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TFA®Z i, &5 X 1 - 48R ERN. R AFTHERTREEATPER
BARIEA 45 4 i Fo AT HC.
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TEHOEAFZATHEHNELARTREATRIALNA .

EZ XD
X6 AR H &

5 3% 1.0g (1.37mM) @ R =hok IX ¥ B 3 Diels-Alder A iy (BF, X 2444,
b, RAFTA, YFoXH-0Me, n A2, RATHE) FB WA w2 LiOH
(1.0g, 4lmM) #& 50mL =9 &% . 10mL F&F 5. OmL K F & @i AaEEAAT
BRI IEARATAEERY . ARALANGEALVATRAR REMWARNF 18
Bt . A E TR/ PEARAM, MR TLCHRMEA . Ko 100nl K. &

10 GRS pHERES-4.FREARL BREEK ACHLMEF E pH3. 5
BokiEn. AAXPHEXZARBARELSD, 42 770ng (82%) . ZAK
B SME. AC/HANIHENMREZLH. WMREF, AKAEFOTESY
AR EETFLEA LGB AMREDARE L. HBELEH, ATLATRALER
6 =AM, BREREDA -

15
% 54 2
LB 8w &
3% 50mg (72uM) A A 1 THAHZAKREMAER K= TETHRK (DIF)
¥, ALEZH (50ul) HAAEATROAMK |- XA =44 P EEMRET
20 (BTTU) (Aldrich 428 # &) (100mg, 310puM) #4774 . BTTU & F X A7+ 89
HAERA .

BRERSHBIE 6 6T, KB KK 250ul T =8 F 20pL DBU. 30 44

B, BEERSHmAE 20nL — R P KA 10nL KRG HHAFHBRY . THAMN

25 B, AA®3K, #AL5nL. EBEH, AHRKEHRKRY . A5% TH/ANRT
EAEME, AHERAECEEFE LAY, B 2Tng LB =8 (38%) .

54 3
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10

15

20

25

30

%A 3
B3 & #)&

4 200mg ( 0.289 mmol ) £ E4&4 | TH F 6 Z T 8E 10.0 mL FEHF&E
b A - 100uL ( lmmol ) BB, 2 I BB, A S % Lai4kd 20mL — KT
B R EEIE. RAAKRAIE 2K HEEPERP AN 10mL T, Bk
HELBEEN, BIRFEHK APS/RHHH (B3) E8&FLEALE
TF60CFE4 IatBEs 140mg ( 67 %) REECEK, FHhEiusH. A
C/H #2 N -4, ko475 %F NMR Ak A X, 14 #4, AP ROATHE, R
Ao RO AP A,

% 24 4
om ML AR S R AL

¥R hmmE (L1210 ) A4 ATRA oK &4 Tt B3 6 EE TR
wEE 1. BEBHzE, FeBEET N’ #EAT. 20 0HE,
A MIT e odrem i miEs, #RARAETATHEETRFRLGT
S TE 2AA 2B F. LD (4550 %mmARGAE) XA 10 % ket
# Tng/mL, £ 10 % sk &% 3Sng/mL. E, B3 REFEXOMBARKL
7 S 1 f i 6 B B T RAF LR,

LA S
wmeHhHHF

B3 A4k bk mAIEE: L1210 (5 x 1050 48) £ 10 % eFes FET
53ug/mL —RBFE 10054, ARFERTHFRANE, BRMgDMK H
kR LM, /1% Triton X-100 8544 T A X401 E B3 £RERS T
&z,

B3 AL BMER: K L1210 meE 10 % aikeyFE£TE B3 (3
%@L)ﬁﬁ1¢ﬁ,ﬁé%%,ﬁ%%&o%¢%ﬁﬁ%%%%%#£¢,&
FE B E], d2 bk kst 448 FliKAE 7 4 B3 A0 & AT,

FFE3AHINERAYE, B AKSEHEFRRAGEHDHF. Lot
Rk EAMIE, E20 58 REBFREKRE. WEFEAFPREBIZE, FHER
FILFE 0 S4B R, RERLTERBEGAE, MBI AAEFREY
WA LW A, A T % K et ] 6 BB R BUIE.
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10

15

%365 6
AR S5 Ak e
A4 A4 DMSO #g Rk e) B3 A dmglkg ¢ A F M2 D& (REEF,
A Ml M) HikP. 24 B3 EMRRANEEPAFR, BITEFEARL
A RS PR ERFI AR T B3I RA.
HR MBS, HSHHZE, SRALPHHHRFR., B, BIEKARL
FREERENGHD NS, ERTEHREWRTAANTS TEARTHGELRA

UK,

345 7
A 3
FAERAR AT EA ML (BMEPARE) BB DR ITH 6 B3 A5 HHE
(FrdE: A4k ) #ATRM. E#HKES dmgkgB3 ¥R 18 A, AL
BEeg AP IE: M AA 1.5 - 2.0/ 3.1 - 39, AREHHILEAH0T. BRE
F, B EEMERBMEEEIL, BIRAARETHERLCRER LGAR(HK
©4) ., §FAEH B3 ZERAFREIN AL AR, BAMUHNTELE
HERABRENK, REEBELRTREFTR.
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