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Lo —#ansX 11T s 55 BURBRAT A 5
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Forb, prig s 11t ET%E‘J%@%EE@TE%%RR’

2w
R

x* Q . = i ' EZX eﬁ e ;

Bk i) X Y 5 B A7 1 8 5 B ECR BRI &G, BTk R HACA ) €, ~ G et
A TR RVRLV RV R RVRSVRIGVRALRY AR & BT B & B €, ~ G BEdt.

2. WIRCRIESK 1 prid i anal 11T Bros IS IR RAT AE 4, HORREAE T A BTk i X
Y 5 EARST R BRI U, “ Frad B R €, ~ Co HEEEBUR TP C, ~ C Bt R €, ~
Cy B2t 5

/80 R RV RV RV R RVR RV R R AR &% BN A C, ~ Cq BrdEIt, A
BRI C, ~ Cg Bide A C, ~ C; btk

3. BRI ELR 1B 2 Prd i ansX TTT P 55 3R RAT AL P il 25 J7 7% R fiE
T, AL N PR AR AT, 20°C~ 200°C RV T, Han= 1 Frsi &)
5 R SR AT R RN, A= TTT B 55 SR BRAT B4, BT
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o

L O TR £ 2 —

wa

X \ ﬁ | . | R10 “ 57 X & . ;
Horp, BT i XA Y [FEBCHIEESR 18k 2 BTk BT A R GRE R RARP GRS RTRP (R AT R [A]

BUORIELR 182 i s i i — 3 22358570 8 an =X 1T P 9466499 C1LCF,C0,Na BrCF,CO.K |
TMSCF,~ TMSCF,C1 . TMSCF,Br 8§ HCF,C1 ;

(Rl’Rz'l?ﬁ')f)LCFZCJO2
1

P IR R R BRI TMSCE,  TMSCF,CL B TMSCE,Br I, B A M4k S B A It s
SR, BT 51 &R M, BRI M 848 At 48 AL 8V B 7 IR X K&

4 PTIA I 3 2= R HCF,CL N, Bl B R A S5 I mh ads s et i ik £ el A2 A AL
i/ BEHLE 5

PRk =X 1T BRIk A4 i RYVRY R R 4% AT BURBCR BRI €, ~ Cy
Bk HARECR IR C; ~ Cop FREEEE IARBUR BRI C, ~ Gy 7 BB T 3k  HUAREIAR L
FRIHREE I RBER BRI €, ~ Cyo Beaa I U BRI C, ~ Cap 75805 BUARBEREUAR
(K] Cy ~ Cyo ek R L ARER AR €, ~ Cpp =I5 RERZHE s i AT B €, ~ Cy HE
FE\ Cy ~ Cpo FRBEIE L 0 3 FRIE R IE A IE (IR U SE IR IE A [ — Bl sl 2 Bl BT AR
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4. GIBCRERSR 3 BTk il 4% 77 v, JERREAE T, AT IR 09 MO B i, Bk ik 4
4 LivNa. K Rb 5% Cs ;4 ATk i) M Ayttt 4 @ i, ik s £ 42 )8 4 Mg, Ca. Sr 5% Ba ;

F /B P B 28 R YR B

1/ 8 BT IR 0976 HLAE A ML e 218 KIS nEL e 25 WIS MR A RN 2R IR 2R
MU B — s 2 F

R/ B, BT R TE MU A B 4 B S A B4 B T S8 A B4 B T e R AL B TR
BB R B B TR B PR B L Tk FR U B BR B T B — R E 2

A/ B8 LATIRIINE TT BT ib b i R L RY BT RS 8 [ ST A8 o BT 3 A B AR B¢
REARH €, ~ Cop BEFERT, PTIR FIEARBR BRI €, ~ Cyo FEFEHIY C, ~ Cy FEZEN €, ~
Co Btk s TR I A B €, ~ Cop J22E Cy ~ Cyp FRBEEE I3 GFRIE VREE (B (IE A
FZEFE P B —Fh a2 P ELAR

A/ 8 BATIRI N TT s i R RS RRY 8 [ ST A o BT 3 A B AR B
REURH C, ~ Cyp 77 BEIS, FT IR BB BIR BRI C, ~ Cyp A EEH ) C, ~ Cy J72E0 C, ~
Cio 773k IR VBN C, ~ Coo BEFECy ~ Cpp FRBEEE 30 IR R (I (LA
FZEFE P I —FhEl 2 P ELAR

M/ B FTRE R URY R RY =M

At/ w8k, Bk AR R A HUEFIN = 4 Bk 0 N, N- IR R N, N-
A3 R - N— A G —2— LM el . — RSP ARL, 1, 4— A NERL U SUMes L ke Cbe 2
ot~ 2 B 2R D) R R R R R AR T R R ) UK N R UOR VA AU A
Fot 2 TG K R P S R 7S PR I — i i — sl 2

F /B TR AR S, BT AR BT A ML R IR =X T PR Ak S A Ak
UL 501 ~ 20: 1, Jrp AR AT Ry =2 TF, T 507k o

F/ B P B EE AL R N AE TR A5 T AT

A/ 8, ik BB SR AETC KA / SRR A E R HEAT

/B PR AR S, TR =X T R A S 405 TR 1 5 R 9 R OR
tbhy (0.1 ~10) :1 ;

A/ B A B 98 R R R TMSCE, TMSCF,CL B TMSCF,Br It , i B BE AL s b
[ R BRSSPk 5 R IR EE R EE A (0.1 ~ 10) +1

/8, HPTR R R HCR,CL B, AT (s Ak Sz B A 1 48 B2 ) S5
AR EEREE S (0.1 ~ 50) :1

/B P R AL SR R R 90°C ~ 200°C .

5. WNIRCRELSR 4 BTl 1l 4 7 725, HRFEAE T, iR X 1T pros AL & 9 1)
RUGRY FIRY 4% AT R TR B SR B H) €, ~ Coo HE3EHT, HFTIR AT C B AR BT
[ C, ~ Cop FEFETH C, ~ Coo HEFEN C, ~ Co HEEEMS, TR C, ~ Co b N BB RE T
5T BN C, ~ Cop BEdE Cy ~ Cyp MIBEdE R FREE RAE VIR AE (BRI BN R
SEH e 2 T AR

MPTIR 1T BRI S Ph i RY RPN R & B R S7 1 0 B i B B AR BUAC
C; ~ Gy %%Eﬁ, H@TJ&E‘JHN&E&KEX&&E‘J C, ~ Gy %%EPE/‘J C, ~ Gy %%j‘j C, ~ Cy %%
I BRI ) Cy ~ Cyo 757 2 A AL s IR AR 3 32 L C,=Cyp Jtdik R TR A Hh 1) — Fh ik
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EZLV IR

6. WIBUMIER 3 ~ 5 HpAE— T (Kl 46 U5 v, FURFIEAE T, BT K 38R 535
s 1T Brs AL S, Brad i sl 1T B AL S Pl DU R 5 aiAs, JLRREL R D
FER A, B s IV B AL S5 Qs v B AL S AT itk S B, 2B en =X 1T B
L& 5

- +
X‘CFECOEI.\/{F + R'R*RP  — R'R*RYPCFECO,
v v 1l

Bk i R VRY A0 R FIBURIZESR 3.4 50 5 BTk

BT i) X! & R B —OTf . —0Ts B ~OMs ;

JIR 9 M RIBCRIELSK 3 85 4 ik .

7. WIRCRIEESR 6 il (i 2% 7525, FRRIEAE T, il i s h S B rp (B 700 4 KRN/ B0
WU PR ) 5 BTk B MU R 570 TR . S TR SR I BT I OBk KRk — 2
T T RRE AR L S VIR FRG WN, N- R R R N, N- TR SR N- R -2 itk
Wt I 7N RS IE = s — PRI AR BR T 1, 4- 5N IR PO SR « 8 C G 25 FR IR
G SRR = B — R 2

A/ 8 BT IR I R SON R E R —20 ~ 150°C

M/ B, BTk R R N R, BTk s TV R Btk S 5= V TR R4S i e
IREEN (0.1~ 10) : (0.8 ~1.2) ;

A/ B BRI R SONAE TR AT/ B SR A R HET

8. WIBCRIESR 3 ~ 5 HP AT — I T IR I i) 46 77325, SLRPEAE T, AT 1) 980 R B350k
WX T AL AET, BTk i 1T Bros A& 9 B DUR 7 vk lAS, JLERELL TP
FERETERE A, B2 VI TR IAL & s v BT AL & P HEAT ik OB, A6 R
XTI Fosiitb &4

XICF,CO.SIRYRRY) + (R'RPRYP +FM?  ——m -(R*‘R?’R?);cpg(:’og
Vi Y H

Forr, BER A RY VR R A5 E RO (o BUAR SR BRI €, ~ Cyp BE3E  HUARBAR B
Cy ~ Cop FRBEFE HUARBIAR IR €, ~ Cyp 5 FEBIN 5 FE AR SR B Y 25 AR AR L
R € ~ Gy BB EE BRI €, ~ Cap 77 585V BUREIR BUREYT €, ~ Gy ke fiz
BEHURBERERH €, ~ Cyy Z 53R s ITIREUAR A B C, ~ Cy BEFEL Cy ~ Cy FRBEE
2R R EE B RL IR R R I P R R ATEU TR RYLRYORI R AR
ISR 3.4 805 BTk s Tk i) X' [FIAURIEER 6 Bk s BTk i) M7 D i ik b 42 0 WAL 84
B

9. WIRURIESR 8 FTdk (25 J7i, HARRMEAE T, A ATl i W g i JE i, ik 1 ik 4 )
A LivNa. K. Rb 8 Cs s MBTR I M 486+ 48 i, BTk (€988 1= 42 J8 4 Mg Ca. Sr 5% Ba ;

F/ B Bl (R M PR A KN/ B U 5 il (178 BUAR P 79 [ R 22k 7
Tk
A/ 8 Frd s VI BRI S sl v FTR A S AT PN ZEAT 1 R SR
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R 20 ~ 150°C ;

/8 iR an = VI s 4k &4 =l v o AL &R P JEAT 1 ek s N
Frd =8 VI s (e & 4-5 wn s v BT A S BE R EE A (0.1~ 10) (0.8 ~1.2) ;

/8 Frid i tn =l VI s AL &4 40 v T B4 ST ENC 3EAT B R ER R A
JoKF / BUOCSRSA T HT .

10. BRI EESR 18k 2 PR it an X TTT P SR IR AT AR D AE BUMRT  Be 28 B I B
YRR BUB L DU A 440 5 T &

5/5 1




CN 105566435 A W BB 1/10 5

— ST EIRBRITE MR EH E7ENAIE

ARG
[0001] A B EARIIE be— PS5 SRR AT A4 SO 26 7 is Al a

BREA

[0002] FFIRMR (L4 Oleanolic acid), ¥R MIHREURIUER, B T L =itk
Y, TR MY, IR BERME TR R IERME Y E I T EHE ) A
RE& . FEURBREA 2R AWM, K H T8 7 B4 e Stk s B2, i HAT B R
PR Pt HIV, Pt R 3P (Chin. J. Org. Chem. 2013, 33, 46-65) » B FF ALK I F
A 2 A, ABLAEBURE RO T R T bR 5 0 T TR PR A S L T HLZG B A g ek
LB PRARIE . PRI, 7RI AR _E RN IR 32 PR o by T4 iR iR PR B0 R AT I8 O
M, BeE BN i, BTSN SR BT G R B LAY s 2 R
[0003]  gRLJ 7~ H1 T B A H OO B TR B AR R T AR AN SRV 2 ORe P B, AR AT
WAL VDRI R Bk B AL S 1 BT R S N T A AU AR 25 s, RIS R
WY 7 T oINRIR TR Re W KRR s 2y is it Bk 2 )L H4EE, 25995 11
Wil A FH AW B H IR 75 N Qiu, X. L. ;Yue, X. 5Qing,F.-L.In In Chiral
Drugs:Chemistry and Biological Action ;Lin, G. Q. ;You, Q. -D. ;Cheng, J. -F.Ed. ;John
Wiley&Sons, Inc. , Hoboken, New Jersey, 2011.pp 195) .

KIARE

[0004] AT W LAl R (KU B IR B 0 T 50 IR BOR 55 SUR BRAEUIR  HT K B I
BE DU 25 DU LSBT 27 44035 5 T s P59 25430 ) 24 oA 22 14 i) L, i 422 £k
T PSR BRAT A P % TRE R AT . AR I SR BR AT AR AEBTIR P22 B
IBE U R DU A SCHURT T A S 5 T RAT B I 25 0 i, H R BEE R 258l 15
P . AR FFBUR RAT B i 26 7 iR A T R o kA A

[0005] A HFEME T sk 11T Fros iS5 R IRATEY 5

[0006]
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[0008]  FLHf, PR 1) X R Y % H A7 18 k4 Bt BB BIOR HUAR 1 280, P adk 1 BA R
C, ~ Cg HEBEHUY ;

[0009]  FTREI R WRVRVRLRVRSVRVREVRY R R & A A7 S ER €, ~ G, Sl
[0010]  MATIRM X AT Y 25 B AL BRI RS, “ Bk EURC 8 €, ~ Co BeBEHUR
1) C, ~ Cq FEFEAIL C, ~ C, Hidks

[0011]  HFFRKI R R RV RN RVRV R RU RY R R & ALK €, ~ Cq el frik
1 C, ~ Cg BN C, ~ C, fidk.

[0012] AU BIEIRAE T — R TR = 11T Frs 5 U BT A W I 4 0702, Hoads
LB AR A HUAERIH, 20°C ~ 200°C R TR B s T Rk 595 —m ko=
RAFATEEAL SN, A =X 11T BRI R AT A4, BT

[0013]
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S\ . R10 g & \H
[o015]  Frad gy an=X 111 Fr s 55 R BR AT AW R R0
[oote]  JFLrb, Bk i) X A1 Y [FIRTRTIA

[0017]  FrRAI R R VRVRALRVRCR'VREL R R R [ R Tk
[o018]  JTak i — 9 I~ 2= 357 4 Wi = 1T Fros 4k &40« CLCF,CO,Na BrCF,CO,K\ TMSCF, .
TMSCF,C1 . TMSCF,Br 8%, HCF,C1 ;

[0019]
+ -
(R'RZR¥PCF,CO,
1
[0020] =T (9 8L B2 D TMSCE, « TMSCF,CL B TMSCF,Br B, BTk i Bis b Jse i Hh ik
ISR, BTk B 51 R HA MXT, BTk i M k48 i b4 AL Bl 7 TR i X o

B
[0021] P id i — g =R HCF,CL I, B idk B ME AL S B 3 s I, T ik B Al A2 A7
HUBEAT / ST LA 5

[0022]  Frik sl LT FroR A &b it RY R A0 R %5 A7 [ 5 BUAR BCR BRI €, ~
Cap HEHE IARBRIUR Cy ~ Cop IApEdE U BURBURH) €, ~ Cy 77 2B 77 25 AL
ARBACH RS BACBCR BT €, ~ Cyo HERRSE HURBURIU €, ~ Cyp 77 5835 BUAEL
RBACH) C, ~ Cyo ek gk IURBRBURHY C, ~ Cy 07 BRI s ik R HUA N 7 €, ~
Coo JEECy ~ Co FABEHE o 38 Ik VRFL (T E LA BRI R R i — b 2 b T ARG
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<O
[0023] =4 JT IR K X T Bt 78 B4 & W) Ry AN Hﬁﬁ,dzﬁliﬁﬁﬁu

R=%]
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__QCF;H

s A2 R 3 TTT s (R S SR IR AT AL me BE Y CVIE

[0024] TR AT M A Bl Je P, 3 3R < JA UG L1 Na K Rb 58 Cs 5 24 i () M b il £
@R, TR RS+ 4 8 3% Mg Ca. Sr 5 Ba. BT () 19 35 L6 960 SR A

[0025] B 9T ALARE PIE T8 ML IE A% L DR MAEAS L L B 218 L TG W18 L WERIRR S AU S i i R 55
BB B — P el 2 Bl DI B BUER A WL IE = S8R / BN, N- R INZE L. ik
MIZESRA DIBEALIE N, N- IR . ik AL ST A LR e L e PR kit  4— —
SELNERE R 2- FIJE —5— SHENbmE i —Fh a2 Al

[0026]  Firadk f) T AL Al A0 26 il <2 s 22 A 400 < s 1) S0 SR A 0D < Jes D e S8 AL L T IR
BRI B R B T IR B | T R SRR BR B 1) — Al el Mo BT (< s S A A
WEALART / B TR B e O R A A P S AL A SR AL R A A B
)b s Bl BT A Bk <z e XU e S A D DI 226 PP 0 I A A T T RS T Il o 1 —
Pl 2 A

[0027]  HPTARR I 1T FR AL S h i RY SR A0 R 5 19 AT 16 by BT (¥ U R B
QI €y ~ Cop BEZERT, BT FUIAREUOR BRI C; ~ Cy BEFETI C) ~ Co FEFEILLE C, ~ G
etk , EALIE ERESCCRE T2 5 AT BB € ~ Cop FE2E Cy ~ Cp BT R
N e N2 N NAE Yk i E A LT U AW

[0028]  MFTIRA LN 1T FTos A AHrh i R R H0 R & B AR BT i A QR R
QI € ~ Cyo J72ERT, IR HUACECRIURHT €, ~ Coo F7FET €, ~ Cy 75260 €, ~ Cyp J7
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55, BARIERIE IR I HUACA B C, ~ Cyo BEE. Cy ~ Cyo FRBEIE s 38 R I R IE I IE Wt
FEVEERRE P — A B R TR P ERBCR U €, ~ Gy 3T €, ~
Cao 77 FE A AR FEIT , BT IR HBRAR AL 11 25  Cy—Cog e 3  FEFE RN EE H (1) — Fh 3022 Bl BT HLAR
[0020]  BAEM, TR R R AR =F M,

[0030]  FTidk iy oA AL R W] i Ak BR A s A5 R FH 2% BB oA ML), A
WL TR FER LN, N- SRR N, N- B SR N A3 -2 nt g e
TR L, 4 ARSI DY AR L SOBE s TR SR AR TR TR R N R4

TR VEUR IR R O SRR VAR AU A e R R R R R R NS R R
e R E A

[0031] PR i BEAk i N, BTl (1) 96 A AL FIRL TR i an =X T R A & i AR
JRE LLE R 521 ~ 20: 1, HARBUERA Ry 2 T, T B e

[0032]  JIT iR I MEAL S AR IEFE DL R A5 A N34T o

[0033]  ATIRHIBRAL SN ALIEAETC KR/ BTE A 4R N T

[0034] ARSI SN, BTl (= T Frs B4 & 45 BTl 19— 3 R 2=l I B R L
ik (0.1~ 10) :1,

[0035] =Tk () 8L 250 Ol TMSCE,« TMSCF,CL B TMSCF,Br I, B i s 46 s A H 1)
TR =GRS BRI 5 R AN EE R LEALE (0.1 ~ 10) 1.

[0036]  ASSCH, FFIR K TMSCF, . TMSCF,C1 8% TMSCE,Br H [ T™MS /& — R JERESE,

[0037]  MPTIAIY 5K =4 HCR,CL B, Bk O EE AL S5 A 1 — 3R 2= 300 5 Bk 1)
Bl B R ARG (0. 1 ~ 50) 1,

[0038]  FITid HIBEAL S B R AR IE 90°C ~ 200°C .

[0039]  FTik HMRAL S5 A FRBEFE mT AR AR s b (300 5 SR 77325 (4 TLC\HPLC BY NMR)
AT IR, — LA =X T B s AL G4 1 SR A D S B 2% 5 T 38 40 8 A S5 7 114 i T 4% £
A KT 0.5 /NBF, HIE 3 /AT

[0040]  FTiR ABEAL S N AR G R, B0, I AT HE— 8 5 AL B3R . TR K 5 Ab 3
(1) 5 T FR 4 A ] Ry A ANk e 288 S 8 i b B IR 7 VR0 4 A, SRR Ry 9 PR IR AR AR A
JEHT o

[0041]  MPTAR I —8 R EAFA 0 11 o LA Y0nT, BAEm, Brid X 11 Fros i
AP LUR a1, AR LU PR AEEEH R sl IV R e &5 sV iR
AL B BT R RS, A =X 1T s AL &4

[0042]

>s:1cth(i:,()zr\/;l+ + RIRFRH)P —— (RIA'KQ'R»*‘);Gcmoz
v v 1
[0043]  FTiRKY R' R AR [RIRGHTIA
[0044] PTG X' A& L, -OTf, ~0Ts B —OMs ;
[0045]  FTIRM M B4 48 AL SE S 1. IR IAR S B AT Li Na. K. Rb 5%
Cso FTAHIHE 5 @ LTk Mg Ca. Sr 5l Ba.
[0046]  FTId ¥ 1 & 5 B FHY FR 0] ] Dy A AU ke i S 2 e R I L #2571, I 7k /
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A AR S, Bl B MU PR R A O T S T B T IS Sl — R
Bk, — 2 P A R O RGN, N- PR PR E N, N- g 2R N-
F —2— ML BT S IR — e IR IR TR 1, 4 ZEONER DU SRR LR &
i 2R R s A e = b i — R e 2 F .

[0047]  JiTak 1 i 3k S Y ) FE AL 2k —20 ~ 150°C, Bk -10 ~ 120°C, Lk 10 ~
100°C.

[0048]  FTIR IR ER R i, Bk =X 1V s b 54905 a0 = V Bros 46 & 40 1 B 7R L
ikl (0.1 ~10) :(0.8 ~1.2),

[0049]  PITIR IR ER S NARIEAE LKA / B S 46F F HET .

[0050]  Jfrads () ek S W2 FRT IR R T AR FH AR s mp 1 IR 7% (i TLCLHPLC B NMR)
AT IR, — LA =XV PR B4 B SR A RO 26 A, P 1R TR A e R R T R
A KT 0.5 /M.

[0051]  FTiRF R ER S N AE S5 A i, Bttt I ml HE— 5 A0 & 5 AL B R . BTl ) J AL B
[R5 R0 S5 A AT A AR ST 2 s Y. J Ak BRI T AN 44

[0052]  HFTIA R g R EEHIA 1T Bros i Aba vt B, Brid i an =X 1T Fros i
AW LT 77015, AR LU N B IR AR A, K an = VI Frs e &4 =l v
PRI SR PN HEAT R SN, AR R =X 1T IR iIAL &4

[0053]

I 2 Fr 9 L o3 A 2. b 1] + -
X'CF,CO,8HRYRVR®Y  + (RIRZRY)P +FM? —— (R'R¥RY)PCE,CO,

VI Y% I
[0054] v, iy R L R® ORI R 4% [ ST (0 g BUR BUR BRI €, ~ Cp HE2E BUIRBR
AR C5 ~ Cop 25 HURRBRAR HUARIRS €, ~ Cy 7 25 BU% 7 2 B BCR HUAR P 9 25 L L
RECREUCHY C, ~ Cy HERTEBUREREUCHY C, ~ Cy 7758 ZE BUR SR BN C, ~ Cy
BB IESEE IR BRI €, ~ Gy 5 FEMEIE sHTIR U A HE C, ~ Cop KEFE.C; ~ Cyp
RBEdE | o 3 IR RIS AR L L RS IE h  — Rh s BT BRI R LR
R® [FIRGHTIR sHTd i X' ARG ATIE 5
[0055]  FTiREI W tids e il -4 8 . Al BB 7. AT M 0B84 i, BT A
L@k Li Nay K. Rb B Cso MPTIRI W g 142 @ i, Arid 1A+ 4 )8 Lk Mg Ca. Sr
g% Ba,
[0056]  Jrads ()01 T T g AR Al ml 3 S A i FH 85 i i BB FH R 31, 0226 SR AR/ B8]
ARSI . Frd (R HUAR PR 7 (R BT Tk
[0057] PR EIENER VI s AL &4zl V A= BOAL -S40 R0 FMY HEAT () Rk s 7 ),
ik -20 ~ 150°C, BRI -10 ~ 120°C, HALE 0 ~ 100°C.
[0058] AR I EN = VI Fon AL &4 sV BTos (4L S0 EMC B304 T 1O b e B o, Bk
FIan= VI s e G495 sV TR A S EE R LeA kS (0.1 ~10) (0.8 ~1.2).
[0059] ATl VI B iffb &4 Wik v BToR IG4L A AR M EAT 1% R &k S5 B pI 1B 7
ToKF /) BSOS R T
[0060]  FTIRAWIER VI BRI A 0ok V FTRIAL A FT PN EAT 1 pl kB2 B () 37
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AJ LR AR AU f R 7V (4 TLC, HPLC B8 NMR) #EAT WA $5, — R LA =X vV iR
AT FIAE R e 2% R, TR PRI S5 A2 D B TRV A b R K 0.5 /i

[0061]  FTIRM LI VI BIoR AL G Wil V TR IGAL SR P JEAT (¥ b S N AE 450
Jii o BN, T DA S A BRI AE . PR 9 5 b B VAR A ] O AR AR R 2R
I i A B R VAN A A

[0062] AU BHICEEAE T TR B st 11 Pron 55 R BR AT A e B Bl o8 P am pk
PURTEDUBE DL PR AT 4EAL 5 T 6 FH &

[0063]  TERFA ASUIE RN ZEAL B, FRSIUE SN, iERA S, RIS A K & B 5L
i o

[0064] A< BH BT TR JRURH Y T W 45 .

[0065] A B AR Rt 2 S RAE T AR R BB an 3 11T B B9 55 BUR BRAT AE ) AR B
TR BT A R IUBE HO B3 BB DL S BT A1 440 55 5 T ) R B iy 25 i vk, B AR
2588 2= M. AR BRI 11T Fros 55 8UR BRATAEW I Hl & i e . 5 1
Tk =

BiaxmEnN

[ooee] I i ek Skt 51 14y 5 ik 20 Ui AR S W1, LI AN TR RS A5 T BRI BTk 11 5
TS R P o T A S8 AR R AR S AR S5 9, 44 SRR VE AN A1, B R
i UL A IS

[0067] A B rp St b F 2K A5 1T Bros AL &40, Sl & ik S A A5 O ON
10396524 2A &) v () — 980 M1 A BE S A 3 0 71 4% 7 7%

[oo68]  SKifsi] 1 LL PhyP"CF,CO, 124 — A% Sl s R SR IR 1) — 3 TP 1L

[0069]

OH_PngP'CR,COy, AR
80°C, 3h ‘

HO”

[oo70] 5% 3 H R (8.00g, 17.5mmol, leq) A = X L % — &H 4 B W #%
(9. 35g, 26. 3mmo1, 1. 5eq) FIIHIA 250mL B LI AT, A0 40 ZETFTE/K 6 — 2K, [l 44 JLF
AN S A T ATHE R 90°C , 4ERFIR FEBEFE: 3 /N i A b R AN A . S N 5 ek s e 4, B
Xt IR, PSR R R RIG ) 1(6. 58, T3% ) .
[0071]  SEjifs] 2 LL BrCF,CO.K A1 A — 381~ R 1) SE IR 55 U R 1 — 96 FF s
[0072] ¥R R (8.00g, 17. 5mmol, leq) 1 BrCF,COK (7. 4g, 35. Ommol, 2eq) [&] B jim A
250mL A, N 40 22T F IR/ Z 2R, [ AL AE, id AT HE S 90°C, 4E R
FEBFE 3 /NI i, A5 BRI FA e SN IR s R A 5 ok 20— RO, PRI R AT S A R
4 1(6.9g,78% ) .
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[0073]  fLEW 1 25 1A 28 e 20k -

[0074] 'H NMR (400MHz, d-DMS0) 6 7.37(t,J = 71.2Hz, 1H),5.22(t,] =
2.79Hz, 1H), 4. 27(d, ] = 4.3Hz, 1H), 3.01-2.93(m, 1H), 2. 70(dd, ] = 10. 1, 4. 56Hz
,1H), 2. 10-1.98 (m, 1H), 1.80(dd, J = 8.7, 3.6Hz, IH), 1. 70-1. 58 (m, 2H), 1. 56-1. 0
0 (m, 19H), 0. 92-0. 77 (m, 14H), 0. 66 (s, 6H). "*F NMR (376MHz, d-DMSO0) & -89. 71 (dd, J
= 178.0, 72. 0Hz, 1F),-92.91(dd, J = 178.0, 70. 5Hz, 1F). *C NMR (101MHz, d-DMSO)
6 173. 36, 142. 80, 123. 02, 113.95(t, ] = 259. 1Hz), 77. 19, 55. 21, 47. 41, 46. 92, 45. 44, 41
. 65, 40. 98, 39. 29, 38. 79, 38. 52, 36. 96, 33. 28, 32. 94, 32. 73, 31. 70, 30. 65, 28. 61, 27. 37, 2
5. 87, 23. 60, 23. 36, 22. 69, 18. 39, 16. 88, 16. 42, 15. 51.

[0075]  HRMS (ESI) for CyH,F,0, [M+H]", caled 507. 3644, found 507. 3634.

[0076] IR(neat) v = 3355, 2948, 2865, 1763, 1464. 7, 1387, 1362, 1321, 1225, 1067, 1026
, 1006.

[0077]  SKjifs] 3 = ZRIEME R LR B A%

[0078] 7 25mL 8 IR, ¥ Ph,P (2. 62g, 10mmol) 5 BrCF,CO0K (2. 12g, 10mm 1) ¥ T £ %
W, 40°C TR B B R 20he AR A IR RO, I SRS ) 1 e A A, T ZBEVEEE R IR, T SRR
U TR TR ARV IR AE CBE R ¥ L Z B S RO R 25T, BIAS = i (3. 38g) , 40 B~
# .95%,

[0079]  RGARSCHEW] 1 25 SLL

[0080] 1. [FAIfAE /7T « R 0. 1-35mg/Kg ALA4) 1, 7 RIS M 5 R AL &4 1 H
AW E RN LB IRIN 253055 3 1%

[0081] 2. HUEE I ALFEAR N FARSN S8 . ForP RSP 9250 22 F MTT V55 SRB VK00 T4k
EW 1 A RERER, L 1C,, fH28 0. 02nM ~ 26. OnM, {4 P SE50 2 XA AT Y 254 Lewis
SR /S R s AL B 1, e 9 R, n] R I Lewis i 2B, J1% 0 93. 3%, 45
JE RS 0. 5-20mg/kg AA4) 1, AT ICR-Jcl /N FHFI R S-180 5 A=K LhsF A
FRIM 255408 4 £

[0082]  3.HL A J7TH «HT R 7 M FEAE KA B AR S 86 . A8 AR S 86 % HH v R K RS A,
FH ELISA 45 00 4k & % 1 % ¥ o C s Y 25 (1 (C-reactive protein, CRP), [/ &
(interleukin, IL) -6 TL-10 & 28 5E A R E M . T 25mg/Kg/ K (VRATARIH ) , %
greh 2y A R, W IR EI, e BH PR IC MY CRPLIL-6. IL-10 (& &, HARE S i ARty T
FEA o B ARSI R H i IS0 W B IE BT 43 B 1) CDA+T 4Hi e, A CD3 Hi A4 sl 2 K
I, AT58R F ELISA VAR AL S Y009 8 1 T 40 Mol 7558 h T4, TL-10 KRS I, R AL 22
BT LAY A VDN RE R T IR SR BR M 253500 2 £%

[0083] A HUWEE T ALAY) 1 B8R EIDHI HIV-1 SR B KB .

[0084] 5. HUIE 71 ALEY) 1 BA B MBI, H MIC 24 0.0020-22. 10w g/ml, Eb
FIR BRI 2535058 3 .

[0085] 6 HUFATLEAL T ALE4 1 W] LARRAR 47 4 A6 K SIS HAL LN 2R Hyp 1)
o, HAPUEE T4 e . S UR BRI 253005 4 i

[0086] 7. EVEEFMESLE DL LIRKHIELS /DA RBEBR WG 1, LU SN 1 AT A3
SEFRbR AR SO RS, FRAE SIS S5 I b v B R T SR, DRI G 1 B TR
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BEEEEE 14 KR, /NA BRI AT A, AR MBLAETS, SC86 WO 1R =712 2000mg/ kg K
FCUURFEX N A R TE ] et BT IBORBRIN 252008 5 1.
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