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L. —FhBx Z5FR[AIfAN2-AC-5" -0-DMT-2" -0~ JRINEE 1A iy i, HURFIEAE T, (B dE
il Z &

ST EE— AT T8 — SN e, Al ATl 28— SN A a IR aRam NI MU,
FETEEASIRSGUT  MIFTIR S — R N A A2 -0- INBRSE - B4 TR 8 — RN A i
B F-5C ~5°C, [FFTIA S — RN AR N INEEERET , DI , - 55— s b A w475 1l
FE-5°C ~ 5 CHR DX A, i SN 28— P I B, P 58 — O A s il £ 125°C ~ 135°C
T B DX TR, 45t SO 85 ORI TR] B, SO SE 4 i, MROR A T 28— O H e 4 R —AE = AT 4l
0 BB TR IR 4 S BINS - £ BEE-37,57-0- (A BEID) -27 -0- JRN L 27

S2KIN2- AL -37,57-0- O AMERD) -2 -0- BN L D 158 e W A e rh, [l Bl
W EE RN AR N RSB NI R, AT TSRS NS A HLA A, AT
] 55 N AT P IN RS VAR, T 28— M WA Tl 4E20°C ~ 30 °CHl DX (1], i B
JS 87 58 = PRI RN B, S N 524, BT 28 RN AR N NN CR , A 58— [ b s 475 1l
FE20°C ~ 30°CHLEEDX R], 45821 SO 88 PO TIA IR (A1 B, SN 5 4 I, MUK IR AT 28 = el e 4
AR RN A SV I 4 AR RIN2 - ST - 27 - 0- RPN L 1

S3 VKR = RN A g HIAE -5°C ~ 5 CHf DX IR], 17 ATk 85 = SN A s A IINILERE | 171
IR &5 = SN X s N RSl NSRS, AR MRS N TR 28 = SO R 5 A N TN
N2-CWidk-27 -0- LN B B, B 5 = IO N A a4, 47 - B FH e R =R L G — 4
FGE TR SR, T 28 = S N A R AT -5°C ~ 5 CHlm X [R] , F 1 5 S 26 T4 IR ]
BE N 54T 5 = N A 8 s A 20°C ~ 30°CHLEFIX A], N — S, R IR ST
IRV, Wik 4 A AU, A ZE8T 4l , 73 8IN2-AC-5 -0-DMT-2" -0-JRINIE 1.

2. ARIERF SR TR IS 25 [B/AN2-AC-5 -0-DMT-2" -0- BP0 & o 1,
FURHIEAE T, P3RS BTk 2” -0- P BEE - B S5 PR A BRI T AR EE 2R EE 240 . Imo1/mL ~
0.5 mol/mL.

3. ARIERUF SR TR RS 25 [BAN2-AC-5" -0-DMT-2" -0- B P 3L & e 1,
FURHIEAE T, 2P BRSIHR, BTk 2” -0- P BEE - B S5 Rl M e (R (AR EE 2R EE R0 . 1mol /L ~ 0.6
mol/L,

4 FRPEBCR SR TR [ B= 25 H [ fAN2-AC-5" -0-DMT-2" -0- BN R 10 & iy %,
HRHIEAE T, 2 BES2rh, kN2 - 2, 3E-37 )57 -0- AL -2 -0- N B B FIFT AR 2,
B AR A EE R EE 80, 02mo1 /L ~ 0. Imol /L.

5. ARIERUFIEE SR TR RIS 25 [B/AN2-AC-5 -0-DMT-2" -0- BP 3L & i 1,
FURHIEAE T, 2P BRS2h , ATk SR SN B0 . bmol /L ~ 1.5 mol/Ls

6 AR PJEAHN ZR S FTiR B Z5 FR IR AN2-AC-5" -0-DMT-2" -0- SR L 10 & iy %,
HRHIEAE T, BTN - A3 -37,57-0- (AL -2 -0- NI L FIRTIA O RN EE /R Y
H1:3.9~1:4.1,

7. ARIERUF SR TR RIS 250 [B/AN2-AC-5 -0-DMT-2" -0- B P 3L & o 1,
HHIEAE T, 2 BES2rh, RN - 2, 3E-37 )57 -0- L) -27 -0- N B B 5Tk 2
FRIIAARFAEE 21 EE 0. 05mol/ml ~ 0.3 mol/mL.

8 AR PEAHN ER L FriR i B 25 Fh [H]AN2-AC-5" -0-DMT-2" -0- SR L 10 & iy %,
HRHIEAE T, 2P BRS3Fh, Birik 4, 4”7 - AR S 5L = RS GURIPT N2 - OB -27 - 0- IR N 3L

2



CN 117510564 A W F ZE Kk B 29 Hi
HIOBEEREE L1 ~3: 1,

9. ARIEAHFIEE R L FTR S 25 ] 4AN2-AC-5" -0-DMT-2’ -0- N 3 & sy ik,
HRFIEAE T, P ERS3H, Birii 4, 47 - B S A = 2R FH L GURAT IR — Sl e AR AR BE 2R EE
0.05mol/L~2 mol/L,

10, FRIEAUR Bk 1 Tk i 5 25 [l 4AN2 - AC-5" -0-DMT-2" -0- JL P 3t B & Bl
B, HRFEAE T, 2B BRS3 T, FTIAN2 - SR -2 -0- H N R S E AN ik i e AR R EE JR EE R
0.15mol/L~0.5 mol/L,
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—MEZGHIE){AN2-Ac-5"-0-DMT-2" -0- R E S H I & BX
73

AR G
[0001] AR BAJE TAZH ER A BB, JCHI Me— P 25 R #AN2-AC-5" -0-DMT-2 -
O-JRINFE S & AT

BHEEAR

[0002]  SEAZ AR IR Y At 22 i BT T T2 I AT 55t , 4 AR A2 — P
FUGEDNAERRNA, 185 LA L M ERRZ N 41 17T LS B AMODNAERNAFF #1454, TE
RRRTE BB EE Y , FAKTE , SRR PT DA 41 0 P [ DNA B RNAFK PR 58 sl A s 7 ¥ 1B A 732
I, X Rz I AT DABH - A &2 il PR, Az R n] AR P E—RERERIT 259, S dnlie
[FIDNABKRNAZS &, BHE 1 s 4 e 0 42 5, AT 2R SE3as 4R o X AIRTT 5 i o S R RE )
I7 , KON E BT R E I BE R AR, A2 AT A IO F RS B 1 A

[0003]  {raptflerrh, AR FHPERREE, I T-WFFUDNARIRNAF S5 A9 AN DhRE « AT T R DA
W T2 ATRTY , BIE & IODNASKRNAFF 1K IET 7 st e MEBR « £ X S FE i, BAZ R T
PABE TR S i SR e A1 25, TTRELLE A S 2L R R ek

[0004]  RNA{E—Ri =R N B DL IO FE DR ek B AL, & ] DAIE i P E BRRNAK AT 1)
s L PRI 250k o ZERNA L FEH , SUERNA (dsRNA) & SR 03805 45 -, & 1l A 4 N 1)
RNase I TIFGDIHE] Bl 24/ N B, X 8/ Fr BEg PR siRNA UNT-JERNA) o siRNART DA S AR
RNAZE G, B0 EVPRRNAR i , AT 30l e S PRI R 2k

[0005]  7EsiRNAMH G AL BEHT, 2 (14 B — MR I BB A AL XA B F, AL
WAL TR P (A L L O RES) SREsAs s I RNARIFE AL B AL THRE o 13X Be 48 46 ] DL hn
s1RNAMIFRUE VERIRE S, il 5 S e e &5 5 E FRRNA , AT SE AT 30 iR e S A ) =5
K o L BRI I A ER 2 A s 1 RNAF R I TR ZhRE A S5 , 40 - S
WA SAZ R 1] DA RNas eHI 2 - JB 5 - 7R 20 - R IR OBEBEAZ 10071, Mg gt B
FRIZIRIIEfiAE o

[0006]  [AIt, & BBHE 1 I AL R S AR T EY, 27 -0- IWHIE 2 — M Lk 1,
W SRR IR 45 G, XML IO AFAE i LASCAAZ AT R 1 A0 2 B AN AR W3
PEN2-AC-5" -0-DMT-2" -0- SRINFE TN —F &2 -0- PUMEL IR Z5rh Al 2 5 b
WHE MR EAZ E R R, LA sz 812 5.

ZBAE

[0007]  Shfifpk bR L, A H AR AL T — Rl B A sl s 25 1 [R]fAN2-AC-5" -0-DMT -

2 -0- AR EAT,

[0008] A5 bk H 1, A FR S s 4 T 5 SRS -
AL T — s 25 [A1AN2-AC-5" -0-DMT-2" -0- SR SE G s 2,

FEUT PR
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SL KB —FHLA A E T8 — SN 2 an b, A ATl 55— SN i N FRrsam N\ e
SR TSR SRR, AT 55— SO s N N2 -0 - PRI - B TR 8 — B v
Hagit T-5°C ~5°C, TR S — RN 25 a PUIMNBERRET , FIINIERE , I 28— SN 25w
PEAE-5°C ~ 5 CHR FEIX[A], Fhf SR 28— FIUAeI TR] B, FIE 58— I N A a7 il AE 125°C ~
135°Cilat FE DX TR, B HE SN 28 PRI TR B, ION SE4 e, R T a8 — D e 4 S8 — AT =
Mraifl 58 ik 4 A BIN2- OB EE-37,57-0- CAHEL) -27 -0- B FL 24

S2KIN2- L H2E-37,57-0- O -27 -0- N B i T80 N A i,
[P FTaR 28 SN 25 A N RSB NS PR SR AT SRS INEE AL, B
T, 8 SN A mi N I GRS ERTATR, A 88— SN a4 il 7E20°C ~ 30 CHla X ], 33
PN B = PO AT B, IS 564, FRI) 26— RS A ZS NN G R , FEA 28— 5 N A A 42
HIFE20°C ~ 30 C B DX 1], it 4 S B PO S0 b TR BE , S 5 4 iy, AR B4 T 58 — I ok
U5 B RTINSl SR VY IR Ik 4 , 15 BIN2 - S EE-27 -0- BN BE B4

S3 VRS = N A R A AL -5°C ~ 5 CHR X A, [A] Birad 28 = SR 25w PN NI
WE , AT 28 = N A5 an N RSl NSRS, RIS R SUARSGU T MR 88 = R N s A
HIAN2- PR -27 -0- RPN BE B, B A 8 = I R A s N N4, 47 - B S B = R L AT
T ABERTRS I, S = SN AR AT -5°C ~ 5 CRLEEDXTH], it SO B PN
MBE, SN 584 , ¥ 58 = I N A #4520 °C ~ 30°CHLEE X ], N & e, e iR &
Je KB A NI, s e 4 AR A 28 4lifl , 43 2IN2-AC-5 -0-DMT-2" -0- JRIN L4
[0009]  {E AR — 2 salt, PRSI, Frik2” -0- PN HUEL - B4 55 BT iR AR I 1) 44
FHEEZREE M0 . 1mol/mL ~ 0.5 mol/mL, 1% 40.29mo1/L ~0.31mol/L.
[0010]  {E A — 2P st PEESLH, Frik2” -0- PN AL - B 55 R I e [ AR
BEJREE 0. 1mol/L ~0.6 mol/L, % ~0.29mo1/L ~0.31mol/L.
[0011]  fEA 2 ket , P ERS 2 AN - TR -37,57 -0- CRATAL) -27 -
0~ JL A SE BRI ik O RS O A AR EE 2R EE 0. 02mo1 /L ~ 0. Imo1 /L, 356 0. 037mo1 /L ~
0.038mol/L.
[0012]  PENAHIE i — B Husadt , BEES2rh, Firik SRR TR ) e M0 . Bmol /L~ 1.5
mol/L, % 0.99mol/L ~1.01mol/L,
[0013]  {ENACHIGUE— 2 s, FridNe - 2L -37 .57 -0- OO ED) -27 -0- RN 2
TAIFTIA CEENIEE/REE 91:3.9 ~ 1:4. 1,
[0014]  {EACHEIE— 2 ket , PRS2 AN - TR -37,57 -0- CRATHAL) -27 -
0-HN FE 2 5 i SR AR R EE /R /0. 05mo 1 /ml ~ 2mol/mL, {5 M1 . 74mol /L ~
1.75mol/L,
[0015]  fEJACH Gt — 2P st P ERS3r, Frik4 , 47 - WU S A = R UL Sl A T kN2 -
CREE-27 -0- e N R S BE/REE 11 ~3: 1, fede H1:1.19~1:1.21,
[oot6]  fESNAHITEIE— Dt , SPERS3H  FriR4, 4”7 - AU S AL =R L UM FTIR — 5
PRI RAEE JREE A0 . 05mo 1 /L ~ 2mol /L, {515 k1. 00mo1 /L ~ 1.09mo1 /L.
[0017] {2t , P ERS 3, FITiRN2 - WAL -2 -0- By B B H AN B itk
WE MR FREE J-EE 0. 156mol /L ~ 0.5 mol/L, i 0. 25mol/L ~0.28mol /L.
[0018] (A — 2 sGt , PEES UNEE BES2 P BRES 3, ik i MRSk i LA AE
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AR TR Z U S PR R — R

[0019]  PENAHIG S — et BERS 1, Frak 85— A AL 7 N N- Z FHEL FHE e N
N- R A s B AR — A

[0020]  {F2N 7R F gk — 22 (Rsadt , ik S5 — A B N N- I FRge e, Frak2” -0 -
PRI - B 5T RN, N - FH EE R e () AR BE 2R EE 0 . Imo 1 /L~ 0.5 mol/L, {56
0.31mol/L~0.32mol/L,

[0021]  ZAHIEIA G BORAE T, AR T — PR e T 2K 2R S AIN2-AC-5 -
0-DMT-2" -0- BN IE B, AN T A BN2-AC-5" -0-DMT-2" -0- FRNFL 4 @ik 1 T
R T T, AR T AT

B =] BR
[0022]  [&J1 RS il £ N2 -AC-5" -0-DMT-2" -0- KRN 3t 2 A L e 14 5
2 S 1 i 25 rIN2-AC-5" -0-DMT-2" -0- BN 3L B H [HPLCIEA] .

BEIiERRN

[0023] SR FE I H I EORTT SEMIC SIS A, N PR S 2 FR BLRSST ) A
B DN A HEBOR T - T 8 S SE AR o W AR IR () S B AN i — 55 5
JE , A2 A F IR S, AN R BRI A e WY L« 512 B o Fh R S 197, ZR A0 3%
WHEARN BAEBAT M QLY Zhai N rRAF IR A7 HAb S8 , &8s T A s e 41
[0024]  Jyfiftie FIRBORINEL, A FR st 17— Mg B & s 25 W RAN2-AC-5 -0-
DNMT-2" -0-BRINEEEL T, fudliin M PR

—FhER Z5HA[AMAN2-AC-5" -0-DMT-2" -0- BN T I T ik, il an 2P gk

S1VRE S — AU AVE T 20— N A as i, 1A Ik 85— S R 25t PN Bl N\ Ptk
S TSRS N TR S — N SR N N2 -0- PR - B (& 14) K
W — NN ARTE T -5°C ~5°C, AT 85— SO A wr N INNBEERET , FEIAERE , I 58
— B AR A -5 °C ~ 5 CHR DX IR, B 14 S 28— FITseIn AT , P B — IR 2 e il
1£125°C ~ 135 CUR BEIX [R], Bt Ff SR 88 T i [A) B, IO e 4 i, IR A T 88— ik s Ik
i S ENT A BB kS (S BIN2- O EE-37,57-0- (A BESE) -2 -0- BN L1
T (Em15)

S2KIN2- k37,57 -0- CRABEED) -2 -0- BRIV EE 4 (& i15) B T2 R
PSR, 100 BT 8 R A A N AR N R SR, AP PR SRS N IS A LA
A PR , 10056 OS2 e NN GRS, T 28 RN A fda il 120 °C ~ 30°CHli
JEDXIR], P PE SN 28 = TN TR B, SRS 4e e, AT 28 IS A ae NN CER , I 58—
SN A s P IAE20°C ~ 30°Clih BEDCI] , b S B S8 DU HUREIN AL B, SO e 4 i, kA T 58
RS IR AR O AR EEAT AR SRR Ik A, T RINS - SRR -2 -0- BN B (K &9
16) ;

S3 KT = S N A e HIAE -5°C ~ 5 C i FEIX TR, 1) ik B = B 25 i P DN
WE , 1) adh 28 = B A e N ERB NTS PESUAR AEEPE SRR IRk 28 = I N A 7 A

6
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JIANZ- Ak -2 -0- RN IE B (S 16) |, BRI S8 = IO A AN N4, 47 - B S =
IR FHEL UM S B TR IR, B = S N S s il -5 °C ~ B CIRLEEIX [H], 4R S R
S5 HL TR TRIEE , N 54 i, 34 50 = O 25 a4 ilAE 20 °C ~ 30 °Cla FEIX [R], I 5 HH
Bt , Fe TR a KGN, i A A UH, AL AT 4L, 73 2IN2-AC-5 -0-DMT-2" -0- 4kt
PNIEE

[0025]  FEEEUEIAIN L , 58— TN TRl BOR ARYE S IR N 27 -0- P HRSE - B BRI it
WEHHTIRE , HEA2  -0- P HREE - B SRR L IEEIE ATIN, N- - FREE FR JH 58 o3 TR 5 o
A, AU RSB T-30min ~ 2h &5 ARk, AT DA HAMYAFR 7-30min 40min . 50min.
60min.80min.2h.3h%545 ; 55 —FIEIN [ Bt @ ARE S IR N 1927 -0- PO - B4 (AR
P I [ B TR AE , HLDA2 -0- PNAREE - B MBS BRI 700 SN A 1k i, AT DL AEAMY
PR F-2h ~ 8h 9h ~ 1205 (G, FT LA HAANPR F-2h 3h4h . 5h6h.7h 8h.9h. 10h. 12h
S R = TR R BB AR S I SONIIN - e -3, 57 -0~ (L ATHEL) -2 -0- N 3E 1
T (L EW15) FICELRE IR i isoE ), HUAN2- ZfekE-37,57-0- OO RED) -27-0- 4
WML (& 15) MCRENFe oy SOV 5E 4 il AT LU A R T-5min ~ 2%,
ey, T DL A E AN PR F-5min. 10min. 20min. 30min40min.50min.60min.80min. 2h%:
T 5 SEVUTIIAEIN [ B AR IR 2 ISR RN - 8L -3, 57 -0- O IEED) -2 -0- B B 2
(L EW15) ORI SRR TS E M), HPAC R SN2 - £ k-3 ,57-0- LTk
5D 27 -0- RN EE B (RS W15) AN SN TR IR 7 43 ION 54 ek b i, RTRA K
{EAANYPEF-5min ~ 2hZE AL, 7T DAUWAEAMYAY PR F-5min. 10min. 20min. 30min.40min.
50min.60min.80min.2h%F55 o 55 L FUAIN R Bt /2 AR B S ISR (N2 - £ A - 27 -0~ By
ST (fE16) M4, 47 - B FEEE =R I (a1 ) Wis e , HPAN2- CBE-27 -
0- BN FE T (L5 W016) Fli4, 47 B AL = R FHER G4, 47 OB AU =R R ((h 59
17) Fe93 SO A AL R AT AR AR T-10h ~ 20055, k1), AT LA AN R T
10h.12h.13h.14h.15h.16h.17h.18h.19h. 20555,

[0026] {1 A[ el S T S v AP BRSTH, ATk SR AN E 1mo 1 /L BREAN CBEIR IR

[0027]  FF AL M) ST T S, P BRS TR, iR 2 - 0- PY L - B 55 iR R I (1) AR
JREE M0 . 1mol/mL ~ 0.5 mol/mL, {17 40 . 29mol /L ~0.31mol /L,

[0028] AL Sy S, P BRS 1R, iR 2 - 0- Pk - B 55 iR b g Y AR R 2
FtoM0 . 1mol/L ~0.6mol/L, {1 0. 29mol/L ~0.31mol /L.

[00291 AT EIM ST T S, PRS2, FITikiN2 - 1 -37 .57 -0- CRETRED) -27 -0- 4k
A (5 15) MR SRR ARFREEZREE 0. 02mol /L ~ 0. Imo1 /L, {5126 250 . 037mo 1/
L~0.038mol/L,

[0030] ATk S 7 S, P ERS 2, ik R ARIA RN B0 . Bmol /L ~ 1. 5mol /L,
% H0.99mol1 /L ~1.01mol /L,

[0031] AR R BERyaTE T S, kN2 - -3 ,57 -0- OO -2 -0-JR N FL 4
(FLEH15) R SR BE/REE 91:3.9~ 124 1.

[0032] AR ST T S, PRS2, FITikiN2 - 1 -37 .57 -0- CRETRED) -27 -0- 4k
WNEE T (L5 W15) Sk SRR FEE/REEH0.05mol/ml ~ 0. 3mol/mL, L% N
1.74mol/L~1.75mol/L,
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[0033] {1 RJ kM) SE Ty 26, 2P RS 3, piridi4, 47 - B HH A 2 = R L GURNPIT N2 - £
Fe-27-0- PN B (KA 16) IEE/REE N 1~ 31 ik 1:1.19~1:1.21,
[0034] /R R ef) ey, P BRS3H, Firidid , 47 - B A B = R L ORIt — S
AR FAEE Z1EE 0. 05mol /L ~ 2 mol /L, % A1.00mol/L ~1.09mol/L.
[0035] /R ef) gy S, P ERS3HR , FriiN2 - e -27 -0- RN L 2 (b 5416) A1
PRI e A RR BE 2R 1L 80 . 15mol /L ~ 0. 5mol /L, 45358 40 . 25mol /L ~ 0.28mol /L.
[0036] {1 RJ LM S Ty 2, AP BRSIMI P BES2 AN BRS3Fh , Firad 1T 1k ] DA EAMY
(PR TR 2 B SR A P
[0037] AR R ef) STy S, P ERS TR, Birad 58— A M LA N, N- B F e flee (N N-
FHEL e s — I A —
[0038] {1 RJE[1) ity S, BTk 55— A AT LVA AN, N-  HH L FE e e, k2 - 0- B
FL- B 5 HAN N- = SRR R AR BE /R EE 0 . Imo1 /L ~ 0. 5mol /L, fit%E 0. 31mo1 /L
~0.32mol/L,
[0039] AR R BT EUES 2 — RN SLTE T 57, G ks Z5HR [RI4AN2-AC-5" -0-DMT-
2 -0- N BT EACE R T .

B IL N N- ISRl B T 5 — SN 2w N, ) B — SN 5w N S
NE AR TSR B 311 . 2mmo (100g) 27 -0- AL - B (k& #14) IINEE
— N ARN -5 ~5°C N, KL . 84mol (188g) FEFRITMINEE— N Aae N, IR FH2E 18
T DNLLALERE , N TE R S i 55— SN 25 S AE -5 ~ 5 CHE 130 ~ 6043 8, F4E125 ~ 135°CHig
P4 ~ 6N, SRTIHPLCES i S B R ERE , SO 5E 42 I , 7550 ~ 60 °C Ik k4 , A =T 4lift , 78
20 ~ 30 C ik , 7320 246mo1 (110g) N2- £ JHAE-37,57-0- CUAMAD) -27-0- N L
H (b EW15) 2l :95. 3%, W 79%. o Hb : el — SUH Be A B TR A i, — A H
FEA R ARFREE 10:1 ~ 3011
[0040]  PUE T K0.224mol (100g) N2- £ idE-37,57-0- O ABEEL) -27 -0- JR N FL B4
(L EYI15) BT 58 N was N, 158 N A e N RSB N B AR AU USRI
N AR RN A N IIBL O, B vATS , FRRE890 ~ 900mL 1 mol/LIN LEFENIIANEE —
W 7w N, B 58 SO 2 an iR R 520 °C ~ 30 CREHED ~ 104381, 1l TLCE il S R 1)
R, N SEa A, F4 134 ~ 135g LR I\ SR SN 25wt N, PR B SN 25 s P it i s
7E20°C ~ 30°CHEFES ~ 1043 B, 7E50 ~ 60 C e e 4is , A ZAT 201, 520 ~ 30 Cg k4 , 15
£]0.168mo1 (60.9g) N2- -2 -0- RN ZE 24 (L EW16) , 4l : 96 3%, SR Ry 75%. H
i PR SR AT B FOTR AR, — S A B AR L 9101~ 30 1
[0041]  SPEE—.{1-5C ~5°C N, KFILILIE BN BB = SN W ww N, ) 85 = I W A i N R4
NE AR R0, 275m01 (100g) N2- £ -27 -0- N B4 (b &
Pp16) IINEE = RN A a1 85— SN A de AR D0 . 328mol (111 ~112g) 4,47 - W HIA 2L
—ORHREG(4, 47 - RPE A= R (5 #17) ) F1300mL — S e TR A 1A, 158 =%
W A T A AR -5 ~ 5°CHEFEL2 ~ 16/, SR FHHPLCHE I SN Ik B, SN 5e 4 I,
55 = N A AR IR R EE R 20°C ~ 30°C, JIANS00mL — G FRBE , F H LLOK P A AU =38 - ik
k4 B MR A EAT 4, 30 259mo1 (172.5g) N2-AC-5" -0-DMT-2" -0- SRS FL 4 4
JE:95.87%, Y2294 . 1%,
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[0042] A EAT A R B S e B . = TR SRR, TR
T ZH&E@MK%RE"/\EM%,:wEﬁkﬁDEﬁﬁ%EﬁﬁﬁRtho 1~30:1,
[0043] zle;alﬁE’g/\ﬁijz—Ac—5 -0-DMT-2" -0- BRI BRI 2R 41 AT

L(J‘Y*f E% k(]‘ka
QR T

W aEA

b & 14 f & 415

9 Al

T, e o
Ol g0
_ EtONa__ L Ry 7

: L N NH
HOAC o) 7 N\ o o MY
\ NHAc — NHAC
\ \
¥ w2 A %3 A
it & % 16 it & ¥ 18

f0044] A HYio} -l A MU LA AH 180 B LR AT F R PAEEA I
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o
S 3 <DNa
b & 4 14 & & 4 15
i
Ho
N(O ° N ’)H
a — o] }r:N
c' “ Na. NH & -, -
NaO, © - 2NaOAc HO \(
2~ ot \ NHAc \ NH
N A\ \
it & 4 16

e O e a e
. O/

b & 417

DMTrO =N
O =

o
N =
— . N=_NH
</ \: + - HO 0 Y
= _NH Cl \ NHAG
A\
b & # 18

[0045] (LG 1ALEMEBERRYEE ] T, S B — A3, 5 v B AN R R (1 S 53 7 A%
RABE A E S R FRRE 2 B, RIS 20 B B A oy TR ER I B 2k , it e
F3EIN2- £ kE-37,57-0- OO -2 -0- SN R 21 (b &W15) 3 7 H N ILF3”,5”
B ER E L =TT S9N A EEERET B A = AN EEIRER 012 185 5 I i =4~
MHE AT sl T I e BEER 6 5

N2-Me3E-37,57-0- OMAMERD) -27 -0- BN L 2 (b & 15) (1937 A5 i B 1Y)
AR 2 2E 1 I GBS B 5 A A=K ST, TRl 3 AN v B I PR IR R
B 24 H o B2 B ORIt BUR IR B A CIR IR s 2 I, INBE TR K 5132
N2- k27 -0- RPN L 21 (5 H16) FNEl A CEREN ;

4,47 - WHEFE =R (S AEME/EH a4, 47 - B B =K
FoUR E S AR DS

N2-CTFE -2 -0- J NS T (b5 916) 195 A7 B IR RS R 123 (R FH N 25
4,47 - B AR L = DR B U L 251, 2B SNLHUR R N A ML A 185 [R5 v L 1Y)
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A AT R, A 4, 47 - OB AR = R L U S S S A SRt
WE A, ST I TP e SRR SR
[0046]  ARHITEIEIAR TS S

Sl TR E TR A A AN S A s TRRE N T 2084k Bl A
BRI =20 N AR 5 iR 5 H AR —N2-AC-5" -0-DMT-2" -0- BN IE B4

e, ¥27 -0- WL - B (L& ¥14) RIS RR AT & TN, N- — R e R b
1E-5 ~ 5°C IR IR H R B SO, PR I e AL, SN TR S #6125 ~ 135°C P RSk
N o 1B X — DB, B DIHIAE R - I T — A ORI, A2 TN2- ek -37,57-0-
UL -27 -0- R EL 21 (b A 15) N, N- — L FE I F T ia e -0- gt - 15
T2 -0- ORI - AL AIVE ] N S EEERET SN 5 BEERBTE A LB L7, 5
27 -0- PN - B4 SN, AR B SR 774 s WU RE PR A A 71, DR i E G RRTT H52” - 0- Pu it -
B o
[0047]  HKk ¥ | —HA5BIIN2- £ L -37,57-0- CUOBEEL) -2 -0- B B2 (b
W15) BN CEZIAEFIR , BRI G, P HEEE20°C ~ 30 CHEA TN « EE NI N
N T RIN2- B EE-37,57-0- O IEIE) -2 -0- BN LS4 (b &1 5) BeaT3k— ik
1B o Z JFFRATIMN G, W RN Rt A T AR ER , 15 BIN2 - £ -2 -0- RN R 2 (b i
Y116) « O FHTIEMRN2 - £ 3 -3 ,57-0- OO -2 -0- N EL 24 ((h &5415) 8
flN2- O E3E-37,57-0- OO -27 -0- RN S (b5 715) 5 ST GRS 5 £,
RN E i, P e S S A T s SR T M SR8, I R B R AR 1k .
[0048] i, AEARRYT N RIN2- OEIE-27 -0- B 24 (b5 116) A4, 47 - W 5A
FEEORHERE (4,47 - AR =R ((BEWILT)) 75-5°C ~ 5 CHARIR SR b T O,
RGN TREER B R SRS TR I S 25 20°C ~ 30°C, AT/ AR A , il A 2
Mrafifh Ze 0 58, i 243 8) T FA 0 HRR=)—N2-AC-5" -0-DMT-2" -0- KRN FE 1 I E fF
N, T N2 - SR AL -27 -0- RN L B (k& 116) - TN2- £t -2 -0- Py 2k
B (5 W16) 54,47 - WS EE =R IR GURON s S B/ s, S TR 5
WA AN 54,4 - B A BE =R HBE G SN2 - gk -2 - 0- SR IN L 1 (b 5116) kA
[T, SINFEEM B REM] . -5°C ~ 5°CIUiRE BE REIIIRA, 47 - B S = R G N2- £
EL-27 -0- B 24 (b5 W16) [ RN AT« 520°C ~ 30 C Rl VBRI N 24T e 4b
PR SRR E MERN S .
[0049]  Sjafdl1

ARSAIE BN2-AC-5" -0-DMT -2 -0- Bp 2 B FLACE B AT

BB CRIL N, N- L el 15— S N 2w TN 1) 28— ON 25 e N 2l
NRA AR SUWR Y N 311, 2mmol  (100g) 27 -0- PYREL - B (b 5914) TN
RN RN, FAE0C N, 1. 84mol (188g) BEERIT IS — RN A d N , R m PR 18
DITLIERE , D0 5E B n (2R — RN A /R A E0 CHEFES0 ~ 6047 B, FIAF 130 CHEHES /N, >R
FHHPLCH I S B (RIFERR | I 5248 I , 4655 C ISR 4 , K2 EMT 2lifl, , 7625 CI Rk 4 , 1551
0.246mol (110g) N2- 4 JHAk-3",57-0- CUAMAL) -2 -0- PN 24 (b 5H015) , % 79%.
o Bellin o = S B AT B TR S A, — S B AT AR L 2R 20 1
[0050]  PUE T K0.224mol (100g) N2- £ idE-37,57-0- O LBEEL) -27 -0- JR N FL B4
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(L EP15) BT 58 RN was N, 158 N A e N RSB N B AR AU USSR P
LA TR N AR IISL LFF, A , FRE895mL 1 mol/LI LR MINEE — RN A
e N RS O A e R R AR 25 C R R84y B, 1l TLCHA il SN bR , N 5 4
J& , B 1358 LR MMNEE SN 25 de N, FHRE 5 SO R 25 s (it R s il A2 25 C R FE8 4 B, 48
55 CI k4  AE =T 4l , /225 C i Hk4i , 1520 . 168mol (60.9g) N2- £ k-2 -0- BN
ELEH (A W16) 4l .96 3%, W EHT75%. Hor s P 700 — S AR TR SR
AU RO 20 1
[0051]  SPEE—.AE0°C I, KFLLIEIE BN TR = RN A diw N, 1) 28— SN 5w PN Pl N &L
AR SURIT T 450, 275mol (100g) N2- £ -27 -0- BN L 24 (k& 416) i
NEE =N RN, 0156 = N 2588 N TR0 . 328mol  (112g) 4,4 - W AR IE = K IS
(4,4 - BFEREE =R L (& W17)) FI300mL — Sl PGE TR AR, 1 58 = SN 25 R 1T
JEPEHIAE0CHEFE L4/NI SR HHPLCHS il S S RS, SR 5848, K 58 = N 25w L
PFER]25°C , JIANS00mL S AT , F FHIL K AU =38 - s e 4 A H U, 24T 4lift,
#40.259mo1 (172.5g)N2-AC-5" -0-DMT-2" -0- SR FE &4, 4l . 95. 87%, U394 . 1%,
HEMT Al B e BT — SR B RS s = SRR S TER, TR S TAR T = I R
FUE 3 &A%, B IR AR AR EE 20 1,
[0052]  EFXFACShEAIH] 2 N2 -AC-5" -0-DMT-2" -0- RN FE L HJEA TR IH NMR 3 AT
FanE LR, BRan T

'H NMR (400 MHz, DMSO-d6): 8.10 (s, 1H), 7.34-7.36 (d, 2H), 7.20-7.29
(m, 7H), 6.82-6.85 (m, 4H), 5.96-5.98 (d, 1H), 5.37-5.38 (d, 1H), 4.58-4.60
(t, 1H), 4.26-4.41 (m, 3H), 4.06-4.07 (m, 1H),3.73 (s, 6H), 3.70-3.73 (m,
1H), 3.46-3.47 (t, 1H), 3.24-3.25 (m, 2H), 3.17-3.20 (m, 1H), 2.18 (s, 3H).
[0053]  EPRAS S5 HH N2 -AC-5" -0-DMT-2" -0- LN 3L B THOHPLCAl B 45 4t
AEI2AT 7~ HPLCAl B T-95%.
[0054] AT AR ORI ARG~ N N- — LI o8 FI R I
PR BRI LS P026 3704211 72, 27 -0~ PN BRI - Bl 5 i 4k B AE R A PR
AR 5 ANVC0033 - 511 7 i, BERRIT N i sl A iR A PR A W AR P2 1t 5k
202306 1917 i, ERE [ 25 SR b 7RI FR A w1 AE AL S 20230623197 4, 5K
FsE o T B MY T AR A 1A~ 1A 5 52023072 1[0 7= i, L T s B Thie (b 7 i
IABRA T A G A T A 1 5 02023071117 N2 - k-3 ,57-0- O BAD) -
27 -0-J NI (I EW15) Ao Nia e R AR A TR A B AE P (195 gNVC0033 - 5311
Fem, RN E 2 P A B A A= 50202307 161 2 i, ORF N FigEE
R R A PR WA =15 P264 110211 75 , SFR ML ik BRI Re A - e A PR
G s w B S5 202307 1611 72 i N2 - S AL - 27 - 0- RN S 2 (e 5 16)
TIMELE R AR A BR A Al A P2 RS NVC0033 - 541K 20, 4,4 - AU 3 = IR F 3
SO I E AR R A PR 2 B AR =i 22306 16STO 1Y ™ i, — L T s 2 Lh A
A A R 2 w532 B AE PO S 2202306 L1 i o
[0055]  XJEb 41

N TAEUEAR S B R TS 2 BA RO Je it AT EuiL, AT BoR
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KT HIEN2-AC-5 -0-DMT-2" -0- KRN LT, BRI R .

R

$3.53 mmol (1g) B (K& 1) v 125 mLUkiE , FEANIA3.35 mL (26.47 mmol) =
PR RENE (B 2) |, =il MR/ NI, S0 O
[0056] ij}g;‘é:;

BB B — v SN R L IS 2107, A SN0 N4 . 35 mmol (0. 34g) LA
CEDD |, FiRBEFES/NS  /E0°C T, FEIN10mLK S FEE 381, 7853 A
[0057] PO,

2P BRI RS AR TN 10mL 287K (L5 #06) , 41553 81, FEIIN50 mLIKAI20
mL ST, TR B AN U e ds , TP UK GRS, I8 TR B ST, 0% : 82%.
[0058] HIEY.

$427.74 mmol (10.0 @) (LEWTIAMRAE 100 ml THEAERE Y, 782500 B IA) SN
HIA41.60 mmol (4.22 g =M, FRIIA30.51 mmol (10.55g) 4,4 - A4S E=
R S75 ml GBI AT, B SOV 18/NN, SO e Jm , IS ml 1ENEE,
FEPEFE302> B, M 4s , IIN100mL LR LS, A AIARH1100mL H0%E—3 , 100mL 10%F745¢
PR e P , 100mL A ATINaHCO, A1100mLNaCl % e — ki , A AU FH10g Jo/ KR T4, 1 38 , Ik
PR AL 100 ml AFR OBRIAMR, BRI 600 ml 1EP&kE, B JEFH ] 10mL &
figk/ TEPEhe (1:1) WRPEIEDE, 7E45°C N A T, 13 811714 g @AlERIL G5 P9 (K
94.3%) ,
[0059] DI .

R0 2L/ N (1) AN A #F, JIANO. Imo L5 H79410 . 11mol — ] &
S, FIINO . 05mo 1 PU T JLRI b 2210 . 2mo 1 SN I, T INFR100°C , 3545 SR 6 /NI,
ERT A AT 2 S 12 (B AR, U863 : 55%) , LA 13 (s : 22%) .
[0060]  AKFELAIII 5 N2 -AC-5" -0-DMT-2" -0- Fpy AL B H I E ORI £ an U
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N \ . \

- " —Pi—u O,Slx N O,Sla "
o NF: o . o NF o AcCl o NF' o

7 fb& 2 7 fbérma 7
bt . _NH R Ne NH  ———————= \/ — M= NH

HO  oH Y s0 o Y S0 o Y

NH, % a1 —Si— NH; # gy 2 —si= NHAC

b &1 k& 3 &5

NHH,0 ~ HO =N
o o_n )0 O_N_ 0 .
it &6 D & 8 4 gaw |
—_— S NeUNH —_— S N NH ’
HO oH " HO  oH Y
F— | - % g 4 NHAc
t&m7 ft&®mo
=— DMTrO =N DMTrO =N
Br o N’r_ 0 N’(_ 0o
- % %
ik & %10 S U
. o o Y o on N
oS & NHAG / NHAC
k& # 11 A V4
&t 12) ft & 413
M pe s

A BRI TR, N Ee A R T S 5 AR, il 528 SO A 153 2 B FR )
N2-AC-5 -0-DMT-2 -0-JRINEE T, Hifm— RN ik & A s S A A, il 254 T Uk
T 12.9%, R &t IR 55% , (B0 S AR T IROR SR o
[0061] £ | AT T IR, A G H TER 25 RR2 -0- INHRIE - BTN M AL,
HRETT THEEM T 2R, msta i T HFRHIN2-AC-5" -0-DMT-2" -0- BRI 4, 4l
fe, PR, AR T AT
[0062] B SRACULIA A5 42 RS 7y AR  AE T EREN S0 7 AN B B — Az i
RI7 5 WA AT X AR 77 AR R A W, AU AR N DI Y w5 R —
AR, 500677 2 O HOR 7 S AT DA 288 M A0, TE AAS ST AR D AT DARR A A
[0063] |- SCHT A H I — A A AR U AR S0 AR B I T AT ST = FL Akl
B, AT AR AR S A L B R PYE ] , MU S A & IR ZRS th B PR S 3 5 7 20
oA AR A B AR A I AR AP 2 Y
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