h)
WN-2-52,2- ZHLIRRBR

[0236]  SCABIS . i TR S Ak el (TBDMSERFIY)) -ULP3

[0237] {5 L0 1 i &2 1R R e 228 PR B 258 AT T A 2 Bk A I DCA DR 47 B AT >R i) 25 ULP 3
(ED) ARG T R) &N R, WE4H o, EAE T TBDMS - CLR AR 4P o B R T (34~
LRI 266 %) « A AN B IR =M OB PR P EE P o i 55 S PO A BE 2R i (4-
NPC) IG5 16 - 2 3L Ol I SN = A2 PR ZBE - A2 391 B Als B B et LATS 2 A5 22
AN (ULP 3) o 75 il 25 ULP3[ it B R = AR FR TR 54 (B T) 4 B FTadk

[0238] 1. (R) -N- (3- O (4- Aok 3E) CRBD) A ED) -2- AL -2,2,2- =3Bk
(MW 489.48)

[0239] 2. (R) -N- (3- (W (4- AL EL) OR3E) FHAEE) -2- G T R AL RS L
FONED -2,2,2- =GO OW 603.74)

[0240]  TLC(LMRAFR-CAE[1:51)R,=0.59; Bk (EIEA) m/z 604 [M+H] "

[0241] 3. (R) -3- O (4- A AL IREL) ORED) D) -2- G T 2 I e 2 5 2)
P -1-J (MW 507.74)

[0242]  TLC(H-ZFROHBE[1:5])R,=0.60; 'H NMR (F%E-d Mif) 87.63 (br ) ,7.31
(5H,m) ,7.21 (4H,d,J=9.3Hz) ,6.87 (4H,d,J=9.3Hz) ,3.94 (1H,m) ,3.71 (6H,s) ,3.08-
2.81(4H,2x m) ,0.77 (9H,s) ,0.00(3H,s) ,-0.10(3H,s) ; Fii% EIHER) m/z 508 [M+H] ",
[0243] 4. (R) -1- (3- (A (4- AL REL) ORFD) HHAEE) -2- G T R A RS
5 AL -3- (6- L) IR (MW 650.92)
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[0244]  TLC(ZPRTR) R, =0.54; H NMR (- FA3L-d AR 57.38-7.16 (9H,m&d , J=9. 0Hz
S AEe) ,6.84 (4H,d,J=9.0Hz) ,5.88 (1H,t,J=6.0Hz) ,5.52 (1H,t,J=6.0Hz) ,4.29
(1H,t,J=3.0Hz) ,3.79 (1H,m) ,3.70 (6H,s) ,3.34 (2H,m) ,3.08 (2H,m) ,2.90 (4H,m) ,1.27
(8H,m) ,0.80(9H,s) ,0.00(3H,s) ,-0.05(3H,s) ; Bk BRI m/z 651 [M+H] .

[0245] 5. (R) -5- (OW (4- A BEORELY) ORFD) WA D) D) -2,2,3, 3-PUFI2E-8- 5K -4-
SEA-T,9- RUER -3l TR - 15 B2 - U R T N AR % (ULP3) (MW 851.14)
[0246]  'H NMR (- FJE-d AN) 87.37 (2H,d, J=6.0Hz) ,7.22 (TH,d&m, J=9. OHz %} A M
I&) ,6.84 (4H,d,J=9.0Hz) ,5.88 (1H,t,J=6.0Hz) ,5.22 (1H,t,J=6.0Hz) ,3.79 (1H,m) ,
3.74-3.64 (8H,m&s) ,3.54 (4H,m) ,3.07 (2H,m) ,2.89 (4H,m) ,2.72 (2H,t,J=6.0Hz) ,1.49
(2H,m) , 1. 26(6H m) ,1.11 (12H,m) ,0.80(9H,s) ,0.00(3H,s) ,-0.05(3H,s) ;*'P NMR (ZJIs-
d,) 8146.98; itk (EIFz0) m/z 851 [M+H] ",

[0247] 52456 : DMT-CPGI il £%

[0248]  {ii {52 ¥ LI 38 (CPG) [AIASCRFVIPAN 1 T H S It i RO PR e o 1, Wif&8
W B R, RSB SRR (DMT-CPG) o TGRS BT 3L CPG (LCAA-CPG) TR AT 18 1
DA B v CPG AT LRI A el 19— MR S = R FR R B A P [ A 5 1 o e St o (o Sl FH R
A R AL G 156 - S LR SO il 28 TR il o £ 1 B S HH R TR A S MR SO iy (i
o TLCHTUERH) |, A5 [Fl—HE Fh IR JIDMT - S M A S5 AABE SR o PITA3F DMT PR P 1 PNP 2 5 FH TR
FEAEREIR € 1% o 7 4l P23k 45 . SLCAA-CPG (147umol/g) HO3E—2 [ N 5 £ DMT - CPG
(99umol/g) , H¥E H HFULPHIRE—2 e , a9 oo

[0249]  SH57 . PEANTULP G [E]E ABIAT DI FIDMT - CPGIE

[0250]  SGfJ-ULPLFIULP3, fif FHIDMT - CPG oA/ a2 S B e e A AR DB 264 N AT,
W9 o o, Bk 3umo (30mg) FRICPG (DMT H 8Ht =99umo1 /g) , FERH B T HA—IK
PEBE B R BDNA S AL (Biosearch Technologies, B35 CL-1501-10) F. 5% TCA/
DCM (£ERT F5min) Z5RDMTHEEA] o i FH76mL em 'umol '[9 6 250, MR e A A (4
498nm) AL 1A DGR 55 — R FH L FH S -1 B o K CPG T S i e , SR 5 ImLAE OIS
fP%0. IM ULPATIO. IM DCT (/A(3Emkmy) (1)1 : R S EEE . 5min) , O IGULP CPG |2k
B, AR5 FIAE g /7K Fp i sEAY, (Bmin) o JI5%  TCA/DCMALFRCPG , - = 2K L RH g
FHIH R , I TH R ULP 5 CPGRURIE % - ¥FUL-CPGH MG, 2R J5 55 1mL 0 . 1M BHQ- 1
(Black Hole Quencher 1) DMT\I kil (Biosearch Technologies, #34-5BNS-5051-50)
A0 IM DCT (4, 5- U AEmKME) 191 - TR AP BIDE . bmin)m, T NERABHQ- II@ﬁBi?MCPGL‘JfE
B, SR AR /7K FR R A (Bmin) o JT15 % TCA/DCMALFRUL - BHQ- 1CPG, fill = K 1k
FHES 1M BT, I 1HRIBHQ- 1 55 UL - CPGIMIEE % o RUL - BHQ- CPGAE L5 H T4 (£)30mg) , I
T 0T 58 BHQ- 117 F 3 ORI o A I3 4mL em 'umo 1 fRI914 Y 22 580, IR B KA (4
534nm) AL AT WG IE I SR BHQ- LR B o an s Bl L b pirads , A Je/K FHEE FR R AM A AL 2 -
3mg[JUL1-BHQ-CPGEUL2-BHQ-CPG , J I [ HER I 5 BHQ - DRI % o« AR 5 =X, i
JKFEEAI1.6% (v/v) TEA: SHFALFEULS -BHQ-CPG, R I HERZ M BHQ - TR % - K121
IR T anaE T o Y EEME W E O AE22°C (+/-0.2°C) NAEL.6% (v/v) TEA: 3HF/MeOHH1 M
CPG-UL3-BHQ1 EJEIBHQL L2 12

(02511 52458 « FHaH FHNV e [l )25 s DNA 5 [ 4554
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[0252] [ ZhALDNAT IR WL 7 A= PCR 5 | o PCRAYE FH— X5 2 il 5 [ #4045 :DNAZE
A e S A Sy ST 7] B L S0E A o 1K 26 5 | P PR B LT 3 0y 18 22 244N , I HLAL U
S SRR AR E AT ML AL nE 10 R

[0253]  SEE IR EERIPCRS W, B BT HERE SIS b5 o A 5 I AIBRHEDNAE A
R 32 Gt 10 AT R SO e B0 15 AR P ) £ 2R 5 U 1 i o
REULNE B 5 I AE 5 15 5 1) 2DNAFF 81 2 TRITR TRIBR ) o A8 “ i =2 L DNATS Jli
FHAMER 1 /Me OHAL HR 3] (A S 154 » Aty I3 - e R RE M B A SR R 5 | 1 471 o [ I 1)
B K R A 2 A 3 - B AR 5 W02 FF A1)« FHAMAZS SR OR P A=A 5 [ 1R
SI¥2001: TR G AMAIRZOR B 1 5 19001 TR S WILL RS B 38U S AN AR A PR Ak
- AMAT i FH S AL PR 7110 dC (Ac-dC) Tl AEZR AL CR 37 dC, LABT 1E F oK v et
FTIOFE IR R 2 (55°C , L/NI) BRAMA (55°C , 10438 X R AR T AR 3

[0254] gy, il PR EER AR 1157 - = IR FRLEE It FHORE IO DA 7 Bt T 6 ok
AHEPCRS 1) o BRI 82 10 1K/ ETR GWEL55 , 5 B I T B R Ak L i
T B T 2 DRI ORAPSE RS RS P A1) DR R AE R Ak, B SAZ IR 4>
PRt G B B RO A - F T S I VRIS 2 A R EUAIR], e AT TLAARRI i o3 e i -
{2 MR 2R AR O 2L 15 TH Y AR B0 26 0nmi ' FEAFRE 510 1 - LR S W00 « iy I
PIVNERAEPCRAVE L TROTR A1, 1A BB E B P 5 [V R BRI T S M 5 | i
e

[0255] i B A B2 BN AU AT HH AR AN A FRE#R RS A BT B BOR A B
PR o RE T R RN A1) R o 5 LS NARSC, FLAR AR R R 1) i EL b Fi5 o
R B H R B A s 5 I A%

[0256]  JRUEH FIR 8 RN 1T 1), 22l d i B AN S BT i A & IR T 1 —SE TR 4
A HE M0 5 WSE , AR AR EER A5 Rl NPT DA S s LA R T
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