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—AEE NIRRT o XA LU A EAES, T BURIR M R . RENEE A 3-9 MR
WIEA 4-7T MRT, 2 EH 7-17 DR, NESH 7-13 MR+

[0097]  “Bffse il d 72 BUAC B R BUAC T, Mo B AN O AT (R B B s, L3 A e S 10 / B
—AEE NIRRT XA LU BRI, YA BRI M R . RENEE A 3-9 MR T
IR 4-7T MR, ZHEH 7-17 DR, NESH 7-13 M1

[0098]  “ZRfeial Ak ” TR MU A BANEA 5 8K S 1 F 22 /b — A IR 1 g, PR — o
JAF A FFEEIETEH 2-16 MR (BRIET ), RIEEH 2-10 MEF o Febes e
DLt B S U B BUAR 19

[0099]  “ARelidk” T MU A BAN AN 5 Bk L F0 22 2D — A R S 1), PR — A
JRFAAHES . 2R A 2-15 MR (IR T ), IE S A 2-10 DM Fekehzdin]
DL B sl S8 B SR BUAR I

[0100]  “TF4R L R 7 AR N IR SE B, L I 5 3R & 6-10 MR 1

[0101]  “TF s 2 ¥a 7 e M I B 2R A, LI (R 5 B30 1 6-10 MR JR 1.

[0102]  “ZRJ5% L7 A2 05 IR, W] DL B PR BB A [T

[01038]  “ZRI5 eI 4 75 R I NE I, W] DLt B R BB A 6 [T

[0104]  “TF WAL TR 5 B AR R um A ek I 5E Bl o MBI M5 6-10 MR T
[0105]  “PAGEIEIE " A2 BUAR BAR BRARIHT , VN sl ANV A () AR R ity i A RS 1 2 [,
AR/ B ADEE AR o %A LU IS, R BRI R R . ERE
WH 39 MRS IER 4T MR, 2 ER 1T MR ES A T-13 AR

[0106]  “IRTFELES” J& 07 A R um B A BEE L 1, v LR BRI RS ] o A ) %
77 F A, A5 ARy, PR 255 | Pk IR bk I RS\ bk R I | R AR | W L W RR S L DA A DY A
M R R R ML R R IR 2\ [R5

[0107]  “ZRfeE” FRULAI B AR & Ik I 7 A2 b — AN SR 10 BE, P RS — AR R

9
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TG FeptEEP S H -1 M (IR 7)), IR EH 2-10 MR 7. AREeEn LR E
e B AR EUR U .

[o108]  “TFEL” R fe RN EE A . ARIERI DTS 6-10 MR IE T

[0100]  “FAfeE” & B BOR BT, M AT B AN AR R MO EE T, L35 A B IR 540/ s— A
BRENTRIR S o ZFAA] LU SBER IR, TR BRI R R . IR 3-9 MR, ik
HA-TNET, ZHEH T-1T MR IRESA T-13 MR T

[o110]  “Zy2 bnlgesz b 72 e (D (1D 8 A1) A& AA T EFER e .
ST AR — Bt A (anzd s ) TERUBHES - 3h o A ANV 2 XA ) #h o FEARAT IR 1t 2
B Candt ) BB RS 7 2, BUREAR TR (a2t ) RIS 7. X
UEEEH VE 2 R AR O, QPR B 1 SR AR B (CAnB AR ) A < (CanBepngs )
FIER LA LR (Al dh ) o IR 2L SR BOR N 5 3N, BAZRI RO N D3 A )46 4K ek
SN IR BERATAT £ o AN, BAGRECAR N D PTIR YRS AR BT VAR M 5 2 R S U A 2 i
& MEh e IXLE RN E MU R R AR N AT A .

[0111]  “VEFHIEY) v i (ana ikl N #0050 ) Agssn) (k) AE8EMiie?. 2
L J.Honig 2%, The Van Nostrand Chemist’ s Dictionary, p. 650(1953) ., A% 8% H |
2y E AT RS2 R AR AN TP TR Bl N R0 B A A M R AE s ) (Bl K 28 &
2N, N- AR PR A EE VM L B A2 SR AR N B i AR ) B2 2 1 V) )
[0112]  ARSCHT I “Ot 7 S A A7 R AR AR BRAR” T e A7 5508 LT AR A&
WSO ERIRT AV A A RERIALAR R ARRIE . BRAE S AR, A KL &1L
o A4 BEE I A R BRI SL AL S IR TR -G, T B IR G WA & BEAR G 1 73 1 i T A R
IRARFINS IR AR, DL R FE ARG 1 i A AL S SR e R 20, RIS 8T 10%, 11
AL T 5%, Rl K T 2%, BARIBIE T 1% K H B Rk« AR LIRS & PpoL ik
R X B T AR W A

[0113] = (1) (1) 8% (I11) SRR Gt m] LA e 4k Or 4 18 X BT A i T L4745
X AETE A A SIRE AR N AT 52 S 2 WL, BN T AR R S A .

[0114]  fon PR i EUAREE B Sk n] 4 — ek 2 DM HUREE IR . X i B A 45 £
C. Hansch F1 A. Leo, Substituent Constants for Correlation Analysis in Chemistry
and Biology (1979) "haI H S LEHUARTE . ARIERHUAREEELHE, B ane s, Mt bedel it 72
5, SR BN, 2, AR E (s TSR ), B, w0, AL, IRAE R Ik (it L5
) Wk, O R, MRk, RO AR, R IRE I (WIURIE R, MK, b SRR SR ), MR, Bk
[0115] kA &M & 7%, [N B B R B AR

[o116] A& (1) Mkl 72T -

[0117]  DUGSZ IR N IR, AHER AR MR AL R PP, il 1 =0 T4 S 1B R A N I
PR TR 2L AR N S N AR 2 B AR G4 5 8 DUAH R R AR S R, AR 22 =00 U R
SRR, fF 506 J AR RR B T R4 &, 1 5 oRs R i AR Y S AR 2 H AR &)

[0118] B

[0119]

10
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il (i (b) v (©) [
O C
I 5 o o H H
Ri O
(d) H
: HO/NW]/'\N)]\N/RQ ‘
o H H 1Y
R, O
R4 O H 1 |
d) N MR
e M o MoRr, @y T(L Rz
R,—NH, / RQ\NAO — - ” H 2 HO 1 m ”

[0120] L& (11) KIHI& TEMT -

[0121] DGR 2 S5m0 Jrokl, AHR R R AL IRy R 3k, il =Dl AT 4 &, B X — 2k
LA IR BRIDG A 2 SE IR, SR 5 1 75 B M et P OR3P i Jd e, P PP R 0 i A N S N 1 31 H
LAY

[0122] G ENERER :

[0123]
Ri O R{¢
R4
R4 R1 o) )L 0
b o) (9) ~ \H/L\ ~
2 M o o) o
o) (@]
Ry O R{
H H
(d) NN J\ N
== o NN OH =
o) o) =
2 7
Ry R & R NG
/[ h) J\ O Ji\j (b) /k (0] NN —
OH Ny PN P AN
HNT T T HNT T — > 0N
0 O o}
Ry O R 0 Ry
R1 (o] R1 = 1 ‘ 1
o - o. - \ G) /O\H)\N,)L\N/K[T OH (d) HO/N\TKKN)J\N)\ _OH
~y NN H H H
H H 0 o

[0124] A& (I1D) KIHI#& 50 R -

[0125]  DIFREEREERZIR A R AN Gk 22 el B T S RIE IR 2 5, B 5 B By e 4 5
Jii 25 0T AL, I I =0 AT i BB R AT R B, AR5 I 2 R R, B R A Y
Tt SR TR AT 4 7, sl B A R s B R 2, 15 3 H AR 54 .

[0126] & REEREE :

[0127]

11
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NS N W ~” "\\//\\f e
. . o
© HO S0 © HO S0
~ BN
e (b)
H H @, | H . e,
I V/j o N /\/\TNTO%/ \éJ\/o\H N__~_~_NH, HCI
o A
. O AR
o] X X0 X (0]
H 0
[\ /J\ O\7 ‘/ No_ o N=r
© X 0
o R 0 Ry R
R4 1 i 1 1 (©) I
N (m) ) A o L, A kB e
N A B TN T g
o) o ©
P Ry N o
| H 0 L . ¥ Hoo
L\;?“\V/O\H/N\v/“\v/“\ N=sT HCIHZN/L\U/X o L~ \V/O\ﬂ/N\V/A\w/p\T/N\F/N\”/ﬂ\X
o] A 0 o <. O Ry
X 0 X (@]
o) 0
(a) H H Q] H H oo
e H,NL o~ N N s N~ o~ NN
g Y X Y j E E{/ X
. N
x/ \\\O O R1 Xf \O 1

[0128] IR R,\R,"\Ro X\ Y 40 Bkl = (1) (T1) 8¢ (ITD) Rk EaTE X s
[0120] bk e B 20 AP AR A e B 84t < () SBREL, To/K I, [Rlvit, (b) =%/, 1t A
IRBR ARG, —E P 5E,0°C, (o) WFTH A &R Bl IG, = 4%, — &Pk, (d) Rl
B, KL, 25°C, (e) =6, 2K, By, () wprH b b S Pha S P g kiR, =
N, —A R B, (@) WHTHA Bl &Fhz 51 iR 5h iR 3, — 2, S He, (h) XK
TR, 28 FEE, 90°C, (1) WAl Bk & Fhad LR TG bR 2h, — 2%, — & ke, () 4
/W, A K FREE, 30°C, (k) Wi A Bk Rl R G ER R h, — &g, — S,
(1) HIE&FRIR 1mol /L ZEALE, FEE, 25°C sl RN R, oK FEE, 25°C, (m)
(Boc) ,0, S B K, VIS, =i, (n) T LR 2 FhEE Wy okfi%, EDCT, HOBt,
TR, =i, (0)HCl 4R SBEVBANESE, i, (p) = O, ZA TR il (9 28/ ik,
AU AKHEE, 30°C, (r) 4nfit 1A s - Bh B2 B X A 1 B S B R T
[0130]  BrilAb & Wi HL A B AR 20 BRAE S5 ook i LA VE 4 36
[0131] ARSI FAR N T2 AT DX FIR 2 R EAT AR 5l L3 e, AT TRT 98 A Siek i 2 A< %
T E B IR B S, Uik £ S N, W R A B, ] DAIE ik A FH 25 i B0 R4 22 DLIEE Sl
PR A T B R RO IX 28 F AR 37 v ] 23 DL T. Greene, Protecting Groups
in OrganicSynthesis.
[0132]  @4K, bR & M S ARIERE A pl, 18I b IR B i m] ) 25 15 B G 2E i R 28
12
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IR o U Jsok) 25 M ZE R o O e i (DAY ) o ARGUBECR A i m] 77 (8
HUAT I 2 IR T S RAT A= 0 1 & Ao At S ) A, I ] 2 e L) 43 B T B aliAk, T R
ST RIS .

[0133] S fikEE N 0S53R T Lejezak, B 2% . Biochemistry, 1989, 28, 3549 /1,
JEEA) L o2l —p— A FE R L4 2K N A, ™ A= 7E 405nm A WO p— A28 25 1, IF B
p— A3 2R U P S S PE R D RAEAR G . TN 405nm Ab IR U RE B 2 p— A3 R
F2 15 i DA TR FR o U % 5 082 S et 00 o 500 X0 I v e P AR B R R o

[o134] @ (D) (I1) 8¢ (IT1) MWISRIRAL A DA SN FIEHR S0 R B IR A4 9 — Fb
WRZE IR UK N FP 5] AR BH IR EEFEIRAE 25 7] b 5 ZUIKEE N 1803 P A7 s AH S B,
ARSI BoR T 8w RS T

[0135] % L TiT A ZUk g N IR 5 4838 w) , 24 kARl K T390 97 B s, JF BT LA
VEA e P o AR B E AR A IREE R IR 2RI N S0 A o 754 77 55
BT 5 2 IR N WS P RIS OGRS i I 25 A ) RE N P A s IRRIE
FR, ik 1) 5 20 IRl N V5 P S 2R I8 IAH OC I FLBN 0 5 B 6 < R0E, e, 2 R Rk
iE Pl 20 2R3 7 B 2RIz TR AE , A T » R 1A B A AR A 1 L5

[0136] S HAKNILEDR WA EY) -

[0137] AU BHIRIES 7 i AT LA 8 T KB B 3h TR A7 o ARSUEE AN R i 240
YR 2% Bl B2 Wk S HL 48 ik . 2ysn BT sz B LR I e B 1
ALFERXHFE A SR 5 LB DR i 2

[0138] AR Y R TE K GBS FIEGY ARG 72 OISV 5K —
ST IN T T B 7K ) BRAE VS VR T 5 6018 A HL TR i I8 T OS5 E i 5 s
[0139]  AREHAS HARTT EA KL GWIN 25, Fl—Fhei 2 Phah2E b n] 52 20 7R
/ B TE RN I A G BB FE W ERIK, b 3K, Ai%RE, 7K, Hl, SEEEN g4
Yy, FOCHE AR IR . Wi R TR, %A A Y T DR S N B VR R BCEL AL T, 5) pH 2%
MR AW LR, BRI LA, B, U, IR, R R B K . A E
YT LU AR R (RGN a8 o o =2 H e ARG ek R o TR ] DAL FE AR A an 2
V)it R H R BRI, LB, e, R IR IR, MRS A, T 4 2 P IR B 55 5% o LR 2 150117 7
BC ] LA VIR A S ik R 48 SO R A O3 - 76 5 — @A, i 20 A4 m] CARC il Rl 2 K i
Fi o

[o140] A HI 254z R mT LAY, 491 2a , [ 4 B2 A2

[0141] LAY [ RS R B FE FURE, A B K, RERE, VA, BEIR, B lle, RBS Bl AR i, A AR
RRk, A TR TR S5 o [ MR8 R m] LA HE — sl 22 Mrm] BRI AR D G5 70, W 371, S50, &
TE0), XL, B, He 4 Bhan), A& s 0 — R A i s el Lo i R, 70k
AR AT, B ARG 4R R [ AR, & SRS 40 iR R Y TR G o AR R R iE A 5 R
A B A T B A DLAE R L RS, CLRR EE TR /N R 46 o K AR R
HERZ 9% G . A B RS RE, ) n, BEERES , REARIREE, VoA, B, FLBE, Bl
K, VERD, BRI, AT Y zs, ILET Y32, R AL AT 4 =9 3h, B8 S Jantl s Ao Il Jo I, ALK 25 i el AR
B AR o

[0142]  SLAYFVE RSB AR IR, 6 A, BIOWa, K, 5855 o WA Z A T &V, &

13




CN 101817769 B OB B 11/20 B

TR FLAN), BER, BT B A S Y. 5 TR P LIS A Bl i T 2577 RS2 AR
AR K, AT, —F KRG ey B2 28 105 o AR BAR T LA 5 HoAh,
EERCHIEZE Y/ bl U B RS | S IR & il X3 | I i | A | s | I S o e |
BE A FEI 50, AR e BB IE s — . T IR E S5 25 AR B )5 18 R 45
FALFEIK (o ML 25t [R] B3 s ), B an£F e = A1 A2, 01k 2 AR 4T e 2 i b i
W), B CELEE— UL 2 ool , 90 a0 £ 1) FeAIART A=, Fm 2 () 2 iAs 1 i A
e ) o Tl B AN 25 ARIE TT LA M IR W R SRR A1 RN 25 N O e h e TR
WA T E A A 25 E R RS A5« T IR 4G P RS AT LU s Ak
B HAth 252 ERT 32 IHERE] o T B TR BRI AR 25 2 A mT LR =R, 491, 7 ik
P WL S IR DY BIRE v B o 3 S8 IS T B R A N BB N A 30 BRI K N EVE . 1%
G Wi v] UL LV A B T AR AL S R 2 T IRgE 24

[0143] AR BT 1] DLALEE AR A0k 0 0 (1 1) (R RE R A4 ), 0 Al G 1% H vl 8 B —fuf i
B H s, e n] B RET, LA YR, RN R R YR, 7 T IR P BESS%. sl H T 1
AR, 23 1A PHOSALPG-50 (phospholipid 5 1, 2— A 44, A. Nattermann & Cie. GmbH) &
[10. 01 % 3 80 FH T~ HLAth AL A4 ) AT 4252 16y 1500 R B i), mT LAIE Y. T4 % B 25 il Ak
EHIRIEC .

[0144] 25T AR A PN AT AT H & NS FER 25T 2. an FATH [ A28 44, il 57 w]
LAY v 311) R TBON A 2 5 0 (R AR /N 245 AL 2 BB ol B T X T PR i AR AR K
FRE B4l (HR AR IE NZ 25mg BIZ) 1. 0go AN SAS I ARZR AR, HI5RIRT LU BER , FLA, K
IR , 71 22 LB/ AR /K BV AR 87 VR BRI B SRSV BB TR Vo

[0145] 24 T 3RAGACE HIZK A PR B0 8L, W] LRAL S P el 245 ]2 i 36w T plek
TN K . I RAFA B, AP S Tl M E R sl eI g 6. X
FER) A I8 LR 491 1~ 46, (HR AR PR T W B2 LA 0-60 %6 S AR FR K S, T — 1%,
LT 300, R W ALER T 80, HyH, ZEA L 0a IR I R I » I U e s H voh 7 T 0 R i 4 55
[0146] 25 FIRECAR G2 CLANI I HLnT LA AL -A 0 sl Ath 25 w500 16 25 24, 3K S8 310 51)
B R ), B 3, T VRS B IR TR P I B, ok, TR B, S5 . I NI VAR EE A
S BT B2 Iy B2 95 LD 5 JIBERSE PR TR 5 350 U PN TR B2 T RS 5 5 P R I R 5 s S 7 1 5 FIRL S 1)
FOCEFER) ORIEE. AW DOB s T 7 8 1 scE e idE Y @t gs 24, il
T AN BRI, BT E R BRI S i (1, DR, B ARG, 55 ) IRk
SOE AP SCER UL R ] DL A AR s R — A gy 2. T e B BUR G Y. T
S SCUE BRI A TT BRI B, U I 20 253848 00 TR, Shghy 25 8RS0 I 2557 3R e
[0147] AR EA W EREKX (D T 86 (1) WALEPRB IR TR 5%
HEAR VL UE R0 o RIICRI L S HE R SRS 2ok ) 2 N T HU R UM 294wt fT
KA, FLEE R FH R AR BAE R AR R BE IR L S AR IR IR T A e 2 ABL T IR Iy &6 ), (EL AR F 5 X
ANFTRARI 2 IR 5T, — 77 10 FEAR BT A B P AR 1, W] DR G RO B ) 3% 1 ook
T B g v 1 5 (R IR B m 0 BB AL R I R PE R RE 5 73 41, RIK SRR A7 AEE 51
I ZE AN Dy IR A, AR e PERIR T FE AR B T AR i, HAL SR E I TR .
[o148]  HLAKIM &, AR I LG A 4l B 2 JE 1R 0 Jrok), T e 3 M IR 4P B2, 2 BUAR 4
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B ORI S50 SR B OCBE P TR AR, H B30 T M AL 5 ) S i S AR SR AT A B AR
WA M.

[0140] A M BEVHG B — R BAT A G5 A RERZ I 2 IR N 350, PR SMRae R B
A0 M B TR AR PRI H A 2 AR S ST 1 » A7 B RO — SR AR A R 2R B I 1L 2500 o

BIRLHEA

[0150] "IN THI 45 & S Ao X A A B A — 20 I U B (BN R F It

[o151]  sEjtfsl] 1. AR EY (1D 16K

[0152] 1. DL (2S)-2- A ZE —2- (3- FREEMKIE ) -N- B LR (3b) MHi -

[0153] 1) FEFHEE (1) K&

[0154] % 1. 16g "R T 20mL ARG B E S T 2. 22g =S R
80mL, # 1% [ MR IFI AL 4 /NI i, 26 S, 1R BB iR ) R A R R (D, iR —
Lk, TEEH T T —5.

[0155]  2)2-(3- FFERE ) -2- RNEL LT (2) 1kl &

[0156] vkt P FERFHIREE (1) WA TN SH 2.51g L- 402 FRE
A 2. 12g = LR A P HEE W, W 58 5 K% R N AE R R Bk, L S, 22T
SR, BRI T LR TR, H N ShER A Ehk v, FIWRREE T A VM. 1536
WY 2- (3- FEMRIE ) -2- RNE LB TR (), LHFd— Pk, W EEH T,
[0157]  3)NH,0K ¢l 4%

[0158]  140mL KOH f¥) ¥ A e /K FR S v N 1) 240mL 756 46. 7g (670mmol) FhERFIZ 1)
IR PRV, 8 ) PR T 40°C, i N oe B, YA 1R NI IR A KCL PUE , BT uE i
HLRAT 25 H o

[0159]  4) (25)-2— A2k —2- (3— "RENREE ) -N- BB LWkfL (3b) Il &

[0160] K 2- (3-FEERIEL ) 2- RN LI FHE (2) ho Bk 30mL F2 el B sl o, =
WPEFE, TLC MINUERE o M58 B Yk 75 B TR, BRI T IN ER 1R, 11T pH 24 1-2, A
LR SRR, A A B EKBEA VAR, T SRR (2S)-2- RN -2-(3-F
FEMREL ) -N- 2 LB (3b) AR A EEE A EN AR CAME . ZR4BE=2 1 1D,
BRIAERE A (2S)-2- FRE -2- (3 TR ) -N- BREOTENZ (3b) 2. 47g, B 77K 68% .
mp = 180-183 °C. ESI-MS m/z :265. 3[M+H] . 1H-NMR (300MHz, DMSO~d6) : & 10. 61 (s,
1H), 68.80(s,1H), 67.33-7.19(m,5H), 66.50(t,1H, J = 6.0Hz), 66.16(d, H, ] =
9.3Hz), 64.20(d,2H,] = 6.0Hz) , 6 3.87(dd, 1H, ] = 7. 2Hz,9. 3Hz) , 6 1. 85~1. 74 (m, 1H),
6 0. 85 (d,6H, 6. 9Hz) »

[o161]  SEjfifh] 2. ARRANEY) (111 KIE K

[0162]  LL (2S) -6- FAEIE —2- (3- FEIRAEFE - RE) CRFEE (1h) RH# -

[0163]  1)N6— WA BRIE —L- Hiz R FlsEh e & (3) 1%

[0164] ¥ 2. 35g ZWRE VKB 2218 i b A\ 50mL T 7K BB, 3% b0 58 B8 J5 S IR 08k 2B/
INF, SRJE R 2. 80g N6— A et —L— Wiz R — UM\, a4 S NVR-S 9 215 n 4 22 (BT,
L /NES i, 25T PR, 7531 (1 66 8 R4k & 4 N6— Rt —L- s R T s sh e & (3) , Bt
—paitk, TEEA T — 2 R M.

15
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[0165]  2) N6— FAFRIE —L- iz P s —1- =W IRER (1) 1IHl#

[o166]  FiRDIR 1) 13211 N6— FAURIAE —L- Bzl i FRE R ER R (3) M\ 40mL MRk
PR SUBTAT VAT 40mL SR B, DKW N IA BRI — NN 1. 00g =6 UK I 24
15min, 73, K2 H Z & PRI =K, G A NUE, T BTS20 S N6- R4
Bedk —L- AR TS -1- FHRES (4), R4, MEEH T PR M.

[0167]  3) HAMRFERIRIRE: (5) MHl&

[0168] ¥ 2. 35g LWEE VKB 2518 i hn A\ 50mL JE 7K B S, % 0 56 Be Ja S IR 40 1 2B A /)
I, SR 5K 0. Tog H &R — RN, 5 R NV IR -G e IR R, 1 /e, 28+ F
B, SR A EE AL S HE R PR R L G), BH#E— Sk, v B T 5 kM.
[0169]  4) (2S)-6- “FAFRIE —2- (3- AR T - IR ) SR FER (1h) 1IHI%

[0170]  bRDER 3) PRI H AR PR 6G) 5 1. 01g = CHhiFET 20mL — & F
FEr, UK R N 10mLN6— “FA A —L- iR s —1- FERls (D) M &P,
Inseke G BB — A/, 28T A, BRIV T O GG IN [ Eh R A R £ £
KBS ARG TEAA VA . 22T FGR R EMRY) (2S)-6- R —2- (3- FHEE
A -IRE) OIS (Lth) LW, AR ST & CRmbE @ 2BRalE=1 © 1), 33 aakE
(28) —6- FEIRIE —2- (3- FMAFRIEFIE - IRFEE ) R B (1h) 1. 48g, K= 39% . EST-NS
m/z :410. 2[M+H] s 1H-NMR (600MHz, CDC1,) : 6 7. 36-7. 26 (m,5H), 5. 13-5. 04 (m, 3H),
6 4. 48-4. 44 (m, 2H) , 6 3.73(s,3H), 63.71(s,3H), 83.21-3.17(m, 2H), & 1.81-1. 35 (m,
6H) .

[0171]  SEjifs) 3 AR BAY (I1) K6 K

[0172] DL 2-[3-(1- FRdh 2 A RO —2- 0% - 438 ) — IR 13- R IE N IR L Wil (4g)
M

[0173] 1) KNZIRF AR IR 2L (6) &

[0174] ¥ 4. 24g ZFREVKIE T 218 0 100mL TE7K FEE, 6 00 56 He Ja S iR Bt/
I, SR J5 K 2. 98g RN &R — RN, T Ji o IR VR S A2 InAAE R, 1 /i ), 28T
i, A3 A EE A SR EIRF R IR EL (6), EFRiE— D4, MEEA TP K
[0175]  2) RNZR TS -1- RRRES (7) 16+

[0176]  LiRPER 1) 13BN 2R F R IR AL (6) 1. 90g i 40mL YAk FREVE %
AT 40mL — SR FE A, VK T AP — O 1. 00g =60 0K I Z445 H 15min, 739,
KIZH & PR =R, BIFANE, T, ZTHEFIE R SR N 2R F s -1- 75
BRls (7), ERedift, W HEH T~ — 0 RV,

[0177]  3)2-[3-1-( &R —2- K& - 458 ) - IRE 13- XENR TR 8) Mkl
[o178]  FIRZBER 1) PRI RN AR PR ERRR L (6) 1. 90g 5 1. 01g = LJi&di T 20mL
TEFRE, UK IR N IR S -1- R EEREE (1) WA PR, W e E
IR — AN, 2T R TR, RV T AR OWR A AN [ 25 B A A A R K e 5%, AR
Ja A NAH. 2T %R G5 200 ARy 2-[3-1-( AR 2- R - 25 ) - IR
55 1-3- RN FEE (8) MW, LR baifk, v EEM T T R M.

[0179]  4)2-[3-(1- FRIEAFE WL —2- K5 - 43) - IREE 13- R E N BLZ (19)
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CN 101817769 B OB B 14/20 T

) i) 2%

[0180] ¥ 2-[3-1-( AR Bk —2- L - R ) - IRFE 1-3- RENR FEE ) A L
A 30mL FEHEE A RSV R, IR R, TLC MINERE o ORS8RI Ul s 25 R B, TRV
T INERER, A7 pH oA 1-2, Fr Hh LA U0, W UTE UL SR Sk, L8 T 153074
2-[3-(1- B P —2- k3 - 43 ) - IRFE ] -3- RENRREBZ (4g) A G
£ 1. 89g, M=% 54% . ESI-MS m/z :386. 2[M+H] . 1H-NMR (300MHz,DMS0O-d6) : & 10. 71 (s,
1H), 610.56 (s, 1H), §8.93(s,1H), 68.81(s,1H), 8§ 7.32-7.07 (m, 10H), & 6. 38-6. 35 (m,
oH), &4.05-4. 18 (m, 2H), & 2.84-2.51 (m,4H).

[o181]  SEjitifs] 4 HARLA VDRI ZUKES N g e (In vitro)

[o182] AL JR I A AN P IR S DL CN 1974554 BRIV i 258 ik <6 & 2 1 B 97 1l 571 A
SNV H, g S R WA 1

[0183] 3R 1. MRANMEFIRL 45 R
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i e [Caoli:M)
APN ]
la HO™ Y\N /R >100
2a HO~ j{t /R >100
o
H QO
3a o N >100
H H
- o
4 H )OL 10
a >100
Ho”N N NJV
o H H )
[0184] 5a o i | >100
HO™ N NN
H H
0
&
6a \H j\ | >100
HO™ \H/kN NJV
L OHOH
S/
7a H Q K ~100
o N N
L B O
a
HN o@
8a >100
¢ L1
HO”N N NJV
o H H




CN 101817769 B 16/20 1T
(@]
H
1b Ho*Nm””)LH 33.02
o}
o)
H
N ~ /LL Pl
2b HO” TKLN N = 22.95
I
o)
H
3b Ho N NJ\N/\ A 18.14
H H t/
[
H o)
4b o N A 0.8868
J H H \/
.
H
5b N I o~ 4.104
HO~ j( N~ "N AN
H H
O
[0185] 78\
6b v [ 9 5.789
N ~ )J\ e
HO™ NN X
TN
—
S/
/ 0
7b ¥ f)i N 3.77
HO™ N \N/\T\W
@] H H {\/
Ji
H'Tl \O/” ‘\
8b ( 18.90
P
HO~ N N
5 H H J
l H o ]
‘ lc N J\ PN 49.97
HO ﬂAN N -
6 H H
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2c

3¢

4c

[0186]

2d

Cbz\/\/\/f J\/\/OH
Il

H o)

HO._O
LA
CbZ | SN T/OH
H H §

H
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CN 101817769 B W BB B 18/20 1
HO O O ~. -~ i
N N J’J\
3d CbZ\N, ~ N N, \N, OH >100
H HOoH
HO._O J\
4d N 8.795
CbZ\N/\/ N/H\N/‘(((OH
H HoH 4
HO.__O
5d CbZ\N/‘\/\ \NJJ\N/J\(OH >100
H H H
0 |
HO._O \VJ
6d >100
Cbz /J\ OH 10
N NN
H H H
\
7d CbZ\ /A\/\\ SN OH >100
N N~ N
[0187] | N NN
| i
Ho "0 o H
le ~ ~ N 39.25
H HoH
N o
e - NE 4277
S0z N N NJ\f “OH
H H H
N o
HO" o o o H
3 S e . e -~ NAa
© N T WN\OH
H HoH
N0
HO ¢~ O v
4e 7.152
CbZ\N/\/ N N/\H/N\OH
H HoH o J
r ]
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N o
Se " )OL H >100
cbz- N~ N N-oH
H H o H

o
N o
6e X HO i H 20.35
C Z\N H N \OH
H 0
N0
ST R
Te o 19.67
ez~ NN N-oH
H H oW

_0._0
N N N
H H HT

[0188]

0.0
2h chz-. MINJLNJ\H/O\ >100
H

_0._0
3h cbz\N&N/U\N\J:(O\ >100
H H H ’O

4h >100
cbz. NE N )k N O
H H H 4

0.0
5h CbZ\NWV\/[N/U\Nﬁ/ﬁ?)\ >100
H H H o
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>
cbz\N NJ\N 0N
H H H §
[0189]
7h cbz\N N)LN O >100
H H H |
5y K3 W] 8.651

[0190] °NA = not available
[0191]  FEIMREIEEI, /LS4 4b.5b.6b.Tb 4c.6c Ad.de ST KR N K F0H] 5 M4
PLF FHMEEXT 2 o3 w), B BRI IT R AT 5.
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