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1. —fFwH BB BERZENFTE, BFEOELRL
FHHBAAZTGX T A REENLS:

Ef

RARBLIWA L, 24, C-C AKX, OCHAT, 0CO(C,—Cshe i),
OCOAT;

Ar AFREARBREE; &

R°AE, &, &, BE, C-CHRAK, OCHAr, 0C0(C,~C:htik),
OCOAr.

2.ARERAMNER 1O FK, L Pl A,

IMBRAEX 28T, HESRBEFRZIEATRERE.

A RERANEL 20F5E, AR ESHZ ENGMH 0L,

5.EMAER 28F%k, AP XNIAGHAR RPREL
W EEXFARLAGILSBXEENLY.

6.HMERAEL bWFAk, ATHIX 1 EHA RANEH R,
RAFRYHBEGLE D RLENCY,

T.RERAEZL 28F%, AP BXARNEZIALEEEX.

S.HRERFEE 26 F%, ATHXNIASHAR AT HRS
B & A ER A

- (4-FRREER)-3-(U-FRAEXFE)-6-FREXF [b]E
s

2-(4-BREFER)-3-U-FAREA X FB)-6-ZLFEF [b]ED;

2-(4-FPARAEK)-3-(A-FARA KX FT&)-6-FK XI5 (bl



10

15

20

25

2-(4-BEFHR)-3-(4-FREKXFE)-6-FREXH[b]Ew;

2-(4-FREFK)-3-(4-BAXTE)-6-FREE I [b]E%;

2-(4-FAXH)-3-(4-BEX &) -6-F RAXH [b] €9,

2-(4-FTRAFE)-3-(4-BE X VE)-6-FEAEHF [b]ED;

2-(4-FAFEK)-3-4-BREEXTE)6-FB AL X [b]ED;

2-(4- TR ARA X)) -3-4-FREX T8 -6- L8 BAXHF [b]
-

2-(4-LEBMAAFR)-3-U-LHARLEZTER)-6-CRA R X H#
[b]&%;

2-(4-FREXR)-3-(4-APHALETHR)-6-F AL ZHF[b]
o Wy

2-(4-LEBAEER)-3-(4-FRAXFB)-6-F REXH [b]XE
L

2-(4-FFRAEEXR)-3-U-B A A TEB)-6- R RALEH [b]E
%

9. AAX I 4B RAENCHH A KK BBHNIHER
& 25 )

HE g

RA=RIAEIH A&, A, C-C. k.2, OCHAr, 0CO(C,—Cs ko &),
OCOAT;

Ar AR ERBAREE;, Ao

RRAA, &, %, 2%, C-CHAKL, O0CHAr, 0CO(C,—C.huit),
OCOATr.

10. RERANZLKIAHN, X THESHEERATRAS
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A E N
2-(4-FTRAXR)-3-U-PREATER)-6-FRAXH [b]%
CF N
2-(4-FRFRL)-3-(4-FREXFTE)-6-F L X7 [b]ED;
2-(4-FREXR)-3-(-FREXTEH)-6-F L X5 [b]E"D;
2-(4-FEFRE)-3-(4-PREXPE)-6-FREXH [b]E%;
2-(4-FREFL)-3-(4-FEXFB)-6-FREEXN [b]ES;
2-(4-FEXRK)-3-(4-FEEXTFTR)-6-FRE X5 [blEkw;
2-(4-FREAXR)-3-(U-BEAEXFB)-6-F R X5 [bIEw;
2-(4-BF XX E)-3-(4-BEXTR)-6-R L X5 [b]E%;
2-(4-CEBREARXRE)-3-G-FREXTE)-6- B AL EHF [b]
-
2-(4-CBAEEAXRE) - 4-LHAR X TR -6-LRALEH;
[b]=Emy;
2-(4-FREXK)-3-(4-XFHALEXFE)-6-F AL X5 [b]
- £
2-(4-LBMAEER)-3- G- FTREXTR) 6-FTRLAEF [b]E
% A
2-(4-FREEAXR) 3-(U-BEAXFEBR)-6-FKRAELEHN [b]E
.
11. —#HHEL DD RBERT EG Tk, BFE0ELME
HASHRAAL TGN I LGB AAEMNLHHX 1T LEHXE
EREXEMNLY:

EN
RA=R' B &, £X, C-CHRAK, OCHAr, 0CO(C,~Cs B &),
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OCOAr;

Ar AR ERBRAEL;
szgglu %’ 5%: Jﬁ:&, Cl_CGﬁiﬁg) OCHzArs OCO(Cl—Cs)‘}’%g),

O0COAr;

O
Q O\_/\ 5
R
OO
R—0 S

I1;

A IT F:

RA= R 3B R, C—Chik, CO(C,-Coxti) & COAr;

RO Avbedbi—1-K, R -1-K&<EFRERE-1-4;

AP R PR A N-R LS.

12.RERAAZRLR 118 F7E, EAPeRilamhbak.
13.HREAAER 1268 F%, FEBRBRTRZIEITRERE.
14. RERAEZL 128 F&, AEABBERZEDSKME,
15 MERARE 128 FE, AFHXNIALEHARXT R R

RRMEZMAEZERTFAREGLS BRI LEN Y.

16. MBEBRAANEFL 15695, AP X T HEGBAHRESE, &

R. R"RFRHYAEELHLSORELEHNLDY.

17T HRERMEL 16095E, AFPHXNITALEeHAERE, B

FRIGAE, ROARE-1-K.

18. MEBRMER 128 5%, BXAMEEX.
19. RERFI R 128 F%, E78X 16 agl THESS

AEEMLY:

2

2-(4-FARAFL)-3-U-FRAXFER)-6-FREAXHF [b]E

2-(A-FEER)-3-(4-FRAX T B)-6-Z KX X5 [b]1E%;

2~ (4-FPRAXK)-3- G- FPAXEXPH)-6-FKXEXIHF [b]KY;

2-(4-BRE X)) 3-4-FTAREFXTE) -6-F RKEEHF [b]Ew;

2-(4-FREER)-3-(4-B A X TE) -6-FRIEXHF [b]E~;
4
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2-(4-FEFR)-3-4-F A X T B)-6-F BREX 5 [b]E%;

2-(A-FREFXL)-3-(4-BEXTE)-6-FEXHF [blE%;

2-(4-FZEFXR)-3-(4-EA X T8)-6-FX X5 [b]E%;

2-(4- LB AL EXR)-3-(4-PAREXTFE) -6-TEBAKE X [b]
b

2-(4- AL XR) 3-(4-LHmAEAXTFR)-6-LBAKE X
[b]E my;

2-(4-FRAFL) -3- U XTHRAEXTE)-6-FRAXHF[b)
L

2-(4-THAAXKR)-3-(4-FRAELTH)6-FAREEHF (b]X
w; Ao

2- (- RBEER)-3-4-BRAEXTEB)-6-FRAXEH [b]E
.

20, RERA K 11095 %, RYHEXTESH 2-(4-£
AEXE)-3-(4-LEX78)-6-BE X blEw, MEX 11 4
AERERBRF, nEMEBERZ RN T RERE,

21, AKX ISR AEENLHAX I ASGHAALHA LS
EERHi2h B &K, BKEANHEN G HHHN:

X1

RA= Rk 3364 &, £, C-C. kAKX, OCHAr, 0CO(C,—Cshuik),
OCOAT;

Ar AXKERBRAREL,

REA A, &, &, &, C-C.HEEAHE, OCHAr, 0CO(C,-C.HE),
0COAT;
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A II F:
RAFRBIWAA, C-CHE, COC-CIRAEL), H COAr:
RRAMER-1-%, %w-1-ARX~EPFEER-1-4;
AP R VRS N-R M.

22. HWERFEK 21 GHAN, 24 0.001-60 mg LT R R'H
RIS EEXITFEEAGX ISR EEMNKE,  1-120 mg X,
I14e4%, X114 ALakE& 3.

23. HREHAEL 22 GHN, APHEX T LEHH 2-(4-F
AER)-3-(4-BEXPB)6-FEEXHF [b]IEHREENLY.

24. MEFERAH LK 23 HAN, 2K 0.001-1 ng ¥X I b
REZEANY, F 59-59.999 mg &) L 8 FE &3,

25. AREFPAAEL 24 654170, 44 0.001-0.1 mg X I &4
REEMCY, F59.1-59.999 mg 9L TR L. |

26. MERARZL21 094N, A+ LEHBR gl THE
R EEMNCY:

2-(4-FAREFXK)-3-4-FAREAEXFTE)-6-FTRELEF[b]IE
s

2-(4-BREFXE)-3-(4-FALEPHR)-6-FE X [b]E%;

2-(4-FREFR)-3-(A-FREFTB)-6-F L E 5 [b]ED

2-(4-FAER)-3-(4-FARAEEXTE) -6-F RAEH [b]E%D;

2-(4-FRREXK)-3-(4-FAEXFH)-6-FRAXH b1

2-(4-F R FER)-3-(4-F A X T 8)-6-F R AEFH [b]Ew;

2-(4-FRAEFRL)-3-(4-2A ¥ FTa)-6-524 %5 [b]En;

2-(4-BEEK)-3-(4-BRETH) -6-FLEH [b]xw;

2-(A-LBERAFE)-3-(4-FREFFE) 6-TEBREARL X IH [b]

&
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2-(4-TBARAEL)-3-(4-LHAEETPER)-6-LBAA X F
[b]"&=;

2-(4-FTREXR)-I-U-XAFHALEXTER)-6-FEL X H [b]
o

2-(4-LBAARR)-3-(L-FREXTR)-6-FARAXF[b]E
w Ao

2-(4-FRAEFR)-3-4-BE X TB)-6-F RLARXEHF(b]E
.

27. —# o, AHLCEHAPOEMA TR —F B4
Fl, AT OLEHATLAEVREDHNAN THBEA A H B EEFHZ 5
ARAROFE, b BHNTLAX QLS RLENLHF T XL
S EMNY:

KX I(a)¥:

R. R RBIMALEXTFTAL.

28. HERAEK 27853, 24 0.001-1 g AKX I(a)is
WREBEANCY, A 59-59.999 mg ¥ T XILSHRAEEN LY,



" HC1

29. HERAEZL 288 7%, T8 1(@4EEGHHA 2-(4-
FRAFR)-3-(4-BEAEXTFTR) 6-BAXHF[b]EwREENLS.
5 30. RERAEER 2907 H, MMEERBRIFTRERE.
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W A B

AT#HgmEEHhz a6
2-F K-3-F s X E S [b]ERwy

K BR AR IR,
AEXRGEAD AR FRR, KXARBT A T34 S5 8%
BMASZ N 2-FEEHF (b]E.

EWREF

“HERFRZEIRTHAN THRI IR EFREART TS A E
THIHAERGEAE, SEREITHZZFTILOREALE TFHEHEK
m BRI, FAZMIE. H4, FERFAGCESHFEDR, &L
HERBEF LS LI HHENFHTIIRESFRZ. XK R
ERTHE - RERTHE, R FTRZENHARESHELERR
EFFKAALRKEN: FRAEREFRCAETR, HHALZKAR
5.

TREREHRHRET LI REAMEGER, MAZXLEREOH
RETHRIEARTEROABRE. FRARANERZFTRALAL
WK, FEH. FRERERFAGERZ-S5A8RLA£. &
ZEMW 36 FH, EHBLXFRIERBATHTRABREY 20%-
60% E—HFERAXBFTHEAT MG ERKFH P BRBEHY E
MABARBRAL. BEGEEITRGAREL, FTREREZRNEZ
BEAMNEFAMLEFEGERE.

WA, MEBFHFHA 2500 T BT HRBAGHE. TR
BERENERFRINAIAAGHELGTEARERPEEREE R &
KB X B (MEREFPEEFE)LLSERKRELTFHREA. HRLR
BELBA., B, REANAIAATRERER R R LG KRS,
X akh TEFFINERGETEY 20%-30% X —F% T E PR
K—Hg 58257 REMNEALEMLX.

BEW, FH AN CLERREWFEM LG FHIK 2L
Zf, *HROUhRTEAREREME LRI RE, X% EBRPY
RAELEMBEFHMEAL, FNLAE5HBFA LI AT RBARFGESD

1
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Ak, MBERFTLBREIGERERTH, FESGEREPHRK
FREHTFBARER (LDL) 2B LT SEEBEEEE . S5, HE
EFMFREAREESALDER, FohFHRELALLEL,

RAMBERREAFTATAA RS FEZE, AR TH SR
XX LR DGIAERAPRAEBIAGRREOZTIARAGIEE. i,
170 - By ToRAKEFTAIERAFTLE. 4R, $Hbki
MBFRRETASE —FARSLR AR L,

XIS HEARENCHEI o REN A LR TE LG0T
P ] K2 T de hY

xF

RARBEIWAE, 24, C-C.RAKX, C.-CHRRAK, OCHAT,
0CO(C,~Cs %t 2 ), OCOAr;

Ar AFXRXSIBREE; #

RRAE, £, &, 24, C-CIEAL, CCHREAL, OCHAr
0CO (C,—Cs ¥t 3k ), OCOAr.

AZPFEX TG HHAEGEA, BF, SMNZTHTIH %
BERZEGHD.

K AwE
AEXHRBETHINALDI BB ERZEA T ], ol
B MMAARK SR IS RELENLD:
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Rf= R Ix 2334 &, B4, C—C A, OCHAr, 0CO(C,—C. 5o i),
OCOAT;

Ar A EEAIBRAREE;, #
REAE, &, &, 2%, C-CHRAK, OCHAr, 0CO(C-C.H%E),
OCOAT. |

A, RARARBLTHF BB T EGTE, BHZEOELF
EHRLIYBRAARTHX G I LGB EHAERE
i,

II;

AILF
R RPIEEW AR, C-CluM, COC-CHE), X COAr;
R°Awbegbt-1-4, k- 1-&, X AEFTEERE-1-K;
AP R Fo)RALENH N-R L.
oh, KERFEESAX I EY, AX 1 HX II4LEGH, H
HABRE A, HEN R HHHA.

K
AR TR, ok, Ao AP o KiE LA EEE L.

3
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Blde, “C-ClA"REETHA, LA, "L, FRE, xak, ETXE,
HTE, RTEFFTEA BT -6ABERTH—HEAM. LBXK
Sk, aERE. RARE. TE, 2-FTEKRE, T AFI),
A& “C-Clii” Lo C-CREFHIER. K& “C-CRARL”
ZRTEE, CAEA, EREAR, FREAR, FKAHAL ETARE
HTRE, RTAEAAFFTARL BT7E8d—HEARTHEENL
%, AHIAAXRGS6ANMARRTHEHE, GERLAIRBRTRAEL ¥
AREE, TARA, 2-FEAXEL, FORLAFIS, KiE ‘Cc-CERAL”
2O CCHEAERTHFIAH.

AE Rt ZTR{H, B,

AiECBRRERER ZRFA1I-3IALATHARKESEE: C-C,
A, C-CRAL, 2K, AE & A Z= (L&A 74,

ERAX Il e HFBREUTHATAXASG T P, 2HhiEH
HhRERMAEHRAE. ARG EREL X 1T 45 L8R AW
BEPHENE, AxdmipgimRid, BmKE “BRAE” ZAHA
FRAMNEHAZRMAR BB PERAX I LoD BmR i,
£ W #l4e Berge, S. M, Bighley, L. D., # Monkhouse, D.C., J. Pharm.
Sci., 66,1,1977. HA BB FAAMATEACNONESHGEME £
SR, BREESsATHAERMNP.

HRAEFRELY, B8, XL, L8, A%
M, xhslE, 7%, SREXPRE, —ALXTPRE, B
EXemEd, PARAXTRE, PEAXTRE, o LRAERXTRE,
B-2-XWE L, #4d, FTHE XATELE REATEHRHE
b-BARETHEYE, TH-1,4-—8E, Tk-1,4-—8#, n-1,6-=
i, s, ¥R, [, AL, AEsH, 8, ¥
S, EREsE, sk A8d LARHE, A&E ¥R%
&, L&Y RAELDxEHE, HomYE, AhmE, YREd M
B, Fmmd, ARi Enld, X988, X -_THKRE,
Bmi, AN, BR_AY whERE EBRE Akwni,
REHE, XABHE Kipsmik Hom¥, Kol FoKHE A
Y, mBAY ARBIL, 2aARL TEAKE BRE X5
B, p-REHRLE ARESRYE, amRE s, 2-E
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R, ", 2-1-s8i X-2-58%%, p-FESRY,
;?iﬁﬁﬁ,azﬁﬁ%WJlmA%%ﬁ

RiE ‘B RE—BLA AR EAENS THED,
Bl —ARZAEMNSTFEHX T XX 1T bad. XBEMNHT
EHEHLBPFRAOEANZTHELEN, FloKkXTE.

KiE “BHFR RBEBRBADTERLAREFOR, 5K
FARLBEN T AERRA TR, BAFTHRUAEMESRER
ARFERAARELRGRE. RAFHROHA T EEEARET TS &
BERE, HZEAHPPIALY (biE, AN ERYE, B8R EAH
KAL), =-(C-C.RA) B, REAFHFLK (Hhea").

AdE MBFERZE RO THESREEL (XA, FKX
LFRRNG) PALARLZFEREE:, HHNAMBFT I LABERAORALP
AFA, HTHEEINEAZAZEAGSRENER, B—gRk&L4TEL
RAEAZ\HLEHEFR LR OBRBEEIHEEEE, B, XLBPY
oG kTR TRAD T EARAMBE TSR &, XEERL
RoEermTFTH: FRERAE, SELE, FKRELE, T4
HRHE (RRK), AFLER, ABRPLAFF, SHFEARPBE,
BRPHRREKRE, WA, KERIAY, FEERNGBER, *
EAYBHAAEEE, BAES, RS2 BEFTEVNEAAFTE
W, RiEAR, FFEMARBTEZENRARSALEER, B
mAXREAERNGLSSPFETARR, Rt T E2rRegH.s
Fo = ERE.

A WH” REBBIE, SH, KB, AE, Sk, . ER
RBEHBEE, REBRBEEFHZAEFHIERIBLERKE., BH,
BAEFEELSGECHEESSET (SH) #/XBH (HiL) 23,

HAEHARE “ARE” ZHREEH AL EEHERERY
AXPeG—FFR EALE I E.

“HBHHMN, “HHEK, “HHHEEN, o HHRBHN E
ﬁ&%ﬁ%l%%%%%ﬁﬁ%ﬁil#iIL%%%R%&H%M
P, FEK, HEHN, BEAFEEHNPHRCRSEEAINTH
xE.

BRRTUSRAARPOALSY, XS FNAELL

5
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Ak, e, KEEPR RAPRBIRAZEAXFTRANKX I
b, FHEAZEFR RFREAAEELGX I LY. RHK
RO ARV REXTERANRY 44, MR RFREAIELGX ]
ad, B 2-(4-BEEXE)-3-(4-RLXP8)-6-RAXF bl X
. B HARAEEPRPREIE, RARZT-1-LGX TS
ey g, ZX IT AP H[2-(4-ARXR)-6-BEXF[b]E%
-3-RIM-2-Q-kwR)CAAIXEIPRER L, FERKFTEH
>

ERTHEAX I AX 1L oM ehBA10 0 6 B A H Fe i ik,
o L EEBACSHTRABESEARNAST LB AR, RHEH
A 2-(U-BRXXRE)-3-U-BEETR)-6-EEXF(b]EDS5ER
FEREFOBASMEA.

RIS TAXIII A IVAASHETHAREARZ L #4. X
¥R, RRA=RE¥EZLE #.
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X 1t 4% R

III Y v

B L4

VII

XIIL o T#HX IVHEAPERR S-Adb, & SKELRE
EEMY, EXRIFHEAEET, £0C-100C3AT 1-24 b, KK
BRABRBELINACERLEAT. RAKAERKBEHRT 1-3
Joab, X IVALSHeg ik i dh R4,

AEAOENY, BERGX VLE4H T 50C-200C AR A H
1-24 P HEZ LR VIS, REZEMNFRE ZHR.

RERX VII s X VI Lo, EsAL R B &40 A48
B O b9 47 f Friedel-Crafts &4, & W #) 4w Olah, Friedel—Crafts
and Related Reactions, Interscience Publ., New York, London,
and Sidney, 1963, @'%, ZEMALZABEEN T, AXZHHBREA
MAELETF, £ 0C-100C A M 1-24 b0, 1, 2-—RA LK —K ALK
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AR, RARBEBREERABFA 0C-10CTH 1-3 I, K£EHX
VII - i 2 adtdh, K3 5HRMEaen —&tAte.

LiF—HRHAR RARAHEES, KARALFPE—RHA R
R R°#H C-C. B A K. OCHAr. 0CO(C,—C:bcA) & OCOAr & X IIL,
IVA/Z VII Ao EXRBAF#ITEALE. BT EIRGE, AR
FARAX T W ye C-C A, CHAr. CO(C—C.kt#) K COAr
HFy (BFE) HEBRATHE—ZHAR RARAZLSGX I 4LE
., BREEYP LS FETA “Protecting Groups in Organic
Synthesis, 2nd Edition”, T.H.Greene,etal., John Wiley & Sons,
New York, 1991 # - EXF_FX 5O E# 4 —F FRE, ®A,
RBENR IR EN S FELTALR Greene £F $ 6§ LHhH—F F
x5,

(EFHX IS HHAEHHR—-FHE, THARLEZEAEFH 4, 133,
814. 5, 514, 703. 5, 514, 704 # 5, 532, 382, EEHBFEIIALK
KD AF.

EN-EBOX IS HAREHERAELTRAERLBEAAL
B+ # 4, 418, 068. 5, 393, 763 #» 5, 629, 425 Fo PCT & &P
#USO7/04259 8 7 sk &, HE LKL ERINLTEAHESSE.

N-F AL B XX 1 e TiRHEHNE: FFEN-RLHBAY
X II A2 HEBIESTIERLAFRKEREFTEHRILHEHALXEN
b, KB BHREEATAAFRRERE-100C R E 24-72 . BiE
ERBRAANLHE D, HEERANP LR RA, HERFFEA
HERTFHALMNAER, BACNLLAREFb]IEDTHE.
B, KEEAEXMN T AL,

W HERERESHH TALFRENBABENRERERA
. mH, AXPHOESRZHREFREAAALEIFHNZRALTH]
. RAANABATRALE, REFREMNTRBEARELRIAE
BEAMEHERRLEE, PRELNE, TRHARLFHTELF
B3 KA doF 2 5 A B AR SR e R R R AR B E AT S,

X 11T, IVAVIILAH TAEHNRAMAMBRCF x4 &,

SRFENTRARLIAABRMNALAYEEY, LT
By, sRERFFERSAEAEERRTATHX I LM

8
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2-(4-FREFXK)-3-(U-FREAXTR)-6-F REFHF[b]E

2-(4-F A X R)-3-(4-FRAE X FB) -6-BE X I [b]E%;
2-(4-FREXL)-3-4-FTEREXTE)-6-F XX HF [b]E%,
2-(4- A XRE)-3-(4-FREXTB)-6-F AEXN [b]E9;
2-(4-FREXRE)-3-(4-FE L 78)-6-FAEEN [b]EYD;
2-(4-FRER)-3-(4-BE X PE) -6-F LXK [b]E9;
2-(4-FHREFL)-3-(4-BEXTH)-6-FE X [b]E%;
2-(4-BREEXX)-3-(4-RE X Fo)-6-FB X% [b]Ew;
2-(4-LEAA X K)-3-(4-FARE X FBL) -6-L 8 A& ¥ ) [b]
X wr;
2-(4- LB AL XA -3-4-LH B LA ETE) 6-LRBALEHF
[b]*& %
2-(4-FPREAXL)-3-4-XFHAELEXTE)-6-F AL XK [b]
b L
2-(4-CHARER)-3-4-FAREAEXFE)6-FARXN(b]XE
%
2-(A-FRAEXE)-3-(4- R X VB -6- R RAXEHN [b]E
w¥F.
BEAX I LRX II oW HAFTEaoEERBRTTHER
Fr AL A Hy o B A4 H)
2-(4-FAEFE)-3-4-FPRELATVE) 6-FREXF[b]E%
Fe[2-(A-FEXA)-6-FXA X [b]En-3-K]1[4-[2-(1-kT L)
LARIXE]TRmERE
2-(4-BRERFEK)-I-U-FTEREXTE)-6-FARXXF[b]EDF
[2-(4-FB R EXR)-6-FEFH bl E-3-A]4-[2-0-%"TE) L
FERIFE]TMER S
2-(4-FREXL)-3-W-FEAEXTER)-6-FBE XN (b] XA
[2-(4-BEFXR)-6-B A X F (b]Ep-3-K1[4-2-(1—%k=wH) T
AAIERIFPRERY
2-(A-FPAEER)-3-U-BREFTHB)6-FREELN [b]Eg Ao
[2-(4-BEAXE)-6-FX X [b]E9-3-K]14-[2-0-%=wH) T
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ARAIRRITRER Y
2-(4-FREXE)-3-4-BAXPEB) 6B EXF [b]Enif
[(2-(A-BEAEXR)-6-FRX X F bIEp-3-X]4-[2-(1-%="wH) T
FEIFEA]ITRAR Y
2-(4-FRAER)-3-4-FEEAXTYHR) 6B KX F [b]lEYyh
(2-(4-BRFER)-6-FLXF (b1 EH-3-K][4-[2-(1-%=H}) L
AEAIXEITRERHE

2-(4- 2R FXRE) 3-4-FEXT8)-6-FREXHF bl EDF
[2-(4-F X ¥ K)-6-FBEXHF (bl Eo-3-X1[4-[2-(1-%=T i) T
FAIXEIFRARY

2-(4-FEXE)-3-4-BEXTR)-6-FR X5 [b] K% [2-
(A-BRER)-6-FZHLEK# b1 ED-3-X][4-[2-Q-R=LX)TEL]
FRAI9vRARHE

2-(4-BEER)-I-(4-BEAXTHR)-6-FEL X F (bl ESH[2-
A-BEEIER)-6-FREEXF [b]EH-3-K][4-[2-Q—kTRX) T EK]
XA )9 N-A i

2-(4-LBAREE)-3-(U-A XX PE)-6-LBALEH[b]E
A [2- (- A X E)-6-FEXH [b]E5-3-K][4-[2-(1—k% K
EB)LREIEAEITRERLEF.

THRHEMLEMA] S HBEAELALSHG SR, LR RAL
BETELIRPALAHER, LRBEE LY. BEH N
B, A& LA THRERESLAATENL. #ld “C», “N”,
“mmol” , “g”, “mL”, “M”, “HPLC”, “mp”, “EA”, “MS” #= “'H-NMR”
SABERE, YEREETRE, THER, o, £, BRIERE
B, B RMEN, BE, LEaW, K& RTHEELR.

H &
W& 1
2-(3-FRAEARE)-V-FEEEX LB

¥ 3-FAREXHZER (50.0 g, 0.356 mol)&E T 700 ml 5. &
R AP A SR HE (20g, 0.36mol). Y ESZ AMmA(E
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¥£482.5g, 0.36mol) 2-4-FEEARLFARR S RERK L
25CAA. REAFERETHAI I, BT EARX OHERELIE,
BEized. ALK LLSLLBPYE. S BRE, AKRE,
MAKBRBRETR., ZAXEFIEK. FERENCHE: oHE(3:1)
MRS ELEL, 55 78.5 g KARLESY, IRELHEK. mp 63
T-54C. C,H,0.S % EA#t H44: C, 66.64; H, 5.59; 0, 16.64; S,
11.12. %%84k: C, 66.55; H, 5.87; 0, 16.82; S, 10. 86.

&2
2-(4-FERER)-6-FREXF [b1Ew

5 CH# 2--FEAAXEL)-4-(FREAXLH) (50g, 0.173
mol) %) 250 g £ M. BHERAH, BREAZE 120C, bk
Ak, 305 EEBESE 130CHF—3k, FERFTRE
b, AREZSH K, SEKES Y. RFHORLRULEESL S,
3 30 g 4ARAHWH. mp 193T-194C. C,H,.0.S &5 EA # F-{4: C,
71.08; H, 5.22; 0, 11.84; S, 11.86. %£%¥{i: C, 71.03; H, 5. 30;
0, 11.81; S, 11.60.

5% 7

4] 1
-(A-FREFERA)-3-U-FTEEXTHR)-6-FEEXH [b]ES

¥ 2-U-FREXK)-6-FAREALF [b]E% (10g, 37 mmol) &
F 700 ml 1,2-—8. Lk, HRSGHAZE 0C., JREARPREREN
ANA-FARAEXFESLA(6.31 g, 37 mmol) #» f4L4 (5.07 g, 38 mmol)
@as. REE OCHFT2 I, mAKRKLLERE, HBEAM
E, XKERRKGRR, 4FANE, ARKAARKERP KR,
M TR, T8, AARELELY, FoKEMWH, FiHAET 500m]
WEf 15m1 5N SAMAMKR, SAEFTEHHAX(3054). HAHF
hE T, BEAKER, RA. 2R 14.6g HEH, B ENL.
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AR 13.9g AR EAAS W, Ak Ed. C.H,0.S 8 EA A C, 71.25;
H, 4.98; 0, 15.82; S, 7.93. %£84{4: C, 71.25; H, 4.90; 0,
15.78; S, 7.65. MS(EI): m/e = 404 (M.

% 34 2
2-(4-BEFXE)-3-(4-FREAXTFER)-6-B L X5 [b]ED

F2-(-FREFXE) - 3--FREXTAR)-6-F AEEH [b]
% (53g, 131 mmol)E T 847, A £ 10C., HEHEGRSH PN
AZRALM(T5 g, 296 mmol), R B FIHRFBEMIT 24 I . BA
BAMAKPELILERE. S BEANE, &, REXET. $54P
BTRK, S, ZRXET. BAEBEAREEENR—F L, BT
B-E:D)RMR, REEEALEELREN, BLBERK, K
ERTPE-LEBEO:9)HRK, ABEAMN, & 5.8g M4, wp 138
CT-140TC, C,H0.5 & EA ++FH{&: C, 70.20; H, 4.28; 0, 17.00.
L8{4: C, 70.46; H, 4.50; 0, 16.87.

A 3
2-(4-FEEER)-3-(4-BXFEFPB)-6-FREXH bk

F2-(4-FREXK) 3-U-FREEXFBE)-6-FREEH [b]
X9 (19.8g, 49 mmol)F T PR WELE:, MmARALH (10 g 50% &
WaBR). WREHAN, BEMALHE(12.4g). B R EHM
REEBC-TOCERNTR. REA%ELELY, ARLRERESH P oK,
AL A LR LUERR, PAREALEBRLERRE, AKX EF.
RethiadkEEEN, M1500 0l X-ZHR T8 (99:1) %M, RE
ME-LRLE OT:3DEHM. BE2AGFRLEWHEBREZLXET,
R RMEEER, F3 10.7 g M4 44%. mp 114T-1167T,
C.:H,s0.S #9 EA #F H fH: C, 70.75; H, 4.64; 0, 16.39. LBIE: C,
70.88; H, 4.50; 0, 16.11.

L] 4
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2-(4-BEER)-3-4-RAX TR -6-ZA X5 [b]Ew

a2 A EH 2-G-FRERAR)-3-G-FTARXEX TR -
6-F R AEF (b Xy & & iz iLS .

TaLERATHPAAXPAEY LR, REEEMELERH
AEWR., R THEBEBAEEALEREFRZIMLGBH IR
x, PP & RS fu g Ao B R BN B

— B E

M Charles River %% % (Portage, MI)&FE 4 75 X ag ¥
Sprague Dawley & (A EH 200 g -225 g). 4 Charles River %
BEfFIEDAAHMIPE KL (OVX) X LZ Shan M8 F K, — A
EEk, —NARBCNEIRIREE—ALEEY, THEAR
EH (BELELH 0. AK—A., TREHE 22.241.7C, &4
SSTEEAD 40%. TALBEHMA 12 PHEX, 120K ER,

BRABAEGKE

Zi—RERBE OV ZE®A) FF5 X R A M XASH R
17-o-Zpeif — 8, BREFZSMEE, HANEA IR, H 15RFELH
BEEZTARXET 20%%#H. L0 ARG, AR4K. 2385,
FIRAE, AIER PR ER2Q:lv:v) REGWE LA, #@do
AFHKERE, REA COLEIAZTERT, A FTEoREF
T, MEFEHSE.

1 Ji odn 5 (B2 ] B 5 41)

R EFRBZETHE 2 2%, 4 3000 rpn B 5
10 5453 fai%. M Boehringer Mannheim Diagostics S &R H
BB hiile B 8g, A £, EEB#HALRIES -4-H-3-
Al ALA. AGEd A AL TIRLAS Xmf 4-R 453
MEREER p-BEKEH, SEEEH ET 500 mm iR, REA
FAEABWA L HERERBRRE., ¥A4A5#HAM Biomek Automated
Workstation H 3 7 Ak.
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PR BAREK, KAAHRABEREHERET B
B R E.

BRI

— TV ERE, BIBERAEIER(FAEFA6R), H36XA_E
HHEEPEELAT. ISKOAHNRAUEFTFERARERBRIK, A
WAREF EMNE, PEARTHREFE, Rihsian, HEAE
NREARASY, JETHFFRZE5FELEWRAXR. BT
€, FEEFTAFTRYY 15% KREFRFETHAN 10%

AR LA HEA R T, AMEMEITHEE S,

W ERE, ERXM T RBESHES (NIH Z44) 3§ 4 26 X-
HEXFHASH. BAZTHAHEEBNAXEIEARBHEBTO
— @Bt T #. -

HRBLAEAVR, 4 EH IR RKLAGRABRLEST P T
Z B (EE.) 8 20%2 K A b -k, ST EMBELR, T L
MW AR E R Y.

Z8&, XNIALGWHAANETREEAFRAREZ. RHR, 238
BRXIEZALAKRANEEG—ABE. Bh, AN Hts
RIFHEZEREZ. X I LSRR ARMNETE SIS 0.001ng-
800mg/ KA EFHMNT. KA BHNTHAFTHH 0.00lng-60mg/ k. #%
RNETREZTE-RBBXTABRIAZ RS FEH.

w b, XT4HEHTEX II e —RERN., Fk, I
HA(RXIFX IS HETALR, RETRANERS
ERFRA., —f&k, IHKRSAHEEGHE 0.00lng-60mg 69X, I 4
A 1.0-120mg 9 X, 1T {59, hABKSMAH LA 0.001-1ng ¥
A I #4HA 59-59.999mg X [T &4, FRAGHESANHRXS
A 0.001-0.1mg ¥ X 1 4% A 59.9-59.999mg 69 X, 11 #&-¥, £
Mk ik e A A EHAA 0.001-0. lmg KEX T HEH (X F RRPR
BRI AEEASFTERRA) 59.9-59.999mg ERFTEEF. bk
KSR HALAH 0.001-0. Img AL AHX I HEH(GEP R R AR
2 BAREL)F 59.9-59.999mg 8 F & H .

AX PSS friened, alsok, ABeH, £,
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vk, REMN, HF, BAFR, AT, #Hk, A, FAF. ks
HAERMHHEARTERY, NRAEHILERET. B, KL
BH—FIRAEAARETNX I SR EAALEFGR T X 11
EHEAEHREREARE FENIEBNGHHEHH. ZHH
TEGERRS EHMNEZH 0. 1%-99. 9%.

AXBAOHBHNTALIRRR G T HFANGRFHHT
WE. e, XIS, AKX IFAXI1EEGH, THEFAREA.
HEMNIKBREHRAA. KE. BF&. BAF. EATEHNGKE
HH. HBEMNFEREKGH T OIETH: BRANPT AN, B,
HEBRERAESTEAD, BAMNMBETFESSE EIPECH B LA,
ERE, BARPELHEEESER BEANHEH, RN PERESH
BRREAM, EEERAN o8, R mENEEHLLSH, AAOETH
FAodgit 8, HHEREEE, AREALSZN LI, AFHN
WAL, BRERSAERKRRSE, PEHAEARTL &,

ISR ARE T o RGEMXERER, XiETIEREH
A, K TRBRLHGR R, b, XROHELETFHRERAND
F. WA TAXHEARR, BT HRE— 2 E AR K &A%
EHABREBEAETRERS. TR RS ED R R 6P REE,
WREAEYER.

R T
THlw A bl FTHA, FEEMELLRFLLPGE
M .
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#AN1: BKE

A F 7 ko AR R ik &
A * (mg/ K E)
EW ) 0.001-200
W%, NF 0-650
B A AR 0-650
BEARAK 50 8% 0-15
ERLEHTH, EEPM T AT,
R 20 KA
BT 7 45 F ok R
R % (mg/ k)
EV 0.001-200
B HHE 200-650
—RALE, it ey 10-650
3 5-15

Fx g 5 meERA.
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HA 3 BH
HFAPASA 2.5-1000mg FHRLSGE NART:

RA ¥ (mg/h)

X I4ée-% 0. 001-200
T 45
%A 35

R L% ® 4

(Gh 10% K& &)

RYEABREH

. %4

Vi e

RS, EEhfdgEftRadt 5B US. 2 FRALIRSL. B
L RE RS A ARS, RABSET 148 U.S.9F%H. 4
REBMEAE 50-60C F, Wit 188 U.S. 2T %. MAREFER
BA, REEEFAF AL 608 U.S. 2T 5, %E#&iﬁnﬁ]ﬂﬁﬁh
BRAEBAEERNMLEER.

#HH 4 BEFak
Fonl M FFSAH0.1-1000mg HAGWEFARGSHNELT:

A % (mg/5mL)
X I4d% 0. 001-200 mg
BYRLGBEH 50mg
R 1.25 mg
*FRER 0.10 mL
A4 q. V.
tE q.Vv.
ghK £ 5 ml

BHMNBT A5 B U.S. 0 TFTH, SEFASBRFTAPBREREST
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BRAMABMRY., M-S ARBELTRER, FHPEE£, REHRH
T, BIEmN R G) K AR 2 3K B AT & AR

®A 5 SN A

B = (mg/ k)

X IsW 0.001-1
X II fbi-¥ 59-59. 999
i€ B 45
b A 35

R UBs 58 4

(G 10% KZE#&)

RPRLG LD

BSR4

"G

THRY, Ehfdhitaid 58 U.S. 2 FRFLaRE
RABHAERUHUERFERRS, AEHEE 148 U.S.9FH. #
BRAMBET 50-60CF, @Mt 188 U.S.4FH. MARAETEAR
R, REBREATLET 0B U.S. 2 T%H, REK A BHEF,
mEBEERMERER.
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FH 6: L5 KA

A * (mg/ k)
KikegX [1Low 0.001-0.1
5 L EEYF 59-59. 999
e s 45
eI Yy 35
R CHh s i &9 4
(h 10% KER)
10 EPRERGEERN 4.5
B PG M4 0.5
A4 1

ERRS, P HEEFBST 458 U.S. 5 F A2 RE. B

15 BHEALERILHEREARFERRS, REAT 148 U.S. 9 FH. #

R EE T 50-60CF1%, @it 188 U.S. 2 FH. MARETRAR

B, BRBREFFLRTE08 US. 4T, Rk mImE T,
REELEBEAMLERE)L.
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