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(S5 5 i BE AR 21 LEPUR, i bmic A o0 120 LE 3G i o AE— 2R 5T 7 &€
o AR 1 21 EAZIR A5 A A 1 (BN, DNASE S 28 1) L b IC I A 43 120 LEAEAZTIR « P Tt
D, XM FRIC I A= 93 FA8 K FH bIc I & B AR AR T HE B 1 1 A7 sl ePi 28 1
[ - PR &5 S A G A E 5 1k (BN, 2 R AR A AR Fh 2 s A SR A 1 Ho A R)
HoE A .

[0153] - —BE50E )5 R, B2 2 IR biC I A o0 - T DU E UM RI2CH 4 T
HEEE 21285 A TN ESPMIC IO TR 202 « QA SSABIFT SRR 1), N EBPRICIN DTk 202845 —
AFabX 3, 1ZFab XS A o0 Fr e A5 A R 1 212, T BCE H N ESPRICYII rTAS I A
JCHG I SR, AE— 2307 S, NESPRC TR 202 SR H 21211 85 A 2 T 0TI
R

[0154]  RKHIE N ERPRIC TR AT DL ARis Fh R T A Ehmid ok i & R0 5 74 e 28
AR SRR H AR T2 7 2428 (FISH) WesternE[Ruk 5 M Gobebric i —% 77 1 4n
TP AN AN H AU 2R R DA SRR A 2RI sl A A B BOR

[0155]  4n FRTaR , A HRE N EShRIC il LS 2B oy 7445 irdh AW 1 S P ds il oy
FAREAE M AE 2850 77 26 b, NEBbRc) 58 1 s, Brik & 2 B S ¥R AL RS & (191
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WEEE) «AE—EE S 7 S, 8 A BUE DUARB TR DU &5 G0 o A2 — S0 S 5 5, 5
ST, 19 a0k (B4R , SNIKEE S PN K 2R 15 (AT (aptazyme) TERERS  FE R
B tRNAG i o £F —BE S0 77 S, NEBPRICYI SAEIR 5, TR S5 B LR 4 & (Bl
SEE) o AE— BB T ST AR AZTR I AR (B4, DNAST A RNASE 1A sk HEAT A= Ml 2510
) o

[0156]  FF—Lsjif 7 S rh A bRic I AEY o & — A sk 2 ThRE S O 181 1 A
S f- BN, E3A- 3B R T AT AR e iAo B AR I I S0, BT bsic i AR oy B
SHER RN/ B N A B RS o

[0157]  ARIEAHH T, AEW0) S ZRER A T W PER T S 20, 306 155 S8 Y Bk ic i 2 [
TEN Y OE ARG 5 - 140, Forster JLIRAE R RS (FRET) A2 YeAH G (FCS) B Ak H
TASNFR BT AP F A SR ) 12 R EE 2 TR i e A s Tl o Yo 2 AR e e A
(FRET) kARZEICHE K, BIAIFECE L T 42 (PET) FCSH i FHITIREE , W bR 2 P 1922
A5 I B BRI A K o

[0158]  {E—L5TjE J5 S b, HibmC A & BZai b id A 3 - IO s e
FHELAE AR — AN AN Ky (B4R, R/ s AR TR KR o fE—2E 5t 7y 56,
DOERESS ] F T S PCR, FEH AR T-RieAZ R SN DI P DR 38 K], N Sh e iz
BRI E SRR R TR 3A

[0159]  GNEITAT R, PEARIC I 2 A2 PR S5 AR 24 A2, FITak NS D O 2 s R BT e
KERST300 0 £ RS /5 R, JE K BB45 3002 8 K, BIRIBCR N ERFRCHIN &
S FE—BE Sy 2 ARG 30052 B YE AR KR, B IR ISCR H N S PRICHIT — N
& SCHFPA S — B KL A

[0160]  GIPITIFT R, R K43 300 L N ISARIC I 2 A B B U)ok (94, 1 i A IR
SNDIIT) o 3 K053 3005 PN AR e B i B FT DA TSI B S A A 2 8N, AN e
QIR NHBR I & MY ERR , 7E— B85 7 b, N R IC O 22 R HEa FE Y
HARICD , ZPN SR IC Y - EA R R A — s e e K55

[0161]  J A KB I 24 A R AU 2L AN, H HLHUH AT LS AR RIS R A i
W H o M 22 A2 BRI S B FEARASER 100 F- (55 b TaaMandf -4l 2 50 i
JES AR (ECHO) PREFFBPAREHBOK (CPT) 4%t

[0162]  [RIMY, 7E—E5 6 7y S, AT DAR A SCER LT PR iC O AR 4y R a5 & e
J5T, B 2 AR C P (BN, S s AN PO AN AN EBRRiC) B\ B AP0 1
W AN, AE— 2S00 T AN T R — A NS IE I A oy -, BRI EE 2 A
P ERER IO BRIC I A= 93T0  Caim BERN/ B S 3 I o £E— RSB h , 13X PRk B
AN AR IO I B AR ST R 5 (5 5 AE— RSy S, X AN B AN P S
FrRICPIC AR A DO RAE 155 (B0, FRETROAE AR iC AN 2 (Abric %))

[0163]  fE—SL5 i, A FIEPEBE 1wl c & T 15 MBS AR 1 bR e # , il ]
TSGR 5 BN R e A o IR, 7 — e 5 5 2, AR B bR ] DA
GyHB N B Ay, DA A R — e B R s IR AR e R A 5, bR
OB P 1 A= 53F /INR I o A , A — e St g vy A bic 2By 16
BN EE LA (102314356789 108K B Z4N) NESFRICHD - E—LL 50 jit 5 S, 2y
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PRICHA G255, 25 10,5 1055 15, 105 15 155 205k 5 A N ARICH «
[0164]  fE—E850 5 S, AR BERITTFRCHI A0 T8 AR (D) 235
VAN — AN R ERc - B1n, £ —28 50075 5 alrbric i A o) 1 B = D —A4
MRPE (D N ESPRICH , Fl— DA WERIC , 12— D E NN AR IC ) AR 2k PR s
ARZ I o A28 5000 )T S ARG A o3 s 2 D — AR (D I EFRID
Wy, i— A 2 A IMRFRICHD -

[0165]  fE—850 7 S, SNRRARIC YD e 45 S AR BRI A RIS A T A A
A HIbRIC (AR, 2k A —EE S 5 GErhy, SNER ARG RS B AL 0 AR
L IR, AE— 2SS T S ANERIC ) S ARG I AL IR N5 3 " i 2R o fE— 28
ST S ANEFRIC ) SR I Z RN - BeC - i 15 o A5 — 28 5T 5, SRR
Ute Ay HOR R SR SPGB o) TR (BN, 5 AR H IR B T AR A R
WOIREELR 1, 5 2 NG AR B L FRI MR 1)

[0166] B8 )T S ANASF RIS A1 07  IOAE AR A s S AR C I A 03 48
B2 5 S, MRS A o5 T I R Z TR AL S A oy 1
LR AL MBI T S AN RIS S ARG I AR H R I SO A RS o A — 2R 520
T3 G INERBR G A o3 T A AR FRAAR | SR Aoy TR (BIAn, 5
MRuErPAR A AZ IR IBIAEEE 1, 5 2 IRBE T A A A LRI MRS )

[0167]  fE—E5i )y S, AR RN R ARG A0 s — D AT B I A
Wiy, Heriz— AN AT 70 2 F BTG AR A, 3B R 17— R0k, R il
PRERT I PRI A= 007 R A A TAS U 5 UEh & o AN T , B ER A 2 T b
WA AZ PR C Ao T B i By S B P4 S IR AT 301 AL R A
FIBCARER 3 3012 IR AT AE S TR O T, Al bR IC A0  5- HO N BRI A A H AT
M.

[0168]  JNEITTi, BEER 1 SRCAE T 30145 & (BIANS5 &) , SECK H NEB bR C I
TR ARG SR 10, AE— 2850y S BB 8 1 S RCIR ARy 301V S 5 2 BT Y &
JEFRAR A — 250 5 S, S5 5 I TR IR A E R AR H T N AR I AE P 00 T AR
TG (T, AR F R E R LA Se VRS IR IN TRIBO) IS IR o A — 250 )T S8R , 255
I LRI AE T FRETAR AL H (B4, S REEE A BRI 2R 5 S f/ (A4 o 4h

(01691 fE—S850 )7 S, B — D E AN ELAER S Ol bR iC I A 531, 4914n, AT A
TAHRARIC I Aoy - TE B R A EA R B R, ARSI 2 AN RIS S
A TR (g, e ) $EEE B S RCIRER o Z RS S AR AR, ez il fAci dy EL Nk
RNSHEALS

[0170]  fERLEES 5 S bR e AR o3 15 ORI 4 £, 2 SCRETRRC ¥ FAE B
R R o (94, A R 5 7y S b, 5 (D) AOQURTIQ b b AT b 5 i 1Ay PR SR JES D )
SRS o BN, AE AL TR EZIR R UG D0 T, 56— IS8 — S iR B A U
SRR IR SOSL JERAI SN FVAT 15 o AE— 28 5 0 S8 P, OB e 0 TR SR &
RLF R o A — 28507 S8, AT RE IRLEEA PN 2 SRR Arlig Ay b ic i 2R
Yooy EUIE R BAR A2 — 2RS0T S, OSSR IR (D14, F ARl e i
H)
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(01711 FbsIC IR

[0172]  ASCIA$R A THTPRCIORZ IR , BT iy bric WA IR G 5 A SR I ARt 1Y
W5 E I — NS IR AL — L 50 5 v, Tk — e 2 M R ik F
BN | PRI  FBR MR 01 ) R e ke PRI P — Frh S B FRAZ T R o AE — 28 S Jit 5 S, 24
T RE RN I, % — e AR R ST AR IC R AE Yoy EYIE k.
[0173] A7y AT RS e BRAC IR Al Bk 1 At 5 AR 1A 2 AN, 5 s
WY T BREEAZ R AR LL , AR BE A PRI IAZ R A 2 B B U0 A, B bl
A S ARG . B4A-4CR T AR AT A RIC AR R ) LRI o

[0174]  [E4A-ACHh B — ML T 5 R GTFA1045 5 1R TR 400 o F4ARIRZ HR 4007
SNBSS BRI S, 11 PIABAIACHIAZ H R S5 A S A AN F i b O A= W0 53 - 45
G o AEAARTZR, INTBEE A TP RC AR e JE A,  HLB R 01 IO RE A e
1 o AE— BT P IR AR TSR A SN AN, A5 — 285 75 56 Arid i S5 5%
T2 TR e o B 25 AT DA o S PR el B M R A 1T S B 10 5 RO SR A g 46
5 (AR (D) FIT7R) o AE RSN 77 e AR ie b il e A 20 - R s, PT35S
PESE, (ROS) TE BRI & A % o — FUJE A, ROSHE P DABS ER SR A0 , M ITT A~ 1) b S M it
(B AR (1) .

[0175]  4BHf4: T SHrbmd iAo 1, 1A AR e I A% R 45 5 AL IR - A
T ANTE A PRI R, V030 T hmic AR SR 2 AR50 25« S0 R R AN
WEERIC 2 I A5y -3 AERRC AN R S 2 TR et 1 PRI PR DR . (A, FR T A
Y- BATER 0 B/ 8 T A W T WA ic ¥k I 2B A OOV IR E
(ii1)) , BRI AT DA DARiC ids SO B SR 1 & 2

[0176]  HLAN, AR TR 4ART 7R, N R AR BB 4BH FlT o~ A=W 001 AR T had
W TR FIIREEE o IR, FR T AR ie Wil Ko A A R B AT S BUROSTE R
RAEFRBRAR, RN/ B T AEW 55 IR T 43 FRROS 5 R i , AN/ sl i T B8 H i 2Rt
FRicH)- 28 &5 BREE B3 328 (QBg 2 (iv) o) , I FIROS 5 S (R 45 B AT 1

[0177]  E4CHiZ: T 5 bRe B H IR A & I H TR « TR, s Ic M B H IR 5
KRFRCI AL PR BE AL AR PR A , XA R T 1w EE RO , B 1 % 4B
BRI A R T F AR 1 L AR

[0178] {54, 2z BBk 1 HE MM, Bt BRI 3D Xt — Pk 1kl
Y- BEETEHT) 0 B o 2 S BER PR T ARICHIAN B Sl 2 M) S — T Bt , W DA AT A
Wi IR AE (WosoNig R (v) o« AN, T 2430 kit — 2D IR TARC 5 R E s Rl 82
figh, 11/ B8 R T AR BEIR AL T AEATT FHROS 5 S 946155, A1/ sk Fl T3 2 F SRR E A ic i - 8
oy BRED B3 i 24z , K FHROS 5 2 i stk — 2D B AR

[0179] (At 7 LAk, 1l FR DA S RO SR A R UG RE T, A TS i bR i 1Y
AW PR e S A SRS RN T B o 58N, 5140, H T-—Fhek 2 Fh & B s
VERSE SR , A RIS PG A R Rt T3 s e o

[0180]  NZFRARAIE , AR AMCHIAEY Ay F 9 L B S, 5 HEGERN “RHIR 5k 2 B
BRI E I N B IAZIREE D (9140, 2500 e S RSERD) 1 — Ak 2 M2 R (11
WA LR A28 P, % DS MR B — N e S BRI X
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A ZBEIR o AF— 28500 )7, 2 RAZH I LB : ol = w2 1=
AR5 BRRRIAZ A, I SBEFRAZH o A2 A HR i R AT A 2 S el g TR ) — S8 56
S TR IR RS (B, ZBERRER S5 5) B — a2 BEER TS (Ba11.2.3.4.5.
6.78.9. 100k B 2N BEER B 1) sl AR Pk A5 40, A — 285005 S, A R I B FR i 540
(A, 2 AR TEES57) P BT R IRTR il S SRR RR O S B e B HAth A d i ek 2
AR B, SR B2 A

[0181] ARG IR P LS ARG R FE PR ICIAZ R , (S A FR i R FRic i A4 47
- AR A B TR B 1 45 o (910, AE — 256 )5 S Hp, AT LA AR B R R — N ek 2
MR S TE A5 W Bk A AR 1C R A 53 - 10—B 0 B9 2B o F- (Blan, =X (D) 11
Q'FN/5Q%) 3% . NI, AE—2E 5 7 S, AHRE I “HPbRIC IR 245 5 (D s
WIS 1R O HR o AE— 2506 7y 26 b, T LA R R FR R — N ek 2 M
FR S IE R WA 5 R ATk i b ic AR - T — R0 I BAZ R (N, ARFRIC I A%
TR EE 4%

[0182]  HPARICI A1 P AE e B 5 A IR I AR i s R R e 1 o e B 5 ] B 141
JIER S N 2 287 S i e &2 T Ne - 7 NPT [ AR AV o & 4 1 S AT Nl STl o R BN ANE)
EHIAZH TR AR In RIS I B AR il S SR IR IR el e L TR i i o P L ]
DASE AT LR, A A5 BO 28 SRR I 5 AR R R 7 25 o A2 PR RN e 3L 1) 551
ERELRST,041, 81272 i, ol 5 RTINS AL — B30 )7 K 1B R
FEAT G IR N e 2 AT e IR RO 5 AR e IR O b3 AT e AR O A b B T sk
HAR I Zrebefs 2 A28 AR RN 23 AR e U A I A PR A28 AR RN 2 BASE L A a2
R AONE 5 B AT U IO 2405 38 Ml o P B bR ic e 42 2 A TR 1 R L 1
FoA S AT W T A AR i S ) 15 5 15/600, 979, FHAREH A 105 5 | BRI A
o

[0183]  RZHTR (BN, ZWsfiZH) Pl B REPRTER (A) JMELE (C) IR (G) IR
(T) FpRmERE (U) sl AR AT — o AR (BN, Z 0 BRA% ) TR RE S A%
A, HEAZHIR T LUE B8 — Ak 2 SAZREAE (B0, B S A
2, GREARE I U EARE) 1 L PR TR « AR BRI HH B A A i 1 - HH
FRIRIENE | 1 - FH L PRIGEIE | 3 - FHL JRIGENE | 3 - FH L[ | 5- HH AL Jiumng | 1 - FHRL JIRIng (2~
PR RIS | 7 - PP L IR A NG - L I (NG , NG - — R JIR A | 1 - L 1 I 7 - T
IS4 N2 - AL B IEEA N2 , N2 - — AL B IEES:

[0184] QAR I, RGE “BR” 1l S 1R B — Nk MR e - AR T |
Br—NERZ A1 FIBREERS (A) HERENE (C) LIRS (G) I fRmzme (T) FILRMERE (U) sk HAT &
ST BT o AE—SE S AZ IR D SE A AL IR (DNA) BRAZHAZIR (RNA) sk HAT A=) o £ — L
ST S RIS B IR IAETR , AR E AR T ZER (LNA) IAZER (PNA) \ =W B4
FR 2 -FIBMRIAZIR , M AT AU  AZIR PT DA BB sk AR o A — 255006 )7 5,
IR S RN TR R G,

[0185] & SRiik

[0186]  UIASCRTIR , 7AW 1IN ERSE S AmC i v] DA FRic Wl e e ot (5140,
1 PR BIFR A A 0 - N R e e RN ) o PRI, A8 SR8 5 7 2 v, ARG T B 4E R
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IR S 01, TR A bR IC I A 20 - 10— Fhiok 22 PO S Re A el (I anssgmn o
WASCITR , OB FRCHIN GRS T RUEQ IO Y — B B A s e () —A
k2K SRR AT DL FR AN T A 6 ARy« AOCHRIE S I R R BT K R
MM

[0187]  fp HEUe s 77 2 AN T ARG 1057 -, Frid i bRt i AE W 0 I A D65 o
FITHG N o AE FE L ST T SErh AN TR S 15, AT i bric AR 43 -1 A 73 o 384 0
TZE/D10% AL FEC I 7 DN TR A0, rd b1 A4y 110 & Dy
BN T £910% Z50% (BN, 2110% ZE25% , 2110% 5 15% , 2925 % 250 % , 2140 % 50 %) «
RICFFar B IR 5545 7~ 1 &15A - 5B,

[0188]  ARHEEISAHFMEFE VR AR A BT S T — A BRI P RC I A5 o
FRICHIRZ TR (D) A1 (2) RS Y, Hrh Cy 3BRYRL 3 BHIAE FAZ R I A it 2k 73 52 15, S5 DNA
BN A2 N AT AR ICHIRZ TR (3) R A% E TR A I — ML A2 4 h Cy 3BHYEY
AR, NI N B35 BIDNAE 2R X SeA PRl AZ H R T 7 I 5556, H kA5 T R Aheg
B 75 A IR ANTRER G I Cy 3BAY AR (1) FI1 (2) P A= Fan 29 2 . 240FD, T NP8k
[1ICy 3BAG A (3) I SIIFF A M2 . 6 NFD—— NSRS AR A an BG I T £915-20% o
[0189] 1 HEUL S 77 ZE b AN TR S 1957 -, IriR i bR i AE W o0 - IR R DGR AT
FITHG N o AE FEE ST T SErh AN TR EE S 157, AT Pric AR 43 100 A G B 4 n
T 295% 125 % (FIA, 295 % %20% , 295% £15% ,295% £10% ,2)10% £25% , 2J15% &
25% , 2920 % 25%) o /£ 2L T S AN T AR S 10 Bk b Ric i A5 -110)
RICEREEHENN T 295% , 2110% , 2J15% , 2120 % , 2125 % i FH £ .

[0190] 71 HEUL S 77 R, AN T ARG 15, iRy PRic 9 AE W o -1 e B A v 4
I o 75 RS 7 ZE R, AN TR R A0 01, BT i b I AE W 0 IR e BES N 1 295 %
F10% o fEHEL SN T S AN T RS 15 BT s P Ric i A o0 IR SS EE RS N T 2
5% 125 % (B4, 235 % 5220 % , 295 % F15% ,215% £ 10% , 2J10% £25% , 2J15% £25% ,
£920% Z25%) ofE—ECSHE T i AT R A0 T i b ic A 1 I e
WINT 295% , 210% , 2£915% , 2920 % , 225 % 5K H %5 .

[0191] - FEEC ST 7 b AN TR S 150, iRy PRic 9 AE W0 -1 dse R A 3
KGN T 2D 1% oAE KBS 7 S AR T ARG S 1957 -, i bsic I AW o3 1 1
ﬁﬁ%ﬁ(&{(ibﬂT 291 % F110% (54n 21 % E5% ,215% £10%) o %ﬁﬁ%ﬁ/ﬁ{iiﬂuﬁ/‘j*
AT R T EL6 o AE—BE I 7 2, AR T RS 199 1, Ird i AR ic B9 2EW 43 1 ik
B IHEAIEIN T 291 % 292% 295 % 210 % 5k £

[0192]  PNEFZR A1 Cy SBAISMIREE S5 HUCy 3BT R AT I K it 2 A Al 6 s o I Fross
A TN AR}, N ERARHUR JCIEELAS T 8nm, X iR 2 I (Bhazs 2= IR Geiiee) B ST
532nm. LLAI, AEIFTR , NESARHI A S LT RB I, X A TRAT R o 1 AT A £
5, KON Z 68 e vl ) EAs .

[0193] 1 HUC S 77 b AN TR S 10, TRy PR I AE D 0 IR A& 177
A PTG N o AE R S 5 S b AR TR G 1 - I i b i AW oy 1 D1
PRI T 295 % F125 % (A0, 235 % 220% , £J5% £15% , 215% £ 10% , 2)10% £25% ,
2915% 25% , 2J20% F25%) o (£—LE5E )7 S AN T OREE G 19 -, Ard iy bric i A=
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oy I RGP 3IN T 295% , 2910% , 2915 % , £920% , 2925 % sk B % .

[0194]  £F FEO5TE 77 S AN T AR S 105 b ic AR 4 - IO CHEA BT S 0 .
WIASCIT T, A — 285007 € vh MR 18 & D00 - HIN TRIRRSR & 2 I AR /T o £ — 285
75 b, AT DL B G R R PR T 'CME o A5, 7E — 28 5Ty 6, AT DA Ry
PRI Ao (B, BA BB S TIARE R AEY o ) RCER s, JPRH AR S
G- BTl R S s AR A TR AR o ISR DG s 2R ) BB 2 B R 38 »
TR R v ARSI I, D, anWastner,D. ,et al. (2014)Molecules,9:
11096-11130;Brakenhoff,G.J.,et al. (1994) Journal of Microscopy,175(2):154-161;
HISong,L.,etal. (1995) Biophys J.68(6) :2588-26001 o fF—¥E52 5 /5 58+ , AN Tk
Ao 1, bR N A5 IR B, Ama 28 AR R E (FRAP) Fir il &
M, lan, aiMeyvis, T. et al. (1999) Pharmaceutical Research,16(8) :1153-1162f&,
1E B850 )7 S AN TR S 1 -, A Ric Aoy IR A B, i 58 e
(1402 (FLIP) Frrll& i, f5an, 4nWastner,D. ,et al. (2012) BUC Bioinformatics,13:296
Ik o

[0195] LTty 2 b, KA THREE T T3 3 10— Pk 2 MU e ME PR S E
XEE I BT B o AE— S50 5 S8 rh, BT IS B R o RSO G L At
W RICE AT RO G BE s H Rl B 2 M A S SR S TE oy (BIAn, RO ChRi A
M) % TE AT AR FETEE — Do IO Sy, 58 P RE R FR N — A AT BB 40 Hh )
XA R RE 0 o A0S0 Ty 28k, P DASE T ANFIR S BT A 7y RSO G i & 59
W RICER A7 AR T O Ml BE 2 B A SR 2 By AR R IX 43 o A — 85T
T 7 ZE il R R - T RSN ki, HE Al Az A S R 1Y)
I TRl FCHL R BT, SR %88 % (B, S A X)) o A —2E ST b, K BRI
7RI Z A IE B R AT WIS E %01 A28 50 75, HM 1y
R ZAICARME 5 R Ty, B Ao R S e 1% 57 F o A — L8507
F, NG BT & 5 B 2R AE 20 I &G B, I LA & DGR R X 14
oo A B T R, A T & S 261 SR o3 1 1 R DA A M A 5
B, B & A AR G R S e 1% 50 -

[0196] A, AE AN 285101, (50 S N A T 22 N R E ik, A AN 23 A
— RN I AL — 285 JT Z 1, iX— R A L - AT DABR A I S N A Fh A
1F LA SEISI I N A BRI 5 1915 B AR, AE— SR 30E 5 E 1, iX— R A D'
TR SRR S AN RIS T) (B4, Bt SN sl BRI A T) AR B — RS TR -1
(FISE

[0197] o3 F-I kDGR e v DA IR S 0 g skt A T (B, i o 53 1)
BORSRAN toFF , sl i A SIS TRIAHSCRRME) o fF— 285006 7 S8, ifE o 11 Rt
o BARHE AN T — ek 2 A0 Flan, Wy SO HAS R R EARIC IAZ T R) 175
i o AE—28 S0 )5 ZE T BAE 7 I RO C 75 o AR E AN T2 R R A i o £ — 20 506 )
S BE S I RO e BRI ARy (B0, 2675 am) o A E— 28500 )T 2, BE 201
[ & 6t CURE R E PR A ) — Bl AN AR o A — BB 8 5 26, 0 T I R e
i A AT T A TR Dk e — AN B 2NN TR B R AR 2 R R (9140, 142314
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5.6.7.8.9.10.11.12.13.14.15.16.17.18.19.20.30.40.50.60.70.80.90. 1005k 55 2/ k&
SRR (R0 A1 SR A E o U0, ZE AN T3 ik i I ) - 2 ik I TRI TR 4 A, P DAKE
BRI e 5 BA AR RO 20+ X 0Tt

[0198] N YR, 43[R A CFFar R A B0y Tk BB AS 2 e A I 61 (IR ]
JEH AT B FR 061 TR R R IX 3 B0 — 28 500 77 v DL B Ad i o i 5 40+
R AR [A], BT I RO 75 o 5 20 - X IT o IN RN 43 7 A A
B TR, ROt AR T LAMIZ A A IE o AF — 28 506 77 26, BT TR] 143 7
BB BN TR AR SN N T E RSB TR, TP R - 5 240
X3 I o AE—LEE S, & A AR FHIN TR0 A B AE

(01991 QuASCH B0 - IO, Ao B e F5 B I TRI N FR o3 - A I & 611
B, 120 i Sk K IEOR BEIMBEOR « (2850 5 56, & DCom 2 15 B i TR Y
F 0 R SR T — A e — 4L e A a2 1 & 6 AR SO, 1240 Falad a8
KSR BRSO -

[0200]  fr—LEJ5 ), AR T 55 BAT B s 1 A& 5 B s PRic i A= 55 - < 5
NS AASO A8 — 28508 5 S8, “Se i BRG], i, “BHEE” L “WsT R
) SRR R ARIC I SN W53 - I YR ST R B S 5 IR, A — 2R Sy 56
R AFEEET A T2 i80S SRR NI AL S IR S A S S ARG R R
RN SR S T 17 R I R BN AE — 285056 7 b, AR AT AT bR i)
Aoy B R TR A, MR SRR

[0201] 6 E 177 2RI E I I K AR 45 TE MDY N 3 BUR S S sk
PRI 58, Al /N T Lo AE— B8 5006 77 2, ASCAT iR (1943 1 I A 77 305 2
0.001,2J0.0012270.01,290.01%2£J0.1,290.1F£J0.5,%J0.5%0.95£J0.9F 1, fF—4E
S )T S Wl i E sk A T A CR TR E T,

[0202] BTy, AR W N ESARICH) SR vRRRE SR A AR IC s I 2 A
CHAEY Y Frh ARG INSE BE AN/ B R D CHRE AF — 285007 b, BE I A RO R
I N EARIC I A5 AR AL, (0 R SE A/ sloA s, FL S Tibsid
(R S TR A AR IC I B, x S5 T AR M) B — R e 1) SO P I 2 Pl e Y
R, 7E 25 7y 28, SRR IC I SO 21 43 1 S0 BRI/ B8 R G S B ek PRIC 1 28
I 5% o AE— 2858 7 S Hp, — sk PURURHRIC I SN 2 3 1 S AN/ Bl A G BE 40 Bl
BRURARIC I AU = A5 Bk PU A% o A2 —SE 5T 7 S R, A SCRIT IR [ PR SO 7 SR B HA 1)
SRR/ B BRI SEL () A 2 /D70 % 22080 % 2090 %  £/095% . & /098 %
k5099 % .

[0203]  AZFQIN)T SN 2050

[0204]  ARSGATRBE TAZERINT SO 251, HAE SN RS A B AR T Al BE 22 A ] 2%
AT PRCIAZ TR , Hoh 2D — R A bRl IAZ H R S R A SR AT bRt 4R
Yoy AR IC AZ TR -

[0205]  /F—2B5Tit s SErh AL SR 25 W) R R sl B 22 0 (4, b, = PO
iy Rl B 20 AN R 2SR AR IC AZ TR o £E — 285006 7 S AR T SN 20574
BLAHPYFFASF A AT AR IC AL R o £E — 28 500 Ty 6, PIT R DU RFAS[F] A R A it 1)
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MR G 58— bRC AZ TR « 58 A A% HR « 58 =i bl AZ H R AN 28 DU b
IR, A BTk 58— s C AZ H R (s S ERS , Firk 28 s ic Az H TR B 4E
WEIE | BT 28 = A IC HAZ B TR U RGBS | BT R SE DU AR 0 A H R E0 470 1) M i il R
M

[0206]  /F—LB5iE g SEH SRRy S S A S b R A A i A G AZ BRI A 1Y)
W #3100 1000nM (B a1£1100F800nM ZJ150F 700nM. 2200 E 600nME; 2250 &
500nM) »

[0207]  #F —LE5 5 S i AR I e IO ZH 51 0 25 0 e A5, ks 0 e A 0 25 5
EIRE G INR G A — 207 b, & SR (05 5 [ WSAZHIR , Ik 5 W A% e 2
A SHEAZIR ) — 355 BANKI T A o AF— 2850 77 26 b, A AR Ik D 29 10pM A 10nM
(AN ZI25pMZE 5nM ZJ50pMZE 2nM . Z50pMZE 1nM. ZJ50pM % 500pM. ZJ50pM % 100pM. £ 250pM
ZE5nM. ZJ250pMZ 2nM. Z)250pM £ 1nMEk 2)250pM % 500pM o

[0208]  /F—2E57iE 7y S AR I 7 SN AL A W B — ek 22 R i) (91 °4n , MES
MOPS \MOPSOHEPES \ Tris TAPSFIA&IS O A HAth I 2SS 1d 922 ii711) o A2 — 2L 5 75 56
2% el 25 PR P FIELFEMOPS o £ — 28 5 75 S8, P AR UK 0 2925 22 100mM
(BIn2)25 % 75mM 2950 % 75mMiEk £)65m) .

[0209] & SB35 S BRI 7 SO N AL S B FE A BH - (D, B 1 VB
F) AE—EESTE T S, PR B AR A S (BN, AU AR BE BB I LR SRV A ik
FREL IRFRERIIER) o AE—BESE T K, 2h e COFREE A — 20306 7 &, M BHES 171
(IR Bl 29525 50mM (A1 41 291025 40mM . 29157 35mM 2J20 % 30mMEk £725mM)

[0210] & —BB5JE /5 2 AR e S N AL 50 2 — Fhik 22 B —AN 2k (B4, ek ok
£, S CFREN H AL AT CFR BN o AE— L85 E T K, — M AR AL IR N Z)10E
200mM (141242525 150mM . £)25 2 40mM - £J50 % 150mM 21002 150mM) o £+ — 255 5
WL I N A5 0 FE 2 40mM B AT £, 4911 R4 0mM U BN o £E— S8 5056 77 2 AR 7
R AP AR 2 1 20mMER A 3, 491401 20mM TR o

[0211] A —2B5jE 7 2 AR e SN A5 A0 2 —Fhik 22 Mo Rase ) (il dn, — ek
ZRICERII NG, e SE A 77 ST B R = AR KRR ARSI 2 00 2L BB S N
) o AE—BE ST S, JERRUE U FE I LASIR (PCA) o fE —2E 516 /7 R, JOARUE 7 B 4%
4-fHHEREE (NBA) o fE—2E 5005 6, YR e I Ff trolox s AT AW o AF— B8 ST /7 26
H L Y CRRE FIFEAE R 200 . 1mMZE £920mM o £ — 2850t /7 26 H1, TroLox Uk A £ 5mM
{E—2E 5 77 6, PCARIIR P50 29 3mM o £ —BE 575t 7 58, PCATR UK FE Oh 2 8mM o A1 — L8 51
T3 b NBARIR R 2 3mMo 25 ERSUE 71 (B, PCA) TR A ik AT LR & T e RaE
FUFFA= AR (F1an, I LACER — 5 (PCD) ) o fE—2E 56 /5 26, PCDIIR N 290 . 3mMo £E—
BB 7 S, PCDITUR 290 . 5mg /mL

[0212]  fF—2B5fE 5 2 AR I e S N A5 A0 2 — bk 22 s i 51 B A, A — 1851
e 7 G AR I SN 2H S W2y 491022 100mM DTT (141, 2940mM DTT) «

[0213] M

[0214]  RHIER—L8 75 1 A 10 T A S, BIAAZ R A B B T o AE— 28
J5 1 AR A S PAEOR AT T8 — R 7B\ RIS 1 B AR H TR L
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SRR B (BN, A BN — R AR L AAZ H TR B 2 SRR B AR I TR A o A —
SO T S, AR RS R A S PAEOR AT T 28 — RN\ B R S A B
ARARAGAAZ IR I e SR PP A R
(02151 [AItl, AR SR 10 A FH U (PSRRI Py S 40 S W R A AR e A1 TR
T AE— 2050 7 S b My BAE DL NP (D) B HAMATRIN & S 5 TAR AT
TRy SN AR A9 (BN, 2 /D — Bl S AR SR R s e i AR 040 - RO s IC A
@R) W, R TR S S A ISEAZIR S IR G, (1) H— RGPk 2k
BRI S 1) HARARARE 5 (L11) A48 A28 5 1Moz rh U R] A & ERRID
E’JVHE&%Z%TE’J%AJ%? VAR (iv) 103 B RE & S I TR TRIATHEAZE 1 A G L, SR8
FEBNMIZHERII A -
[0216]  YE—BB5je Jy SR, AT, 38Uk RS OK B TR E Ik o A1 — B2 5 )5 58
W BUR BRAE AT DL R o AE — B850 5 S BUR BRAE SRR G rh o A1 — S0 S0 7T 58
BUR BRAELLAN I o A — L8500 )5 S8 P, U REAL T kBl & O EFmd it o+ (NiZ 4y Hp
TR Z AN R EHEA) FIRBUR AR - £ 28500167 5 P, BHUR AE M £95000m 2 £ 700nm (14
1, 29500nm 2 2J600nm+ 2J600nm 2 2 700nm+ 2)500nm £ 2J550nm+ 2J550nm £ 2)600nm Z)
600nm % £J650nmizk £)650nm %= £J700nm) o ££—EE 55 5, BULRE AT U R A R R E AE
— IR o A — ST JE T S, YEEE N 290 . InmZE 2] 1nm 2 1nm %2 £ 2nmik £ 2nm
F2)5nm e {F —E8 56 77 S5 H, Y YE N Z05nm A 27 10nm 29 10nm A 2 50nmiEk 2)50nm & 4]
100nm,
[0217]  YEERZFRIMAZINEE 5 B2 B AZ T (BN, NTP) 2 [RIREE AN N, 28 5 i ot
TEXTE BIPAZTR e 3 L nm AANTP I o - BERRRE < (WP BCRERR RS, KrdNTPIR N & 1k
AZIR BE o £E S ANTPER 5 1 R D653 (BN, AR S iR s Al i A= 53 ) A5 52 e
RSBk, B s BOE & RS, 01 HAES N BRI/ sl 2 Jo A U & S ke o
T HANTPRY AR (y ) BERRERI B &0 (BN, iisdm i A1) L BRdNTPAS N ST
G 2 P y BHIRIEA LG5 IR, AEFEAR AL 88, S BN A
Uil A
[0218]  {rhEeesyi 5 S i BRI AZ IR 7 P Pt o KR AR 5 R A T
TE—L05 0 )5 58P, ZE S RIRAFAE IV SR S S AR B AB I A Ak o /1 — 28 5056 /5 58
B AR ATV EAZ BRI e 7 W B0 5 — N B 2 SRR IR B BLANIAZ HIR X B o AE— )
T, AR R T — M o A H B AMEZ R BE I 7 A1 KA E B (SRR AR EE 7 A1
Jiike
(02191 ASCHr Y RGE “TR G il 1 A FRRE A A 2R & OB AT (B R S o 2R
GRS AR EAR TAZIR IR Sl e SRyl Ry 58 il P DA 28 A Il o 14 H
o FAZIRIEARIN St )5 5 (g, Al ) Rl DA FHRRAE & bl S5 ¥EAZIR /7 1 B AN
BRIV R 2R Sl o A1 — 205056 /5 58 Hh , SR Gl T LU DNAZE il \RNAZE 58 1 4 SR g/ ke
H—Phak Z PR s I .
[0220]  ZR &R S 45 FEAH AN PR T-DNAZE & RNAZRE Sy AVERUE SR A il B AR R
it SIS AT BEDNAZE ST T7 DNAZR TS WS B kT4 DNAZE5TiFQ29 (psi29)
DNABE &G . Taq B A7 HE - TthEE & e < T11 B 4  PEuSB & T - Pwo R 45T . VENTEE & g
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DEEPVENT R &5 EX-Taq R 5 LA-Taq 2 518 . Sso B 5Tl . Poc 28 &7 . Pab B 57Tl JMthZg
A BSATE AT TrudR A  Tac B A Tne B2 Al - Tna B8 A Tea 2 &l < T1 h B A «
TfiZZ &M . Platinum Taq@ &5 . Thr B &5l . TF1 B G5M . TthE 5 . Pfutubo B &1k
PyrobestZE &l Pwo B &1k JKODEE Sl W Bs t R &7l . Sac B & Kl enow T B LA 3" &5’
R AN TG Y 1R 58 il S HL AR A A P AT A o AF —RE 500 7y 56 vh , SR ATl 2
LR AF  DNASE S e AR RS #0022 491 A FoE i EDNA Replication 2nd edition,
Kornberg and Baker,W.H.Freeman,New York,N.Y. (1991) Z:rp G 1E4RHHIA o
[02211  £F Sy —J5 1, AN st Tl ik b 22 MR A B A T SR AL R4 T 1
Tk, B AR AR X B0y B o A RSty b S iR 2 A R BT A I DA
TR SR AL I 7 A k300 e A o A — B8 50 7 S8 P, 5 D B FH o SR LS A AR A
T o AR J7 IR AT LA SRV — AR SCHEAZIR , 191 a0 FE e o AR sl B DR AR A T o
[0222]  7r U SO, T DK SR St BE (A0, 2425 = AR o 1 5 1AL i - S P et
TP AR \?E’]*JB/\FL%I\E/JQI% VER Dy — e, 5| W i EL R A SRR 77 11
Rt B N A 2 Bk 11 o 23 Bl ik O BERT D208 /0 1.2.3.4.5.6.7.8,9.10,
2030540 MZHTR o ik [ AT LAFEBUEE 7 ST — S5 2 (i 24, W DL B St e i 6
ey 5L AT
[0223]  fE—28iF00 N, AT LURHIN 5 [P0 ok B HAREIR 1L, i HARZIR 731 R DAk
AT VLA ] 5 A WA SCREYD L o [ A SRR T LA 4 50 a0 Al e R0t v B AR AL
(a0, KA N %) o A 285005077 ZE PR, DU 5140 AT LALE 8 20 [ A S R L MEAZIR oy
T IR RHREAZIR 53 1] 8 2 A S R b o A8 — 28500507 S, B 5 S lg ] 28 ] 44
SCRP b B AT R S | AREAZIR 15 28 g i o SR, A — 28 506 5 S8 P AR IR TR PR TE B
HEREH RS M E G, HRE Sl E S A R b (an, i R &
fifg 5 | WA/ SRR R[] ) o AF — 285 7 S AR AL (B0, KA SO 2) Hh - ATAvT
3 EBANIETE B B SR b AFAN, 75— 285007 S AR T Rt B B Sl L A
AL IR S, T HAz 2 S WA EE 2 B SR L.
[0224]  FEiE M0 T, HaBR K 5 | W/ AL b V) 28 Sty T LUK — AN sk 2 H R
IINSTENEN 5P L A H R AT LALAS 2237 B AR 7 s 2 519 L o RAZHTRIT N
F) 5191 BN, it B E R D X — R ATRRON 5 WA P SN o B A TR
A DA RIS RIS IC ARG 1, P DAAEAZIRAE A S N TRIAS D28 7 (flan, BT H R D77
A/ BB RHIE) 1 FRe, T N BIE AR S Wb R MR , AN A E 8T 5
HIAZIR 53 10 7 A0 o 1 BT 65 B AZIR 53 111 7 A0 M, AT AR E HAZIR o 117
A AFFEEAE L, T 5190 5 HEAZIR 50 - IR K RAZ R 55 0 5 W 46 5 AT ALE AR
(IS 2 N (a0an, ARIRT AR I BN RE) Bl AEAN RSO 252 B (B4R, ASTFTI SO i
JE) A o AE S0 7 S W B BT A TN T DA B AR SEASTR oy TR ()
an, FERZTR 145 DD A/ s BEREAZ TR DLIAS H BRAZIRIF AR 1) 25 BR - SR 1T, A8 — 285006 )7 ¢
rh S R SR A E AR VA R SO R L - 81 OF BEATREAZIRY Wik
il £ T30 e (R AR o A — 28500567 2P ARIEAS RS A5 T, A THb (94, A2 B0,
Fr 1) ST AR DT OB U, AE— B8 ST T ZE R, o3 AN AN ST SO
2 (AN, ARAL RS AL R T2 A B I SO
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[0225] 5776 )7 SRR DA AR AT B8R BN RAZIR o3 -2 T , U A i &
DAI50% . 60% T0% 7T5% ~80% +85% +90% 95% 96 % 97 % 98 % 199 % .99.9% .
99.99% +99.999 % 1599.9999 % , A/ B I R TS 14910

[0226]  BY20IM3317FGPC-CN. HL1HOA MBS (bp) <50bp100bp.200bp.300bp.400bp-
500bp~ 1000bp.10,000bp.20,000bp.30,000bp~40,000bp.50,000bpEk100,000bp . £F—LL 5T
T 77 ZE R, B3 -0 e il T R REAZ IR 70 A PR FEAZ IR (12, B SAAZ WA (DNA) \DNA
AT AZRAZTR (RNA) \RNARTAEWD) B, B2 AR s Ik [ e 215 A 2D —Fh 55 AN il
7 IOy (BN, 58 A B QDNASE S 77 5 1) IOREL L (FIanaik£L) w3z 5 AN 4l
3 W] R e BN [ A S A WRE S AL SRS Sl M o T LUK SEAZ IR 70— ok 58 5 i B ok
I R BIRE S EE b, I RE S AU RS S M AL (B0, AR AL) 3R FTRA 6
P 5 WA SN 5 AZIR FIT RS AT e i, U, S i 2z v Fl Bl PR 1~ T (191
a0, BBETH) A2 BERR I EAZ T Qi SE AT — iR , o BB B SE i —BER (dATP) B SAU
— TR (dCTP) Ui A 2 — 152 (dGTP) JBE AR =W (dUTP) AN e — 52 (dTTP)
dNTPs, HAHE A ChRC, AR B ARG I A5 1 & ChRic .

[0227]  fr—LE5Tj )y ZEHhR, 5 JSdANTPs (B4, &5 BRREIS I dNTPs (2, dATP) 75 Jiwmsing
[FJANTPs (5141, dCTP) 25 B IS [FJANTPs (411, dGTP) %5 JRIMEE [ ANTPs (51140, dUTPs) A1
WIEZZ M ANTPs (fFI40, dTTP) ) #55 & 6o 485, A 1B AR A CRE IS
MM A 53 RG] DA R A 3 2T & B AR HE R ANTPIY S 43 o AT LA S AT &
T PR RE BN/ BT A K F R IR (lan, ok FAL S /D —AN R ChRid iy
FRICHIAER 31 IR S0 R TR T HAE A6+ (H L, S TAHSCIANTP) .
KA T AT ALEATA A B S ANTPER &, 1453 A6y 1 (lan, A i s ic i A= 9495 1)
HIFEAEAZ I ANTPIH N BHT & A AL B alo B AN A 28 SR IO T I o A — S8 ST
S, R 1 S ANTPIR AR s R (1A, y B 285

[0228]  fr U5 Jy S Fh , AR SEAZ IR T LA S5 I 7 5190« NTPs SRS R FTAZ IR &5 ik
FITRe A I i o £E— 2L 500565 S, BT A i [ dNTPs 1] DA RIING 5 B SEAZ A A 2
fisd (040, BT A5 ANTP s[RI A7 AE) |, IXAE AT DL S E AT ANTP s [ 9 N o £ H e S0 75 56,
dANTPs ] LR 5 PR REAZ R B IAR e i, L Fp R EAZ TR 20 A1 9 R 51 (1 NTP R ik
1 PR FEAZ TR IR 55 AN Rl NTP s B fiil 2 RIAT P P B o TR 5 28 1 B A FR BT 1)
— M ESIIREEN E, PTUATE S X AEER, B, i B B fEAZ R BT 5 R M ANTP 5 31 B2 ik
SRIG AT

[0229] L5 5 2, T 5 W0 15 B FEAZ RS AR AR K, SR 5 T AR I PR S FEAZ R
WELRFANTPs (B HAN 2 BERRAZ D) HNZ 59« SR TN ANTPAESH S ORI &
o1 BIAASC TR A AR IC I A= 53 f-, AT DAAEINTP N 2 5 R sl 2 a2
SO CIROR , IF ELAT AR e ot T R 5 1 2 RN/ k5 TEAS L A 5 o A I 2 22 (16
KA (B, BAT R E 10 S Ay SRR OGN/ sl L A0 ) TR 9F NBUSFE ANTP . 28
Je , MRS 1 A C 57 F OB G 3RS 41, mT LU P2 e Aty 21 G M A e B e FEAZ
FRIBIAR I 51 o

[0230] /L5y &, AR T AT DAAE LR AR e iy SE B 2 R 4550 14/543
865.14/543,867.14/543,888.14/821,656.14/821,686.14/821,688.15/161,067.15/161,
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088.15/161,125.15/255,245.15/255,303.15/255,624.15/261,697.15/261,724.15/600,
979.15/846,967.15/847,001.62/289,019.62/296,546.62/310,398.62/339,790.62/343,
997.62/344,123.62/426, 144F162/505 , 525 (FE— @ 5| T ANASO HfiiiR R A
AR T A S

[0231] 37 ér

[0232]  ASCAAARAE T I RARAZ IR WEA T e (iR, 1230 S 0 & P Rl 22 RS ]
FFIAFRC IR , Horh 22 D— R i b A RO B A SR ARt i1
AWy B ARG IAZ R « £ — 2850067 ZE PP, 1 S A P Al B8 22 (B4, i, =
Fob DU ek B 2 Bl ASF) 28R B bR e A TR o E — 8 STy v, R S A P
AR IR IC IS R o E— 28 3005 2 b, U A R S i o A — BB S 5 S,
GBS SRARAZIR AN 511 .

[0233]  FF L5 Jy S, T S 4E 2 MR RR G ORZ IR , FITk s bR A
PR AU FEASC T IR IR PRIC I A 0y - o AE— SR St 5 Sy, 2/ D—Fh 268 (Fldn, i fh =
B U Rh FRhE 2 A2 (AT PRC B R EL R A F s A PR i A= 01, Bk bs
WCHAEY 5y 1 FAA I RhEk 38 22 RPN S S bR A5 — S8 S0 75 58P, 2% R e
1A-1G4A-4C SAFISCHIFAR I AARIC AL TR o /F— 28500 /7 EFh A e s R &
il (I, A St 0 7 B iR (ODNAZR A 8) o A — R 515 5 26, ) Gk f B6 -5 i
HIREARAZIR HAN 51490 o

[0234]  WEZESHRICH

[0235]  Sj— 5l AR TR T AW AR S W] TEbmc)——H0, T4
G, DB A ST A ic i A - AN, ASCEE B 15X (1D e &9

1 2
o “So—r!
[0236]

(1D,
[0237] N H L, Hr.
[0238]  AEZENRICHT;
[0239]  LURILZghsr R e 1 DA R (e 332 3 AT R R e 3 AT R O 68 AT
ER A R AT 28 BRI 2 e 5 226 BRI I 2k 26 ATAds BRI 2 bR AT Y
RAARIAEE AT B ARE AT R B ONE 55 5 AT e BN 205 B A 55
[0240]  PURASEfRIPIENT; I H.
(02411 RYZSBIVERRSY o
[0242] AT, 2 (TT) O A L3 BURTRERY (B4, “ASHHRRIN™) RS2 AT DA
SR IR PR AR IR TR SR R4 o P SRR B AL , 260 MR IS A5 SR I PT AR
ekl 2, N IT S s HA i B 1 - OHRE AT , 12 LA T B ey TR 888 5 O R R SRR PR 9 o
AE RS S ROEAEAZ T I SR o E A SR 1) SR8 (T, IR nee) « m]
DAL TP o7 B2 (o P % PR R AP A AE AR A T 52401
[0243] Y ASCE SCTLURIL? 3 HARGE T oRBIME SR 5€ - Heah , ASCHREE T AR R 52
T8 )5 5 o« AR SCER AL BT JE SXOM S Tit7 56, AR AR T/ NESh e i AE oy F B 1 Fh 42
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LR E OS5 58, P90 T AR &9

[0244] QAT E X, PHE AR B AL P o AR AL T S R P R0 LA S0 o AF i 2E 57

77 g PURAT S BRI = 2R BL R 4P L (i, = R 3L o FRee s 7 e rh PR =K
Ph

%ﬁﬁfﬁ:ﬁ TE FERE 5 77 2, Pl 4 - BUHA A R = R FHE (MMT) L LA

Ph
Ph
F RS gy o, Pl R4, 4- AR =R B (OMT) L, B R
HaCO .
HsCO
O Ph
HsCO

(02451 {1 HEde sty S rp R SSRGSy « B0, RUE T T 2R A 1 IR
SR A I ORIV TR SRR BT 0 AT VA REAE 5 58— SRR o3 (1914, - OHEk - N, &
) B LA B AN BT A B P AU AN GOR S R IR 2E S R PR o3 T2 2
TR B KA R W S I o A 8 S 5 5 v R AT T A% TR
PRSI T IR o 7 BERE S 7y 5 PP RO B IBM - 7 REE e 5t 7y 2P R

0-R?
H5ks l_\ Nt AT 3 RN IR A ST R S 2 S S0 77 S RUE LA 5
Rﬂl‘l
0-R? ot N
R .
Ny IR A SR E ST 7 5 B3 I—P O BT

—i-Pr

/
=R i-Pr

[0246]  JPASTHTAE I, RE 2 AT IR e 3 AT AR 5 35 AT AR B AT
VeI EE R AR AT AR BRI 97 B R A 205 2k AR R RIS e
Sl SRR REA] o A BRI /7 S rh R EAT DRI e 5 o 7 BEE 5 /7 S rh R AT Y
RINC, hiFke A REL S )y S, Ry HURINC, bidk o A R85 )5 5 R, AT 2L
l_/*CN O

(02471 SARST A S, RY PRV ARl B0 # Jek vr Mh 2 ATss BRUAR e 5 AT B R 1
B RS AR BRI IR EAEE s U AR AR BRI O3 5 e VR
5 R AT HEHUR IO B S S AU AR P 5 AT b, o, SR U A O AR 5 P ) S
TR, AT R O 2 RS sk AT R B O 275 3 7 R 5ty v, RY A Tage
AR e 77 BE 5ty 5 b RYRAT R EURINC, et o 7 Ikb?)‘i”@ji;qj R Z AN
RRIC, bedk o £E e 5T /7 S rh RV ZAT IR IC, _ bedk o 78 e 5t J 52 rh RV RN
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RINC, Bk ARy 5 RY 6 1 FR DA R ALt d s L S 3 B L R B OE
THEER THE AR TR B AR ey e rh R R R A R S S R
PIRITS DR e A N o

[0248] 1R85t )y Serh R AR (BID R BLH LA RSV 55 81 AT R o 1+
e gy serh, D Rtk S RA Rl

—_R2
pl_o Lg“‘o—P’o i
[0249] N—RM!
/

N1
R ;

[0250] j,ﬁﬁg,/ﬁth;

[0251] SEA R BRI ST A28 BRI 8 A 2 BB AR e B AL
Eiﬁﬂﬂﬁﬁ’ﬂ%%%%\E‘ﬁiﬂﬂﬁﬁ’\]ﬁ%\Eﬁiﬂﬂﬁﬂ’ﬂ%%%%\Eiﬁﬂﬂﬁﬂ’ﬂ@?ﬁ%ﬁ%ﬁﬁﬂ% ;
[0252]  RMfry s o0 0 it i 2 AT B U Ao 66 AT e B P 4 i AT e AR
S R IASE R BRI 2R 5 AR e BRI O 22 AR BRI 2 05 3 A2 B
IERE R USRS s AT e, Horh, SARR RS IR Sh R R T e —i B
BATLEAR 2R sl AT R U 2205 5

[0253] {65y Serb, =0 (LD M & B M

_/—CN

L! L2 o

1 / \ . /
lo2s41 PO @ .
Pl—r-Pr

i-Pr ,
[0255]

B L
[0256]  fFXLubs)

Jrger, LD e AA T

ot N
[0257] ﬁ\ @ o- P
N—-J-Pr

k]

[0256] jzﬁ%ﬁ
(0259 ZERBESIES ertr, 2 (LD FOL AR F ks

O—R?
Pl—0 0-R
[0260] N—RM
/

RN‘I ,
02611 dtdh, JUob,
[0262] AR RIS HLERSE 1 2 20119355, EHE 1120,
(02631 {ESBESEH T, (1D AL T
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CN
o/

\\ /
}\l-—l-Pl'

i-Pr 5
[0265] ol IL#h, Hrb:
[0266]  nffJEFPIGHTARE 1 2 2001 3%k, CuFE 1120,
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TG LA BAT S SRR Sl R SN T S BOE Rt e B3 AT iR I A
Fr IS AR IR DMEAT )5 s BT AR i s AR -

(04741 SRGIPERI BRI BRI W ARHAPR §71x1 32 - -CN+ -NO, -N, . -SO,H. -S0,H. -OH. -
OR*™.-ON (R™) ,+-NR"™) ,~-NR") ;X" -N (OR*) R”, ~SH, ~SR™ . -SSR** ~C (=0) R** ~CO,H. -
CHO -C (OR™) ,+-CO,R™ -0C (=0) R™,-0CO,R™+-C (=0)N (R") ,»-0C (=0)N(R™) ,+-NR"°C (=
0) R™. -NR"™CO,R™. -NR™C (=0)N(R") ,-C (=NR") R**, -C (=NR"™) OR™, -0C (=NR"") R* -0C
(=NR"") OR™.-C (=NR") N (R™) ,~-0C (=NR"") N (R"") , -NR*°C (=NR"") N R"") ,»-C (=0)
NR™S0,R™ . -NR*"SO,R™. -SO,N (R™) ,~ ~SO,R™. -S0,0R**. -0S0,R* -S (=0) R**, -0S (=0) R™. -
Si (R™) ,+-0Si R™) ,-C(=S)NR™),\~C(=0) SR*™,-C (=$) SR*™,-SC (=$) SR*.-SC (=0)
SR*™.-0C (=0) SR™.-SC (=0) OR™,-SC (=0)R**.-P (=0) R*™),+-P (=0) (OR™) ,+-OP (=0)
(R*™) ,+-0P (=0) (0R*) ,»-P(=0) (N(R™) ) ,~-OP (=0) (N(R™),) ,~-NR"P (=0) (R™) ,~-NR"’P
(=0) (0R®) ,~-NR"P (=0) (NR™),) ,+-P (R) ,~-P (OR*) ,»-P (R**) ,"X P (OR*") ,'X ,-P
(R*) ,~-P(OR™) ,+-OP (R*) ,~-OP (R*) ;"X \-OP (OR™) ,» ~OP (OR*) ;'X +-OP (R™) ,~

[0475]  BY20IM3317FGPC-CN. HL#HOA-OP (OR™) ,+-B(R™),+-B(OR*) ,~-BR™ (OR™) \C,_, Ht
i€ BRREEEEC, | JBFEC, | BREE TR, | B IRC, | MEEIRC, | JBREEC, | RER
Fe3-TATUARIAIE Cy | F7 RIS - 14702805 5 oA N BEBE A B UL ek s |
PRI AL AL D5 EERIZ O BT M0 1.2, 3 45 R BTEUAR s FornX 2 i
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e 1

[0476] Wl T FIOPRANER AR TR =0, =S =NN (R™) ,» =NNR"°C (=0) R*",
=NNR™C (=0) OR™, =NNR"’S (=0) ,R**, =NR""&f =NOR““HYfX;

(04771 R™MOEEME OUEAA IE HC, | (FidECp (BT EEC, | HHEEC, | BRI R
C o EdEIC, | HBEEZRC, | JPIECy | FRIAEE 3- 1400 IAEE (Cy | J5FEANS - 14707 2K,
Bk H PRI ERE A3 - 14T R R 5 - 1ATT A5 BEER, Hrh AN ik e b E 2
Pk Zs i U RPR I L PRI O B RTIZ S T R0 1,23 45 MRS ATHY
s

[0478]  RFOFRFAMG L ES Sk 37 M [ %« -OH -OR™ . -N (R°°) ,»-CN.-C (=0) R**.-C (=0)N
(R°) 5+ ~COR™,~SO,R™ ~C (=NR®) OR*™ -C (=NR") N (R°°) ,» ~SO,N (R*) ,~ ~SO,R* . ~S0,0R*“ , -
SOR™.-C (=S)N(R*) ,»-C(=0) SR**.-C (=S) SR -P (=0) R™),.-P(=0) (0R*) ,~-P (=0)
(NR) ) )3 C, BEHEC, | (BRARBEEEC, | JBEEC, | I RC, | Btk G, | JATE G, |
BLIE (C, | JRFREE 3- 1ATCAEREE (Cy J5RERNG- 14TT A5 3L, Bk H R B k3 -
L4TCA AL 5 - 14T I7 LR, FLrp AN B I B L e e R L b (BRER
e JPARE 5 ENZ S FT M0 1.2 3 4Bk5 MR EE AR H X R Pl s 1

(04791 R*HYFFMHOUAA 1% [ 0. C, | Btk C) | (I AEEEEC, | JBEEC, | I
IRC, BEFE NG, | JFEIRC, | HIEC, | (BRFAIL 3- 145020 ATE Cy | FTHERNS - 147028 T5
B, SR TEBIERIE R 3 - 1470 AR 6 - 1470205 3EIR, AP g ANk R R
RGO BRI PRI D BRNZ Y BT 011,23 45 R SEATHY
s

(04801 R*HAEANIF b #B kv Mgk 111 %5+ - CN -NO,,+ -N,+ ~SO,H. ~SO,H. ~OH. -OR*° -ON
R™) - NR™) ,+-NR™) X L -N(OR*) R™\ -SH. -SR™ ~SSR** -C (=0) R*", ~CO,H -CO,R** -0C
(=0)R*,-0CO,R™\-C(=0)NR") ,.-0C (=0)NR") ,-NR"'C (=0)R**,-NR""CO,R*", -NR""C
(=0)N(R') ,+-C(=NR") OR*,-0C (=NR") R*.-0C (=NR"") OR™.-C (=NR")N(R"") ,»-0C (=
NR)N R, -NRTC(=NR")NR™) - -NR"'SO,R™ . -SON (R™) - SO,R™\ ~S0,0R° -0SOR™ . -S
(=0)R*\-S1 (R™) ;+-0S1 (R™) ;+-C (=S)N(R) ,+-C (=0) SR\ ~C (=) SR**, -SC (=S) SR™+ -
P(=0) (0R*) ,»-P (=0) R™),+-0P(=0) (R*),+-OP (=0) (0R*) ,.C, bkt C AL,
C, JBHEC, JRIEIRC) BTFEIRC, JAFEIRC, JRIE.C, | (BRFFIL 3-10JC2RIATECy | Ty
3.5-107C )5 3k, FEAREANMGE I i 2L UL S be BE AR R UL RERBE R EAEE Y
FERIZE S BT H50.1.2. 3 455 REFEATHUR , s B AR GREURIE TT DA BT 1k
=0k =S; HiX Z T 1

[0481]  R™HUEE MBI B FIC, eI Cp (I REEE C,y JAEEC, HRELINC) i
Fe RO, JMEEIRC, BREECy | BRIAEEC, | J7HE 3 10TCAIAFERIS - 1070805 5L, Ko
BESE EE VL V2 B I S VRRIATE BRI 5 BN ST 0. 1.2,
3 A5 PRI ;

[0482]  RMPOAE/MG B kT e 20 C,_Bi B C, bk C, M C, (BRI 2
C, i HC, JAHE THC, IREEC, | BRFFIE 3- 10TTAIREE Cy_ o Py BERNE- 100 5 2, B
HPIART BB 3 - 10T AR 5 - 100560, Hrh A Mhe S sk et kbt
B T PR IRIASE AL O EERIZR DT B A0 1223 4k 5 P RE I PATI;
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[0483]  RE“PRAEME HLEB A HEE 154 2 L -CNL -NO, + ~N, - SO,H. - SO,H. -OH. -0C, ik -
ON(C,_BTHE) 52 -N(C, _HEdh) ,«-N(C, KD ,'X  -NH(C| Kidh) , X \-NH, (C,_bTHD) X \-NH,"
X\ -N(OC, Fidk) (C) Hidk) - -N(OH) (C) Hedb) «-NH(OH) +-SH.-SC bihk.-SS(C, hiHb) -
C(=0) (C, Hidh) -CO,H.-CO0, (C, HidL) .-0C (=0) (C, KidL) .-0C0, (C, KidL) .-C(=0)
NH,-C(=0)N(C, (KiHE) ,+-0C(=0)NH(C, Jkidk) «-NHC (=0) (C, JKiHk) «-N(C, JiHb) C (=
0) (C, B3 -NHCO, (C, JKtHE) «-NHC(=0)N(C, Jidk) ,»-NHC (=0)NH(C, H¢FE) «-NHC (=
0)NH,+-C (=NH) 0(C, KeIk) .-0C (=NH) (C, Hehb) \-0C (=NH) 0C, Kk -C(=NDN(C, Kt
55 ,+-C(=NH)NH (C,_%iJE) -C (=NH) NH,.-0C (=NH) N (C, St FL) ,~-0C (=NH) NH (C, K
55) -0C (=NH) NH, -NHC (=NH) N (C, bt 3E) - -NHC (=NH) NH, . -NHS0, (C, i) -SON(C,
FEEE) ,+-SONH (C,_KidE) +-S0,NH,-S0, (C, Ktk +-50,0 (C,_HiH) -0S0, (C, JiHE) «-SO
(C, (HEHE) -Si(C, JtHb) 4+ -0Si (C, Jidh) ,-C(=S)N(C, Kidh) ,.C(=S)NH (C, Kidh) C
(=S)NH,~-C(=0)S(C,_Hidb) .-C(=5)SC, Jidt.-SC(=8)SC, Jitk.-P(=0) (0C, Jidb) ,.-
P(=0) (C, Jidk) ,«-0P(=0) (C, Jidk) ,«-0P(=0) (0C, Kk ,.C, Jikt .C, AEfkidt,
Cy JMFECy JRIL ZRC) Fidk IRC, MHE RC, BREE.Cy | (BRIFEECy | (5 FE3-10TCZER
FE\5- 10707 5 BH IR AR HUAEE I AR il = 0Bl =S s Hoh X2 i 1
[0484]  EILEL S 5 S BRI U B4 X 25 . - N -NO, « -N + - SO, H. - SO,H. - Of . -
0C, itk -ON(C, Hidk) ,+-N(C, JeHh) ,«-N(C, Hidh) ;X -NH(C, Hidh) ,'X +-NH, (C, Kt
30 XV -NH, XL -N(OC,_BidE) (C BEED) -N(OH) (€, JidE) «-NH(OH) +-SH.-SC,_Jidk.-SS
(C, (Hid) .-C(=0) (C,_JiHh) .-COH.-CO, (C, JiHh) .-0C (=0) (C, Hikh) .-0C0, (C, Kt
55 .-C(=0)NH,-C(=0)N(C,_Hih) ,.-0C (=0) NH (C, Ki2E) .-NHC (=0) (C, Hilh) .-N
(C,_kidh) C (=0) (€, Fidh) -NHCO, (C,_Hidh) -NHC (=0)N(C,_$iHh) ,.-NHC (=0)NH(C,
KEAE) -NHC (=0)NH, -C (=NH) 0(C, %t .-0C (=NH) (C, JKi%) -0C (=NH)0C, Kidk.-C
(=NH)N(C,_Ki3E) ,-C(=NH)NH(C, Stk +-C (=NH) NH,-0C (=NH)N(C, KiIL) ,.-0C (=
NH) NH (C,_%t5E) + -0C (=NH) NH,» -NHC (=NH) N (C, 5t 3%&) ,» -NHC (=NH) NH, . -NHS0, (C, %%
3E) -SON (C,_(Ki2E) 5 -SONH (C, KidL) «-SONH,-S0, (C, Kidb) -S0,0 (C, ik +-0S0,
(C,_Fi3h) «-S0(C, Hidb) \-Si (C, Kb ;081 (C, Jidh) ,-C(=S)N(C, bidh) ,.C (=S)NH
(C,_KiE) \C(=S)NH,+-C (=0) S(C, Hidh) .-C(=9)SC, bikk.-SC(=S)SC, Jitk.-P(=
0) (0C, kidb) ,«-P(=0) (€, JiFD) ,.-0P(=0) (C, KiHb) ,.-0P (=0) (0C, JKiHb) ,-C, Kt
FC (AIABEEEC, JATE.C, BREEZRC) B RC, JAEE RC, SREE.Cy  (BRFASEC,
7756 3-10TC2RIAEE 5 10T 05 2k s B AN R AT DUERIE i = 0k =S5 Ho
X e 1o

[0485] A “p A7 Bl I 37 SRR G, -F) S5 (G, -C1) R (R, -Br) st (i, - 1)
[0486] A B AL SEAEEEI - O HE it , AT “HUR AL B TR — i i, Horh 5
B S L EERR A A T S AN B PR, 5 LRk H DA MRS - -OR™ ., -ON
(R™) ,+-0C (=0) SR™.-0C (=0) R**. -0CO,R™.-0C (=0)N (R™) ,~-0C (=NR") R**, -0C (=NR"")
OR*.-0C (=NR") N R™) ,~-0S (=0) R**.-0S0,R**. 081 (R*) ;+-OP (R°) ,~-OP (R*) ,'X +-OP
(OR°) 0P (OR™) ;"X -OP (=0) R*™) ,+-0P (=0) (OR**) ,F1-0P (=0) (NR™) ) ,, FHIX .R™,
RHIRce AIASCATE X o
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(04871 R3E “SABE” JEHEEE M -NH, o 7 Jre i, AT “HURIM 2 5L S SR AR s B OB
(B Bl = U SRR o AE REBE S 5 S Hp, IR 2R A B A S R OB 4
5.

[0488]  ARih “BAHUAI 2L & Hi—Fhad L5 M, Horp 5 B Sy 1 B R U 1 —
AR AN A AIMSE TR, I LA 8 T DA R 9L HT - -NH (R™) + -NHC (=0) R*. -
NHCO,R™ . -NHC (=0)N (R™) ,+ -NHC (=NR"") N (R") ,~ -NHSO,R*, -NHP (=0) (OR") ,1-NHP (=0)
(NR™),) ,, FEHR™ RFIR YA ST S, H FLE R LD -NH R™) (IR A4

[04891  R3h BRI 2L 2 Hig—Phad FEE ML, HLrp 5 B o) 1 B R R U 14
AMRAPUINO IR, 7 AAdE F DL FIOEERT: -NR™) ,\ -NR™C (=0) R*™ . -NR""CO,R™ -
NR™C (=0)N(R™) ,+-NR"’C (=NR*)N(R"™) .~ -NR"SO,R™ -NR"’P (=0) (OR**) ,F1-NR"’P (=0) (N
(R™) ), FEHR™ RPHIR YA T S, G52 5 B A5y 1 B RSB0 RS A A
e

[0490] R IR 2" R Hi—Fhad L5 M, Horp 5 B B E Rn SUR i =
ANFEFHIR, 7 HARE 4 DA FIOREE : -NR™) JFI-NR™) X, HAR™RIX @A S S
(04911 RIE “BAMEIL” 4k 11 DA T IOEHT : -SON (R™) .+ ~SO,R*™Fi1-S0,0R™ , HHIR*“HIR™
USR5 3o

[0492]  RGE “ERHEEL” JE4RE -S (=0) R™, HHR™ QAT E S

[0493]  RIE BRI ZAE AR -C(=0)R" . -C(=0)0R" . -C(=0) -0-C(=0)R".-C (=
0) SR -C(=0)NR™) ,+-C(=S)R".-C(=HNR™) ,.-C(=9) 0R") .-C (=) SR™) .-C (=
NR*) RM . -C (=NR™) OR™ . -C (=NR"") SR F1-C (=NR™)N (R™) ,, HErPRM 2 205 150 255 B ARk oA
IR R s RO IR B e s BB EIOR BB 2 5 s AR EIOR IR 5L ERIR Bl AR
AR ORI Sk sl B B RO IR IR EE s ERREAREAIR I BRI Sk ak
FLAEZ BT  ERREARAIR IO BRI SR sl B A I be 5 s BRIREAREMR I
I ORI S sl B A2 s ORI p s A ORI 5 2 Bk
ZNVCAMINEAS SR N 15)i73Ea B2 AT 157 B Y ik 2B S iR - NS =B NS s B2 SN =) e N
FNRRIES FeEE AL SR br B Oy Fe A oy B AR Bk IR e R El IR
JhRAA L FR - Bl e AR AR BBl o B L B Ek T AR U Bl B Bl T gy A A e
BANRY S — T 5 2 6 TEARER o AR BIME (R RESE ) E0 78S (-CHO) YRR (-CO,H) i il 3t
i R T DRPR TS 2 5 FH R IR AR o B SRR B (AR T A ik i S 80E
JARAE B3 AR R AR (BIAAIB IR e ik vk DL IR 3R 7 R 207 AR e A
ST SRR DR AREAUR (thiooxo) VilEE Uk 2 gk & RUEE L R dk B AR X 3
i ad it R B IR s B B s ik e e Ve TR N S A Y o
e B SAAE IR SR He R UL b Ak O R Oy R L IR R A L 2 IR R A
SN e 3 Te I 8 R e N e Ay e N e = et (N ES SRR S Y 4
B HUR)

[0494]  RGE “PREL” JZAR—FHILMT, Horh SRS T B e BB sp° 2448, I LS
Sl B, 1 an, 2% E PA N BT [ (140 -C (=0) R™) FRIR (14n-CO,H) i (-
CHO) Ji5 ($I4ACO,R™,-C (=0) SR™.-C (=$) SR™®) & (1 41-C (=0) N R"") ,~-C (=0)
NR*’SO,R™.-C (=S) N (R"") ) RN} (ffn-C (=NR"") R**. -C (=NR") OR™) -C (=NR**) N

o
A
=
3
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R®R™) ) , HAR™HIR™ 4A S E S
[0495]  RGE “FRRELEIL” JE4BE A1 -S1 R™) ,, H AR QAT E X
[0496]  RGE “SHAR” S FEEMT =0, KB Tt 2 R =S,
[0497]  fEfb &M VRSO0 B, BUR - AT AR E A B AR, I BAA4EA  Ap U=
BT o BRI U - R B E AR T4 - OHL - OR™ . -N R™) ,+ -CNL -C (=0)R™.-C
(=0)N (R*) ,~-CO,R*™.-S0,R™-C (=NR") R™.-C (=NR°*) OR*. -C (=NR*) N (R*°) ,.~ - SO,N
(R°) ,~-SO,R*°+ ~S0,0R* -SOR™, -C (=S) N (R°) ,+-C (=0) SR*,-C (=S) SR*° -P (=0)
(OR*) ,+-P (=0) R™) ,+-P(=0) (N(R),) ,2C,_  JEFEC,_ BRI EEEEC, JAEFEC,  REE.
H4C,_ FidEIRC, | JAFEFUC, | MEELC, | IRIAFE . 3-14TCHIRRE C | Sy 35 - 147044 )y
B A R RINE IO PR R B 53 - 14T 4 AR Bk 5 - 145034 05 53R, AN
B BE VL e B e B L ORI 2B DY R ANZ T BT 0. 1.2.3.14
ik 5ANRUILFATHUR , H H AR R REFIR ™4 F SO X
[0498]  fr Hse sy 2, U - AR IR R AR PP E P (FE A Rt R oy “ad 2
FRPIER”) BRI AR RBR T - OHL -OR™ . -N (R®) ,+-C (=0)R™.-C (=0)N (R*) ,~ -
COR™ . -SOR™ . -C (=NR*) R*™. -C (=NR*) OR™. -C (=NR*) N (R*°) ,~-SO,N (R*) ,~~SO,R*, -
S0,0R*\ -SOR™. -C (=S)N(R™) ,» -C (=0) SR**-C (=S) SR™C,_, Bt (W, Pt . I 75k¢
) \C, | JEEEC,  JRFEZHC, | FEFEFRC,  JAFEIRC,  JRIEC, | BRIAE 3- 14TT 24 BREE |
Co 7 2B - 14702 7y BEEE P, O AN I L UL L e B L el B UL LR
B RBRIE G5 SRR S B 0 1.2 3 4B AR BRI, I H I HR™ (R,
REFIR AN A ST A2 S o B AR P P ARSI A MK, Ui fEProtecting Groups in
Organic Synthesis,T.W.Greene and P.G.M.Wuts,Brd edition, John Wiley&Sons, 1999
LB SRS i grfiiai i e .
[04991 {5, PR EE I ANl L AT (12, -C (=0) R™) B IHAER T eI « LT
RO = H W = IR Wl R IE Ol 3 - ZR FE PN e PRI 3 - ki 3602
Pt e N - 2R FH B R PN S I B AT AR R HH B e RS F e i AR 2R C I e i 2k
KEAFE N OO - (N - iR S e a2 Ol 3- OW R RR L) PNl 3 -
(S EEIRIL) NI 2- FH AL - 2- (SRR OR S D) LI 2 - FH 2L -2 - (AP R BRI AUR D)
NI A - ST Wik <3 - FR3E - 3- 3 T e s SRS SE PORE I WN- S AR 2R T 269 41
AR PR AT ATS - CRHH I S A FHRD) R
[0500] S0 LR 473 PG anad 36 FRER TR 2 141 (511, -C (=0) OR™) B HHHASPR T2 5 FHER F
5 S L TR 216 . 9- 2 3L FHL S L AT (Fmoc) 9- (2-Tiftdh) 23 P L AL TR TE . 9- (2,
7- ) op RIS R R 2, 7- T 3E-[9- (10,10- —54%-10,10, 10, 10- PUS{EENM
3) THRL UL R (DBD-Tmoc) 4 - AR SR FH AL 202 IR RE (Phenoc) (2,2, 2- =54
FLEIEHRAR (Troc) «2- = FEL RS O FEEASE FIRTR (Teoc) 2- K 3L L FL S IE R TR
(hZ) 1- (L- 4 NIKEED) - 1- I3 C AL R IR (Adpoc) 1, 1- HIELE-2- R RS R
fE1,1- " F5-2,2- T O BRGUEL TIRGRE (DB-t-BOC) o 1,1- ~H13E-2,2,2-=4( L FLa it
FRERE (TCBOC) 1-FHAL-1- (4-IOREL) LAEAASE TR (Bpoc) +1- (3,5- U T K5 -1-
FHEL £ B2 L RS (t-Bumeoc) <2~ (27 -F14” -MkiE R £ FL A EL HFRTE (Pyoc) <2- (N,N-
RO BRI RS B TR 205 IR T iR (BOCHkBoc) 1 -4 Wil e 3 2 Bk HH R i
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(Adoc)  CAFL 2 IE TR (Voo) I A SR 2 BE IR (Alloc) «1- A JEM N ik 2 i FH R i
(Ipaoc) WL AL IR TS (Coc) 4 - fiF Ak P U R TS (Noc) 8- Wbk L S 5k FHPR R
N- S L NRIE B S B FHIR R ot ik A AR FHR S - R S ik IR (Cbz) A HH AR A
S HHIERTE (Moz) WA FE - Jh S Ik FHR S N P L 2l L FHRR TR 0 S 2 U0 R R L 2,
4- TN ARG E TR 4 - SR AL S L 2 R TR R (Msz) L 9- JRUJE FRL 2 5 TR T
ORI L UL R L 2- PRI A & FE 2 B TR R 2 - FRRL I B L & JL S BE AR IR L 2- O
FHORT IR 3L SRR L [2- (1, 3- i PR i dd) THI BB IR (Dmoc) 4- HHAEL
P ORI S IR AR (Mtpe) <2, 4- IR ROR L U IR (Bmpe)  2- JFifhe £ L S 3L
% JE (2-phosphonioethyl carbamate,Peoc) «2- = K AL S PN 3L 2 B HH R iE (2-
triphenylphosphonioisopropyl carbamate,Ppoc) 1,1~ HldE-2- 5L 2 3L FE RS |
IR G0 - B SR A R S L R R i - (L) S R S 3E FHRTR 5 - IR - i B FR L
AR ET 2- (L) -6- (it F R A R AE (2- (trifluoromethyl) -6-
chromonylmethyl carbamate,Tcroc) - [RJAHIEARELGAEL FHERME .3, 5- — A AL AL H
FRIE AP AH I AL 2 R 3, 4- AL - 6 - i 2L AL S AL R iR A R 3L (SRR LR ED)
HREL S B R TR RO L S B FHIR R S -~ B A AR S L FHR i o) T B S L FH R B &
FEHFREN T I 3k R PA LIS « 2 2 FHRIA TR  EAPN 3 FRIL 2 B R i A 28 S e 3
SEHERES 2, 2- HI AR O LS B IR L 48 (N, N- Z FREL Uk FRe S ) 2k
SEFFRRMG 1, 1- HIEE-3- (N, N- T FRL S P 2 0h) PR AE 2 L IR 1, 1- — HIIL YA
ARG . (2-Niphe 55) AL U3 FHRRTR 2 - Wyl 5 FH L U 3 FRPR R L 2- il & L 2 0 FHR
il AL A S R 7 T L S LTS AL S i R R X - (p” - FRAR SR 3E(
R0 FIELASE IRAR 1 - LR [ SRS R FHIRR < 1 - I O R e B R AR L 1- FH 2 - 1- 30
FEFFFL SRR 1 - L - 1- 3, 5- HVSEAATL) IR R L 1- AL - 1- GOt
BRI LI FEFRREG 1 - 3L - 1 - R R G RS 1 - FH3E - 1- (- ke 3 £
FRPR T 205 R O CREMIRD R R IR . 2,4, 6 - — AU | oKL 2 5L TR
4- (LR "R HIRIE A2 , 4, 6 - — FASE R EL S S R -

[0501] S0 LR 47 5 AT 45 i e Jiie S AT (911241, - S (=0) ,R™) B HEAH AP -0 FH R Rt 1ot fi
(Ts) RAMENZ 2,3, 6- = FHEL-4- AU LR e e (Mtr) 22,4, 6- = H AR (Mtb)
2,6- " FEE-4- VLR (Pme) £2,3, 5, 6- DU FIL - 4- U L DR LI (Mte) <4- T4
FEORTHILI: (Mbs) 2,4, 6- = HIFLIEREMLIE (Mts) <2, 6- — HISE L -4 - L 2ERE LI (iMds)
2,2,5,7,8- F HHIL A - 6 - e (Pme) AR MERL (Ms) B~ = H FE FRAE e 2L S Bt i
(SES) \9- REURHME L 4 (47,87 - ZHA L ZS HH L) SRAlf el (DNMBS) R B e « — 3 HH 2%
TR A HH P P A o

[0502]  TLAth U PRI SFE AT AR H AR TWyHER 5L - (10) -BEIEEATAM) N7 -0 AR 2L 2
FEREAT AW N - R A SR ST 2B ) N - 2K R S PN 2 e 30T A N - S B
ZARNTAEY) 4, 5- ZRDE - 3- MR - 2- ] N - Q2K FEPeD Jie WN- i AR AR i (Dts)
N-2,3- ZORFEE ORI N-2, 5-  FHEEAENS N-1, 1,4, 4- DU FREL — e BL AR
JIE (STABASE) 5-HARAOL, 3- —HIEE-1,3,5- =% BT -2- il 5- U AT, 3- k-
1,3,5- =%EAC -2- i 1- B3, 5- AL -4-IEIERA N- ke WN-d A i WN- [2- (=
SRR AT HEE (SEM) WN-3- CRBE A % DN - (1- S R R - 4 fiF 2 - 2- AR - 3 - i
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M- 3 - 55) Mg FEEKER WN- AR BRI DN (4 - HAR R R AE) Wl DN -5 - R IFERBR i (N-5-
dibenzosuberylamine) \N- =JkFLFH % (Tr) N- [ (4- FHAEELORED) — R ELHHEL e (MMTr) N-
9-ZK 52 ALz (PhF) \N-2,7- (- 9- 2530 M1 R Ji N - e gk B PP 24 5 (Fem) WN-2- g
HL SN -5k (N-2-picolylamino N -oxide) \N-1,1-— FHELRRACE FHEE I N- 75
BEJz NN PR R B e N - RN AR e DN - [ (2- I 35 [R] PR R I FR B flz N -
(N7 N7 - G ) Ji2 NN - S5 P M i N R R 3 i JN- /KA R (N-
salicylideneamine) \N-5- 0 /KAZFENE N- (5- (-2 - FEoRHL) RFLT HHIL i N- PR 3t
Jf \N- (5,5- —FIEE-3-584R- 1-PACUG 20 e N-HIGEfiT 261 WN- R ELIRRATT 2B N- DR
(FlpE AL ekl 43) ML ] i WN- 3 51 N - B S WN- AR RZ N- A N- e A s oK
Sl (Dpp) « — LA ARUBERE I (Mpt) « R B IBE I (Ppt)  Le B i . 4k
TR . — AL R (benzenesul fenamide) ABRYEEZE RSB (Nps) 2,4~
TAHEEAR RN AU RN R L 2 - AiF 2 - 4 - PR R ORI A e e - — Rk R R A
N3 - B LA E A (Npys) o fE SR80 7 5, BRI EEP N Rk (Bn) AU T A et
(BOC) kA5 2k (Cbz) \9-Z BEHH AR LBk L (Fmoe) « =0 S MEAL . — R BE L L £ e ik
(Ac) KHIFEEL (Bz) i AL 3L (PMB) 3,4 - — FEA L 3L (DMPM) o FRAE EE IR 3L (PMP)
2,2,2- A FHEE (Troe) =2 FHEE (Tr) S FHORRRIESE (Ts) (IRZERAEEE (Bs) AR
B (nosyl,Ns) FHEEAEEL (Ms) =50 R AE (triflyl, TF) slcPHE L (dansyl,Ds) .

[0503]  fELebsje Jy Sk, SR AR B AR S R P L BT (FEASO P ol “ 3k
PRAPEERT) AR I PR HAR TR -N (R™) v -C (=0) SR™, -C (=0) R*™, -CO,R™. -C
(=0)N(R™) ,+-C(=NR") R*™.-C(=NR") OR™,-C (=NR") N (R") ,~-S (=0) R**,-SO,R*, -Si
(R™) ;~-P(R™) ,.-P(R*) 3+X' +-P(OR*") ,~-P (OR*") 3+X> .-P(=0) R™),.-P(=0) (OR™) ,F1-P
(=0) (NR™) ), HHIX R R FIR LA i S o A BRAPIE AR AU A RO , A 42
Protecting Groups in Organic Synthesis,T.W.Greene and P.G.M.Wuts,Brd edition,
John Wiley&Sons, 1999 (il 5| I AARSO) Wi o Hsee .

[0504] AR R AP BE T G 3R AEANPR - FRE R AL FH RS (MOM)  FHEE A A FHEE (MTM) WY
TR L GREE AR TR e ) PR SeUE FH L (SMOM) = 5l FTEE (BOM) A F AU
SASEFHIE (PMBM)  (4- FRAR LR SEAE) FHAE (p-AOM) & FHA KT FHAL (guaiacolmethyl,
GUM) A ] AR I (4 - TRt e R FRERE (POM) PR E S Rk FHEE L 2- AL S R FR L (MEMD)
2,2,2- ZHOAEE W O 2-H AR WAL 2- (CHIEEHHRELE D) L5 AL (SEMOR)
DYZPLL AR L (THP) 3 - 75 PY SRR 5 DU Ui itk g ik L 1 - AR IR L 4 - A R DY S g 2
(MTHP) 4 - FFSE L DY St e 25 4 - AR DO Sl i 58S, S - i 1- [ (2- (-4 - D)
IREE] -4- H LR IE -4 - 2K (CTMP) (1,4 - e -2- JE DU PRI EE DU S Rk 5L . 2, 3,
3a,4,5,6,7,7a-/\A-7,8,8-=MF-4, 7-FEFFFEM -2- 5 1- O 2T 1- -5
I CFE R LR R I AR L3 - R AR 2 O R 2,
2,2 S 2 ST EEERE 2 3t 2 CRIERD 25k B T 3k PR S U0k 1
HREERR ORI (2, 4- AN EEOREL R BL (Bn) W FHAEIE R0\ 3, 4- AR AL 0k (AR A Ak
SPAHEE I O R AR 2, 6 - AU AR DN SRR AR DN IR L (2 - Mg L L4 - g L L3+
A -2-mng EN-HAW . ZKREFR p,p’ - ZMHE KPR (p,p -
dinitrobenzhydryl) \5- —FKFFERGEEL (5-dibenzosuberyl) « =R FLHIEL (o-Z53L — IR L
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B N AR R ORI TR R | T O FH AR A R R R L = O R A B R 3E) A (4 -
(47 -TROK AR LR D) TR BE AL (4,47 47 - = (4, 5- S AR HBED e Lok 3L FR L
4,47 A" -= (LR SRR I 3L (4,47 )47 -tris (levulinoyloxyphenyl)methyl) 4,
47,47 - = CKHWAASEIRID) FHEE 3~ (Bkme-1-35) X (47,47 - —HAERSD) HZE 1,1-%
(4- VR EE) -1 - TR LR L 9- P L 9- (9- D) S Zu i L 9- (9- R - 10- 540 e,
1,3-F I —#ide-2-3L (1,3-benzodithiolan-2-y1) (2RJf SpmemhIES | S- — Sk, = A
FRRELEAE (TMS) = O R (TES) =S N RS AL (TIPS) \ — FHE Sy B e 3
(IPDMS) . O HE B RN EPF LI (DETPS) « — H AR O 3 B Rk e 5
(dimethylthexylsilyl) BUT 3 = HIBEFIRELEEL (TBDMS) U T 38 R FE PRk ot ik
(TBDPS) « =3k Fif e 3t « =) — HAREE F e 3 = R el i . — 2R L 3L e e Bk
(DPMS) A3 T Fk FRAR R B FR e L (TBMPS) « FRFR R 2K Bk FHFR TS - C RS W S LRI . —
ARG = ARG  — I CBRTE AL QBRI  — R I AL O TRIE R H O R R
HRAIECTRER  3- KRELNIRER 4 - FURIR (CEENTRRER) 4,4 O OEE —mfR) TR (W
P AR OB G RERRE & WIGERRES 2 SFRJIE (crotonate) 4 - AL TR (2K
PR N IR BRI (2, 4, 6 - — AL IR FRERTS iR FH R L 9 - 2 5k FHIL R R (Fmoc) ik
FROTE2,2,2- =AM (Troc) «2- (= IR HIREERY) CREIRIRES (TMSEC) «2- CRAif
ML) CEEBRIRER (Psec) 2- (ZRIEREEL) L EEBRIRER (Peoc) JHRIR T T iR IRFR L3RR
BRI AT BRI ] TS (BOCEkBoc) X il AR I BRFR i 1 2 i 0T HH S R Bk TR
B3, 4-  HH S AR BRI TS A AL BRI E N A 3L SRR « S - 2R Mt A VKR TS
4- CAFE-1-ZEILRRIRR AL B ARBRFRER 2 - AR IR B A <4 - & 5L T HRIR 4 - Ak -
4- LRI A1 (I HH D) R FHERRR 2 - FH R AL R R iR 2 - (AR A AU O 4-
(FPELRRAR D) T TR 2~ (MR A FH AR 3 HH D) R HIERTR L2, 6- 5 -4- AR AL 2
FRTiE . 2,6- —5(-4- (1,1,3,3-PUHIZE T30 KA CIRAR 2,4- A (1, 1- “HIZEPIED) A
CIRTE H IR I CTRER v | TREE R IRIARRER « (B) -2-HH 2L -2- T UGBS A1 (FH A AR 1t
5 ZEFIBRTE o - 25 R TS  APRME 3N, N, N N - PO FR L ikl — S A S L b RN - R Rh e diL
PR TS AR R « — LML (dimethylphosphinothioyl) JHEdk2, 4- —AgSORFEN it
fiRfis (alkyl2,4-dinitrophenylsulfenate) AiFERHER - FAEEL S - B ERR S A1 FH KRR R
(Ts) o AR LE S Jit 5 S, S AR P ST R REREIE A e iy S, S PR SE &R T
ST ORFEHIREGESL (TBDPS) AT B — FHEEHIEGESE (TBDMS) « = SN 3E R SE (TIPS) W=
KL EL (TPS) = LB b 5L (TES) « = I SE F e (TMS) « = S 7R 5k F e e
FHEL (TOM) AL (Ac) RS (Bz) IRFRIGINTER 2,2, 2- =S L HERFRR (Troc) \2- =
AL R R 35 R R TE L PR A 5L FREE (MOM) L 1- R 235, (BE) L 2- FRAR L - 2- PR 3EE (MoP)
2,2,2- ZH AR 2-PHEE O AR TR MEM) L 2- = L PRk 3 & S B8 FHRE (SEM) <
PSR AR R (MTM) Y S0 g 3 (THP) DU 2R 225 (THF) b AR R AL (PMP)  — R FHEEL
(Tr) FHEA A =R FHSE (MMT) - FRARE =R FPEL (DMT) A R ) RSS2 (PMB) U T
Fo AL Bn) AR R (Piv) o

[0505] 1 KEeb 5 Ty S i bl AR U D A R 9P 5 AT (ARl “Tie B Ok 4 25
) o BRI AR AR T R -N(R™) ,+ -C (=0) SR™. -C (=0) R**, ~CO,R™~C (=0) N
R™) ,+-C(=NR™) R™.-C (=NR") OR*™*, -C (=NR™)N (R™) ,~-S (=0) R™,-SO,R™.-Si (R™*) ,-P
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(R*) ,+-P (R) ;"X . -P (OR™) ,»-P (OR**) ;"X -P (=0) (R™) ,~-P(=0) (OR*") ,FI-P (=0) (N
R™) ) o, FAIR™ R FIR® UA S a2 S o B PR P R ASIR A I, fd fEProtect ing
Groups in Organic Synthesis,T.W.Greene and P.G.l\/[.Wuts,?)rcl edition, John Wiley&
Sons, 1999 (i1t 51 FHIF AT FHEFAHTAR I ILE o 78 FEE0 5T 7 S bR P L Ml e Lk
SASE P GBUT AR L 3 AiF 2 - 2- ML A P L 2 - M - DR Ak ol — DR R FHL

[0506]  “$ifir s+ wk “PHES B B9+ 5 59707 1E F P BE AR 4 5 DA AR L - Hh i 1y
PRSI BB 1 R DO s (B dd— e R s gmy) « BBy
WA LLEZAN T B, FE—A LA IE B R s gm) , Bl Aok =0 o I i
BB B (B0, F\C1 \Br 1) N0, \C10, \OH \H,P0, HCO, HSO, \RHFRARE - ({3
n, FREFRAR « = Ji AR AR A FR 2R AR AR AR FRAR « 10- B i FRAR « 25 - 2- R AR L 25 -
1- TR - 5 - BRI AR £ - 1 - TR - 2 - BRI AR %) RIRAR B3 1 (BI AN CIRAR  INTRAR IR FHR
AR H AR FLBEAR I A AR SR RAR - ) BN SF) B, PF, \PF \AsF, \SbF \B
[3,5- (CF,) ,CH,1,] B (C.F,), \BPh, \AL(0C(CF,) ) , FNBRANLEHIE 1 (i, CB, H,, 5
(HCB, Me Bro) ) o FTLLE AN R Bl iy - dhco,” \HPO,” \PO,” \B,0,” S0,” .S,0,” «
FRIRAR IS 1 (120, A FRAR AR AR i SRR Lo SR FRAR S SRR AR N AR A %
FHIRAR BRFAFRAR « % —FRAR « O AR B IR ¢ —FRAR . T QAR 2% _RER /KR
il SRR HIBR R R SR O 2RSS AT «

[0507] R “BS AL P AE & oA AU e rh B Ol i 192 3, S R RR i R A%
BRI -ak e . 2 0, 9040, Smi th ,March Advanced Organic Chemistry6th ed. (501-
502) o Hr i Y ES 2 R SL A B4R (AN PR T 2% (5140, FLC1\Briak T () ) e Sl e S A
D5 SRR R A T AL S S A R SR A e - R A (B, WAL S R R A
Jr RS AL N, 0- IR EUEE  pi xy LRI RS o 2E HERENs 00 1, 28 R 3E P S R i
BN IR TS (-0Ts) RS (- OMs) W PR e A 2 (R RS , -OBs) L -0S (=0) ,
(CF,) ,CF, (FQMS , -ONf) ok =5 FURHRRES (-0Tf) o E LI I 1, B 53 2 IR RIS , 91
WA PRI A 5 o A B 00 1, B 2 BRSPS , 202 - A A e S B o B 2
FEATA R DR A (9140, 7EMi t sunobu N FE B G ) Bk —> P 8 2 5 T, 491 4n
INE IR AR IR £h o 59 25 B F A ERR B S92 7K L S B IR 40 Bt k0 4
TEEE VBEER Sy  EERUER VR 20 o LA R (1 28 R L P s RN PR 15 22 (1, S 7R
) R A AR 2 BE 2L AT (5140, -0C (=0) SR™*.-0C (=0) R**.-0C0,R**-0C (=0)N
R™) ,~-0C (=NR") R*,-0C (=NR"") OR™, -0C (=NR") N R"") ,~-0S (=0) R**-080,R*" -OP
(R°) ,~~OP (R*) ;+-OP (=0) ,R**\-OP (=0) (R™) ,»-OP (=0) (OR*) ,»~OP (=0) ,N(R") JF/I-OP
(=0) (\R™) ,, HAR™ R™HIR YA E S

[0508]  GUASCRT il FHIY , F 8 A D — AL B T2 F51 . 2. 3 4 B A 9451 (HE A
HEBIN F4 1 E3 1 E2.254 25 35k 34N ST, A dE i .

[0509]  “GESILUT &5 MR A i P UTATE S A

[0510] DA 15 SR A RN A F g ol S8 TR o

(05111 QAT F, RGE “Bh” A TR A 2k, R 255 L ATz #h o KB “25% I
A IR SR AR S BRI R 7 A N 5 5 VIS S R 4R 2R il 38 1 B
VR R BN AR O H e TS S / RS LEARRR 255 b T2 i #h e
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ANATIE AT R 00 o (91 Un, Berge et al.describe pharmaceutically acceptable salts
in detail in J.Pharmaceutical Sciences,1977,66,1-19FF1E4NHEA T 257 Al 25210
#h 1z o S| ENAS A I G 25 1 e (R Eh B AT AR A id oL
AR BPLE o 255 1 AT H2 52 R e s B DU Bk R 1) S il S BRI 5 e, il 2k
P2 IR B S It PR R 1 SR , Bl & ARG, I AN TR R « EL R PR WA TR AT AT
PRFARR BN R , sl T AR BRI e U5 7, I ES - 3 i JE s £k o HiAth 245
TR R AR O RR AR R AR PO I IR L L R IR L R RAIR Eh R R 2k IRt
AEh IR T ER SR R INER £ AR IR £ AT IR ER I KN IR L A AR AR L T
PUAIRIR Eh MR Eh IR #h ' SR &k ) BERHIR 26  H I BETR 1 4 A WG 58 IR
£hPHREL (CERER (AR L\ 2- L - SRR L FLBHIR SR VFLRR 2k . HEEIRER . HAE R R
P IREREL L E KRR Eh PN TR ER L BRI £h L 2 - ZR IR £L L HFR £ L AR B TR Eh  HRR
Eh ERRRRER R ZRIREL (pamoate) RIRIRER 1 B £ 3 - ARIE IR SR IR Eh KR
R KR EL IR SR I IEER SR (DR FARRER MR ER IR Eh IR R Eh N ORI ER Eh L+
— bR ER  TRIR SR 5 ATAE G MR 2 R S R B VERINT (€, B3 b R
PERORE a5 J R A FE N B VB E5 VBESE o AN 202 b T2 I Eh A 18 X N U R
TR ZE BN TP 2 - = B S AR R AR IR AR  BEER AR L MR AR IRk
Bt SIS SRR B P S -

[0512] R AR, HATAAR 50— B B - B S PR sl i sl it 23 TRl i HE 1)
AR EYIIRN “FAG AT o FL G AE 23 [ FR R HESASIF ) S A AR BR Ry “Sr AR A 447
[0513] AR BRI AR A AT AN AR AG R | TR A ] S I BES
SRR AR KR A" o B S HA AN PR, #1140, & 5 PSSR 5L
B, FTREA — AT AL (R o 0TI S AL AR REE A T H AN BRI 40 A4 28, - H Cahn
HPrelogfIR-HIS-HEF BN , 5 Fh oy~ e o I s sk o e sk 2
e (B, 43 AR (+) 5 () - RAR) o« IR G907 DA DL B SR NI S5 A sl DAL TR S5 W A7
1E o A S LB DN I A AT S R PR “INH e TR 407

[0514]  RGE “ffb” 248 H T HOh “MAF (B 2 S A7 SR PR 2 59 0 o 71
BE 5 )7 S, AR R AT oA SO 3 R FR R AR PRASEAN AL o £ R0 S )5 S A e )
FE RN A A, s AL TR B BEAC K & o — R AR PT DAS 5 2 P A o L 1
SR T BB F T RR A il ) ok 25 25 (AR i ve) sl b 741 (B i k) 1 - e M B f¢
TEIMAZ A o frEA SO EE AR PR AR A SR B BRI TS AL R G AR RIPR R F AR L A IfnAE
ARIFIELEE N B A e i R SN 3 232 o A A 71 R B A M 2 Wi S R A5, S5t 45 5 AR A B
TE B F A A SN A AR e H TR, 2 S B0 s sl SO PR TE

[0515]  RGE “V 5" S FERR A MR — Pk 2 Mg [T, I P AR IRV I JoT » 15 711 AT AR DR RS
FIT R FEATART SR B AR ) A BT o A 791 PR — Tk 2 i S S P sl R A A I S TR i
P AT S S TR S — ik 2 il sl SR TR 15 o T I R LGRS BN T 70 AN A
VA TR ) SR T s AP S s 23 RO P o 2 710 PT LA A 1k AR sl A AR PR 1 S PR R sl e
[ SRR T3 77 I WA LA .

[0516] S5

[0517] S IR 5K
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[0518] {55 FHERRR2 (Indolenine benzoate 2)

o 0
, A~JG A
4

[0519] PdCl,dppf (

7/ Cs,CO5, DMF/THF
70°C /
5% [ %
1 2

[0520] i AT3- 1 - 1-FE KRG (3.0g,17. Inmo 1) FIBSHL A BINO . 5M 9~ FIIBLER
[3.3.10 ¢ (34.1mL, 17 Immo 1) [ THFYATRL - KE VBT (T (R AE S MR 0P 3/ NI o 2
PRSI T — B T, B MBSk (1,3.4g,11.9mmol) « [1, 17 -0 (C2RFLRERL) — )%
2 SUEAE (D) (0.7¢,0. 8mmol) AL 6.0, 18.5mmol) - LS ADVF (20nL) , Jf
AT € BRI G S04 o I\ FRTR I/ THR VA TR 4 L DA 25 70 OG5
127N < R 1) 2 5 HPLC DR BRI L EL 5 e A6 R B4 B0 520, FBLOAC
(50mL) AICUAE (50mL) Aok, i fefase -+ 8 KA HUE HKPed 3%, FIRREREE T 1t
BEOTHER R LT A i ot TEAT (i 4L (0—B50 % Et0Ac/ A%, Si0,) , 75 BB Uk 2
(3.0g, =2 T5%) , AREEERE (I . C,, H N0, (W) “[RIHRMS (BST) T4 336 . 1964, 521
1493361962,

(05211 e BEAL ARSI 3

o]

/I‘L OJ\PI'I
0
l: 4 0 Br /
[0522] KL, MeCN, 100°C N%©
/ﬁ ’
(8] (o]

Y, 16 hrs

N 57% %

[0523]  [AjschlenkBEIfHH IIAALER (2.0g,12. 0mmol) , F FH G ik o IINAR5 Wk (2,
2.0g,6.0mmol) , NG (8.0mL) IA - IIAN2- (2- IR L HE) -1,3- 5 KA (1. 4nl,
12.0mmol) , FERF T A 2R IFAEE 100 C R 147NN 3 SN ) — S0 e (20mL) FkE, 3T
R T TR e 25 I B IR bt 8 o S IEAT €372 (0—7 96 MeOH/DCM, S10,) FLEAEILE
T, 15 BBV (1. 98,57 % W) |, kKt il & . €, H, ,NO, (M) "FIHRMS (EST) 1H5H{E A
436.2488, JMHE 14362487

[0524] =Hfb &

71



N 112739781 B W OB P 65/68 T

0
Ph >\Dn
4

0 0

4 i CARIEHR L Ac,0
fit t DMAP 125°C Q Q
Y -

) ii. “I<"J”4 JEizN

N S Y0)
N EtOH, [ jii 1 o~ " o
/I\) 57% Wi 3 /ﬁ 4 5\
0 o] 0 o

[0526]  [r{E 5| (3,0.96g,1.7mmol) « ZKFEHIBK (0.40g,2. 1mmol) AIDMAP (21mg,

0.17mmol) RGP I CERIF (5ml) K iF iR G120 CREEL /NN o ¥ HT 5

Tl Je , B AW LS 4 o (PR R AR FR R I 3 b5 TR (1M (3, 1.6g, 2. 8mmol) %t

JE SN (Bml) FI=HJ% (1.2mL, 8. 6mmol) o5 N AE G N IFAEE [R13 1IN o B s N4

FH%MJ@WK/M&W* I TIDCOMASHY . A HUZ MR EE T8 1 B8 LS ke o il it IEAH B %
% (100%Et0Ac, SR F0—10%MeOH/DCM, S10,) ZELHIFL A3, 13 8ICy3 4(0.9¢, WHRET%) ,

jme SR C o Hg N,0g O TrIHRMS (EST) TH5AE 8814735, SlifE 881.4717.

[0527] CyBB%‘éM%B

i: ; / \
[0528] Ne / H,80, 50% (.H(.l BT b
S.@\ ﬁnx PN

4 g 0

‘_/ /

[0529] |14 45Cy3 4 (400mg,0.437mmol) [REEI AR IS {7 (6mL) AR (4ml,50 % v/ v
K KEPIARTE S0 E60°C N JEIZUE HE3003 Bl , WERET A Bt W BN 2 0 e, K
FH7K (20mL) FE , I FHEt0AC (50mL) Z2E o AT AL P AN U BRI s % , FHIRIR k11,
HUE, s U4 ol IEAH (3% 1% (100% Et0Ac, SRFF0—15% MeOH/DCM, Si0,) 4t A 5%
¥, 3 EICy3B 5 (177mg, 50 %) , ATREE il f . Co Ho N, 0, (W) "FIHRMS (EST) 1HF{E N
775.4105, SZIME HK775.4091

[0530]  Cy3B_[i#6

[0525]

[0531] NaOMe 4 %, 70°C. 1 hr

14 NHLCl
865 d %

[0532] ﬁCyBBZZIKEﬁ@z@EIS(ISOmg 0.185mmol) 7£ FHHiZ (4mL) H1FHJ M?zEP}JD)\Eﬁ@ G|
(0.37mL,0.74mmol , 2. OM¥JMeOHYATR) o4 SN IIHAZE 70 C LR 4F L/ NI o 2l 1 28 I A AL 4
(66mg) F SR K, FEAE = T HE3043 %41 VR R S Wi, - RoR = SRR AR T
DCM (10mL) o ¥ By BT I 25 We 4 o 8 1 1 AT (43185725 (100 % Et0Ac, SR 5 0—25 % MeOH/
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DCM, Si0,) LR34, 13 2ICy3B 6 (99mg, Y286 %) , NI & (Al k. C, 1, N,0, (M) N
HRMS (EST) SZMIME H567 . 3581, WL Sh567 . 3568
[0533]  Cy3BHL-MMT 7

MMTCI, pyr 20 eq, DCM

[0534]

30% i

[0535]  [A]Cy3B 6 (100mg, 0. 166mmol) A1H HHAE L = K HH LS (62mg, 0. 20mmo) [ 5K
HGEISIR R, IMNIEEIE (0. 26mL, 3. 3mmol) o REE 5568 S M A == 43053 8o 35 S B
DCMAARE , F AR T AR AN S AN AR IR e % o« A HUZ LR RIR B T, 1 I, TP IL 2 94
i IEAH 37 (100 % Et0AC, SRFF0—25% 251 % Et NffJMeOH/DCM, S10,) 4k Ml #4313
FICy3B 7(43mg,30% M) , WL afF fAk . CH,N,0, O "[FIHRMS (EST) 5711 4839. 4782,
M 8394751

[0536]  AAHEALS

cN

P

MMT
i /S ip'

N o, iPr
O s W \/\\u

.——I"/o MMT
/ \o )4 4 0/
| % a
c b@’%”
DIPEA, DCM, e U g A
8

HU-—{—\{‘_
[0537] <}

|
51% e

[0538]  YE=H N, MICy3B 7(35mg,0.036mmol) FIN,N- PN (14pl,0.079mmol) 1
TR Z AP IR A IIN2 - A N N- 57 PO R G e (9. 4mg , 0. 040mmol) o
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