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N- [2- I 5E-4-(2- FF JE-4-ML PR op- 1 - 6T PARIAK - 7- 388 ) - 3 | - BB
2-FIE-7- (3-FHFE-FREL) -4-NH AR de- 1 -3 -1 TR

3- (2- B E-4-REng e 1 - mmbk-7- ) -

3-(2- R BE-4-NEL M - 1 -k -TeE AR -7 - 255 )- 2K

2- B EE-A-REME A= 1 -FE-7- 3-ZH A EEE- I - IADbk
2-FEE-7- KR -4- Mg - 1 -FE-NETE;

7- (4-ZF-ZE) -2-F E-4-nEng -1 -FE-vEmk;

7- (3,4- Z A EE-FRHL) -2- L -4-nE s de- 1 -FE-HEWE;

7- (2,6-ZH-HE) -2- FH-4-nh - 1 -FE-ERE;
7-(2,4- — FEE-FE) -2-FE-4-MLIg - 1 -F5-VEmk;

2-FUBL 4N d- 1-FE-7- (4- =5 B - R 2L -PEEiE

2-F -7 (4-FFEBR T I - )-4- b g - 1 -Zk-TEEE;

7- (2- A FE-KEE) -2- F AL -4-ME g - 1 -k,

7- 3-8 E-FH)-2- FE-4-ihme - 1 -l

N- [3- (2-FFZ-4-nb Mg e - 1 -ZE-Melik-7-28) - K] - L%,

2- B4R A | -HE-7-(4- = F FEE-FE) -V,

7-ZE 31,3118 Z R FRFR - 5- T -2- F B4 g - 1 -FE-TEEIE

15
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7-3 FER I -2- - 2- B BE-4-miE MR e 1 -3
7-ZH (b1 EEWy -2-F-2- FR B4 ML I e - 1--TE i
7-(3-5R-4- -5 )-2- PR BE-4- R MR AR - 1 - - b
1- [5- (2-FA ZE-4-RERgJE- 1 -FE-HEME-7-25)-BE Ny -2-55 ) - L,
7- (3,4- Z 8- FF)-2- FHEE-4- M fe- 1 - - TE
7- (2-F-AE)-2- FEE-4-ME g4 - 1 -FE-FEI
2-FZE-7-25- 1-FE-4- ML g - 1 -ZE-TEETHE
7-(2-F-EFE) 2- A E-A-MEM - 1 -ZE-HEN;
2-FR -4 G - 1-28-7-(4- LM 2 - 2 0 )
7- (3,5-M-= 5/ P 2E- 2K 2 )-2- F B -4- M Mg J5e - 15Tl
7-(3-FREABE- 2R FE)-2- FR BE -4 g it - 1 -ZE-REEME
3- (2-FRZE-4-MEME 4e- 1 -ZE-MENH-7-2E) - BB L1,
4- (2-FIE-4-MEng - 1 -BL-PERR-7-2) - % B EH R LR,
2-FEH-4- (2-FF FE-4-MEng - 1 -FE-MEI-7-25)- 2K
N- [4- (2-FF3-4-ME e - 1 -2 -k - 7-2E) -] - SRR
TR [4- 2-FR -4 A 1 -EE-RER-7-5E)- R ] -G,
7-(3,5- ZF-FHE) -2- FHEE-4-ME g - 1-FE-PENk;
2-FABE-7-25-2- T -4-NHE IR - 1-F- TSN
N-FA FE-4- (2-F B -4-ML g 4 - 1 -ZE-REME-7-28) - BRI,
3- (2-FFFE-4-ML AR b 1 -FE-MsTik-7-2E) - 2K,
2-FARFE-5- (2-FR BE-4-MULRE e - 1 - 5P - 7-5)- K
7- (2,6 R FE-REIE -3 -3E)-2- P 2R -4- Rt e - 1 -JE-TsiE
2- (2- I BE-4- MM - 1 - 7- ) - 2K B
2-FREL-7-(4- K- ) -4- MR be- | -H-TEE;
7- (2,6- 8- HE)-2- FH BE-4-E g - 1 -5 -TE TR
2-FA AR AT - 1-36-7-G-Z R P A E-FE) -HERA
2- B - 4-MERE - 1-35-7- (2- = 5P EUE- 2R3 )-EEik
155 FAE % BRI A & D ) SE 51 2 -
7-(3 -F-FFE) -2-FR H-4-NHE R e -1 - - TAE
2-FA B 4-ME M4 1 -25-7-(3 -= R P - K ) M,

16



01813461.0 oM P FE12/42m

1- [4-(2- B B4 g 4-1 -FE-siik-7-25)-F K] - 2.1,

7- (4-FREE-EH) -2- P E-4-Hb g5 1 -F-WEME;

2- A ZE-4-ME RS 4 - 1-25-7-RE 0y -2- - Ik

2-FREL-7-nthnE -3-FE-4-nbng - 1 -FE-msi;

2-FE-4-TRAE- 1-35-7- (3- =5 F 5- 5 5)- M,

5- (3-$-KF)-2- A R-4-WRIE- 1-Z5-FEE;

A-BZRIF PRS- 1 -F-2-FAEE-7- B-Z P F-3K K-k,

2- PR -4 R4 - 1-H-7- (3-8 H- 3R 5 - ndemik,

7- 3 -F-HE) -2- R -4-nHE G de- 1 - DRI

4-F IR BESE- | -FE-2-FRE-7- B-Z 5 - SR ) - DAL

3- (2-FHEE-4-MEREfE- 1 -BE-ME Mk - 7 -2 )- 7 1

1- [3- (2-FR JE-4-RERg Joe- 1 -FE - MRk -7- 35 )- 2K K] - 2./

7- (3-F-4-F-FIE)-2- A - 4-E s - 1 -ZE-nEEmik,

1- [5- 2-FAEE-4-ME g fe- 1 -ZE-mElk-7-2) -0 wy-2- 2] - 1,

7- (3,4-ZF-KH) -2-FE-4-ME G- 1-F5-PERH,

2-FAE FE-4-(2- A B -4-NLRg e - 1 -FE-PEMK-7-5E) -5y,

7-(3,5- 5 -Z5FE)-2- FF B -4-ME g - 1 - FE-ndEmk 0

2-FEE-7-28-2-F-4-ME g de- 1 -BE-ETE

ARBHFIMEERLEDZ:

T [2-FE-7-G-E R - E)-E-4- 5] -,

[7- 3-FE-FE)-2- R E-EW-4-5E] - — ZE-f%;

1- [4-(4-Z L Jk-2- F -7 3E) - AR EE) - 2.1,

MEMNMZAL, BREYMEE.

Hl &R AR T ER A RAR—A B,

BAEdE R Huts . FERTIR T IER T A A AE AV B ER AT S
BH LRGHNE L.

17
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RIS

HAR-RY, A'FIAYINETRTE X, A4 T %

B RNIREA, RIS TESER &85 af) b
EY R NIRE . g, ISR REB RFIE, H+ b
L& FE I AR S T R

RMNIRFEA

R ; R
iz + \)A\
R e e 3
A R
Y N A

fla ‘ llla

N
o
\ P
N~ R
Rd
I

R NRFEB

(%)
2
2 R
R Al ~ jl‘\
. [ ——

3y + :

R Z N/)\F“ R N/ R

Rt
1

1o Hib
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EHENRNEREAFBS, R, R?, R, RY AFIAZHIRTFAEY, Y
FZ R AT 7E IS IE & B A AL AT R ER i N AP A A R B AR B . Bl Y
MLAEH, R, &, FHEBEE, —fFHEBREE, FEBEEESXT-F
ST AL AL FIZRPI(OH),B-B(R'0),B-, HFREFE, 2%,
FRERFNR —E RIS ZBEFIn1,3-F 28 E-82.3- ZFE-23-T =
& F(W. Thompson, J. Gaudino, J. Org. Chem. 1984, 49, 5237-5243; T.
Ishiyama, M. Murata, N. Miyaura, J. Org. Chem. 1995, 60, 7508-7510). %R
N, WHFRA “Suzukiff & (N. MiyauraflA. Suzuki, Chem. Rev. 1995, 95,
2457-2483), PLETEEHEANERGIG —FEELLE, —WEk, —HEFR
BE Gt DU S, 7E£920°C AR NIR-& 9006 s Z 18] ATIR B T #E4T
I 73 A VB B SE B R N B R IR S . Uik, —Fhes 4 an
WA B B R ER TN, SEMD, BEER P B AL S 4 Pk LA 1A K
BROEARME R SEEY S . Rk, ZRNEFESEERETE
HEMPIIMERLERBE Y, NEEKSYH - =R AR LR R
[1,1-RU( AL )- — Rk -4 (D) — P befr e T 3EAT

&k, 7ERNREASBHEAREZATLIE

Sn(kEk),, W-Sn(CH,),E%-Sn(1E-T ZE), ( “Stille reaction” , J. K. Stille,
Angew. Chem. 1986, 98, 504-519; S. P. Stanford, Tetrahedron, 1998, 54, 263-
303); BX

MgHal 8, Li( “Kharasch” reaction, D. A. Widdowson, Y.-Z. Zhang,
Tetrahedron, 1986, 42, 211-2116); 5%,

ZnHal, X HalRiR, MBS ; ( “Negishi” reaction, E. I. Negishi, Acc.
Chem Res. 1982, 15, 340-348).

%R AT AR BRI B I — R EE L, BB R
RIS, FEZ-20°CHRNIRA YR S 2 B FRE T 31T et
RHEREIECRERN. SESBTEEGYHNREEEREEY,
ML E&BEEYITHFETRNESYS. MEHNEEREeWEN-=
FERE-A0

AR E R HE T A S BEap s R#EIT, WEFERTES
RIS FIS, FE20CHMRPAIBAEWHWE S 2 EINRET, BV

19
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R 4- T BRIV BY4- 5 - b 5 XV B A R 2 7 (S P S SR B

)

NH

Vv
MR NB AP TR IEATI BB, R ERNK. A
HEFREEIEE N PR LE, FRABRKE-TE. Uik, Bres

RARERNFERANTEE, SEFIRE =27, E
TEA LB ) il JR R PR A

2 A2
R Cl R? N
N A1 \A1
Y—i > Y
p s
N)\R1 N)\R1
4 R4
v i
A'=CH, N

RIVEMLEY, HFER', R?, RY AMYEF RS Y, FHEH@ET
T RBEXNUEYE KGR, UEFEMBERNEHR, MTER
NE, il R FAe BRI LS BT,

OH

RZ
R A1

VI
T BN e B T A . R0 CH R MBS RZ
AR AT, RIEFESOC-110CHNRE FH#1T. FEKR _IERINERE

N,N-Z—HFEX[Z,
AVIKML &Y, HHPA'RCH, MY, RIFRZEF FRE X, s

20
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YrariEid RN TR E A S YSR I

HeR!, R, RAYWRTFTE X, FRPRpkikE, MEFENCE. 20
1k, 52 N AR 3% 78 1 M AL EE 71 n = 2R Bk B Dowtherm® A (26.5% HY Bk 5 F1
73.5%M — EKBHEILIB R EYN T, FEL150°CH R MRS P =2 (81
WET, LLXF T, EV7E RS AR EE T AR NI &Y T
K.

AVIFEY, HPAEN, flY, R, R’ HMR‘EEFLAE X, %
ETEN R ERX VTS YREIR, HAPR?, RAYINHEIATE X,

. OH
R
{j\*o
NH,
Vil

ZIAL [ AR 7E T MR WA I an 2l v 0 — A B R B RE  an R AT
Bt EEFAEE BB, LR =Z MBI T, E0°C-20CHIEET, FABE,
ik ZBEE (FERVECH,MMER T) AT A (R f VII— B 5 # B 18] 402043
b, EF0CTIMME TN, R, MERREE20C-100CHRE T
IR ZRNREY. SEEXERBVIIFKFMLE AW T#T: ERE, R
B CH, Ik ZBEBF , 7E20°CHI R NIR A Wik = 2 B IR B T AL 3
VIII, #ETE-50°CE-25CHNEE T A /KEAEITE R E4E, 1), Med.
Chem. 1993, 36, 733-746FTik .

21
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VKL Sy, H$R!, R, RY, YHREFLRE X, ZiLey
B E R IXB LAY 5E U BRI 8 -F IR R Nk HIE, R
R?, R*AMYEF ERE X

ZRMAREEEEFIERN DR, FRRA KT, ERNMEEDRGH
SVEE T H#AT . BHLERINNT - BRI B O L ER an 2hEE AT R AR (LT . &
R I3 FR R R B AR I 38 it P Q3 2 - iR TR 7K 43 AR AL ok 2R M R
BEDTPHE. EEZRNAA—NTBUERY, UEEBEERmE,
ARSI AP EZR THIT. BYEBRW, XF-FRERSCTIEKR, Wik
M) R R 7E RN R K il B K- &R, W r
AL R NIR A YIR MR NIBEY £

KVIIEHEY, HPRMYEF EAE N, Zba®%ES. F.
Webber % . J. Med. Chem. 1993, 36, 733-746K 4%

RIMUE BN Z5 R v LB LR B XA L&D
RiHAT, FIRTHRAIME R MEBRREIRER, K, HR, RS,
IR EVBREIMZEE, ITER SRR, 2SR, HAK, PEEET-
R . MANARERE B ETHEE FRENBOENRINILED
% o

Hl & RN EWRER T EAE TRRNZ —:

a) FEFETRRILEY

Ri—z lla

HIEOL T R TR &Y

22
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)
NN
R2 .
\i‘ llla
p
Y N Rl
Hd

b) FEHFE TERAKLEY

11

3
R—Y b

IER T RN TR E
®
N
RZ

\A1
lilb
Z y
P
4

R

HR', R} R, R, AFIAYWNEIFTEN, YHZEAIESEEBTER
RS LB R R B P B . E—/ MRS TE, KREa)FIb)7EFRF
EIEEBRLESEYHNMERLELEEEEY, NEEEREEY,
S Y- =R BSR4 T T

=R Ma)Fb) A — MUERI S A RS, YEB, B, &, BB
A&, ZRATFEBEE, FEBREE, OT-PREBREBEEE, ZE
(OH),B- H(R’0),B-, HHFR EFEE, Z&, RRERFEINR 5EEEM
BF ENERF—&ERI 8, iE1,3- N -8 E-82,3-“HFE-23-T
“&H, BZR-Sn(hiE), i%-Sn(CH,),5-Sn(iE-T %),, BMgHalsk Li
8¢ ZnHal, X9 Hal &R, M. FHNERE LR RMa)Fib), HFY
BiR. FEEHRIERRRNa)Fb), HFZR(OH),B-T-Sn(Me),.

A J% B BB FE X H P iE) 4,

23
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N
HZ
Xl
R* A
A
R4
X

HeR!', R* R A'FIA’WATFIE X, MESREM, R, &, FHEE
SE, ZRATHEBEE, FHEEBEE, 3U00-FREBEBRBEE. A
IR 2XXPNEY, HPROEMER.

JEHARE R X P EMA R :

7-fil-2- R B4 M I 45t 1 -,

7-Tif-2- FF B -4-WRAE- 1 -FE-PETHE

= ZF- (7-T-2-FR BE-ME D -4-2E) -fi%;

7-Tifl-2- FA -4 N R4 - TS

7-f-2- B B4 (4- PR BRI - 1-35)-TEE i

4- (3,4- "5~ |H-FFHEMWR-2-3E) -7-T-2- B MR SR AL 47,

5-fl-2- B -4 WRWE - 1 - FE - TR

5-TilL-2- FR B4 do - 1 -3 - M

5Tt 2- B 3 -4- P TR - 4 S TA

4- R IR s - 1 -7 - 2- B -V

6- 522~ F B -4 MLt g% .- 1 - - T b

7-VR-4- ML P - 1 - J -

7-VR-2- B B 4- DRI - 1 -3 - T PR b

7-R-2- PR -4 M I 4 - 1 - - AR

AT 1 -FE-7-1R-2- FF 5 - ek

A-F XN T h- 1 -FE-7-1R-2- FF B - DRI

7-VR-4- 5 -2 FF -1V AR A

4-5% -5 -t -2- B L -

6-1R -4- 5 -2- FF k-

7-VR-2- B - 3H-HE A -4-

3--M-FEE)-T-2-58 LB

24
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AR FHIMEER R R

(7-VR-2-FR B - kg -4- 25 )- — FRBE-i

(7-1R-2-F B - Mk -4- 2Ry - T -

FRAERTEEYROINLERE RN A — 1 H B,

ARBAMFH—NNEIRLRICEY, ZEYRTEETBRIGT
FEREZY, FRERE D ENPYRZAHAHEISIERN, Wi
MHATFEFERBRGIT AT %, LDOERRE, BERKE, BB E
MEEELFAERER 254 .

ERBRS—NERHREET LRI EYRET BHEAEN Y
HEY. MEMREMASY, KANBEVRTEUENREMEHER.
FERIDLIEN 2 LR &Y, H A REEFFNHI5 R orlistat.

ARAB—NEREENA RS YREFLY, RS
FFRTRI AT K, OMERK, WRRK, BB X ERALME
FERO 2RI I

ARBHS— N BNEEERBIRFEZ —HENILEY.

AEBHH —ANERR—FIBIT TR R4, OMERR, IR
Wi, B, MERNRREEIAERKTE, EZAETAARTE
HMEMN LR ED.

BRAREHS—FH, BET —MHEFEXMET AT BT
REBI T, ZTEBEM NG HETERENIEEXINLEYIGTSH
ME R IREFINEIF, FFRlRiE, A Brid ABEE &7 Rorlistat. 4<% B
MH—ANEERAREN TS, HPREARFN, 5FsUEEhs
7.

A& B 5 — MU R SEit 5 RERIPAWTES & Tiar
B s ALREM SR R R, ik B B 2 R B IR R T, 45l
ik, A ik AR 5T 2 orlistat.

KRR T
/NRNPYS5 52 {AcDNA I 5 [ :
E %R 519 Pfu DNAK 4 E§(Stratagene), M/ EAKCDNAY 1 4%

25
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2/ BNPYS(mNPY5)Z A1 2K cDNA, FId5I¥Mit—2ETAFK
5. FIFEco RIFIXholBR AL s ¥ 1 7= 4 50 b B I I R X Bk
pcDNA3HY, WP TR, FHFEFRMIGATFFIN— R LT
R4 R TERE .
$5E B 4

RIS R AR AR, FREE R (Gibco BRL)H 10ugh)
mNPYS DNA#Z A E'E293(HEK293) M. HYREWKR, #ITREBER
EFE( mgml), HHBETINMRENTE. B—INMTEAIHTAHER
fiE,

B MR RSE S

WL = WA RMRIETEIR, ERBTrsE %G mM, pH 7.4, 1| mM
MgCl,) 24 it & 75 F 4 /) B NPY5- % 1& (mNPYS) f9 A\ JE '& 293 41 fig
(HEK293), REHSIFHAET2,000X B0 15708, FEE25 mM MgCl1,
250 mMAEEIT7S mM TrisZEl(pH 7.4), 0.1 mMEREEFEEBEEHRF0.1
mM 1,10-48 — & 4+ JE(pheneanthrolin) BEIRITIEH X, REER THRIME
IR, SRR RS T-80°C. 184 1MiE A E A (BSAE LR
¥, EEBLowrylI kS EEAM.

BT EC AR E S 45 &4 AT 7E250 pl 25 mM HepesZE iR (pH 7.4, 2.5
mM CaCl,, | mM MgCl,), $10.01%%&S ng® H/FEINaN,, 100 pM ['*I]FR
CHIBEYY (PYY)FI10 plfS A 380 & f R Fric il iR & B A DMSO
IT. TE22CHE /PG, it AR EaT 4T s 88T I8k 0 5 45 & H Rt
BER. 7E1 pMRFRCHPYYRERLHT, MRS e, B
B EAEXNBEAMIFREE S ZANER. 1C, 5 VIR
50%% & [ PIHFIC K IRY IR TFIMIRE . 465 logitlog¥iL/a,
G BNk ACIED, i hazh (ORI 1

FE48 A K R R A A YE R TR A YRT AT R R R 3R
BHERRTTIRS:
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wey ICs,

7-(4- R E - E)-2-FE-4-M 57 - | 0.0670 AR
1-3-EER (SEHE11.6)
7-(1H-M5| B -5- %5 )-2- B FE-4-URBE - 1- | 0. 1098 B /R
H-WER (SE 11.17)

ik E R AW REBIET 1000 nMEIIC, [8; BMENLEWESE
{&F100 nM. 5 RIETF10 nMHIC,H. BILEKILEVWEERT nM
MIC,fH. BRI HRTRRBIRE TixELER,

RINWEDFENNAHE, BREUMETTREANY (LAY
FFIMERD o ZAPRFTHERSY, FnDkezs (bR, 8
KA, BRI, FSROAKKRE, B8 FLBESURERMERD ,
AIsHNAY (MU EMBHER) HEMRAY (WLARFIMERELEZ) .
N, RATHEITEMANED, Bl AEEKNEZ (LLEFER
P .

KRIFML AR ENIN AL, BRSBTS EEER,
PLESBR B AL R AN LA RAEF= F R, B A A, $ERFFNEEARE
®, I, EXRERCSIINGEY, BA, EEREEHHRETEH
VeI an 3,  HEAR FUFNRE BR e RS e ) 4 771

KARKRENSERMTIRGmEY W, &, B, F-EEPmMm
WAL TS,

HFEBAERNSENHEFI -G K, £k, HEHE, B,
HEES. |

Xt F ST WM

i

EENHEAI R WK, &, ST, HH, EY
it N
ST RAT S SEHFHF RO M RARNSEE L, &, &7, ¥-A
(LR TE P

mHE, HAYEFTREHER, MmEH, BnEEYR, e,
WA, A, HEA, FEH, sRAEH ATURRBERENH,

27
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S, BWRAEGELR, enNbaTaed eaTr LENMENDR.

WKIRARYE, RIPILEWFENNZEREE, BREYMEETH T
Bifva T R R, ODMERR, KRR, BN R aEILML
. FBWE—NERNFARAZN, JRET D RERIREFNET
MERFE. BE, EORSAPELT, BRELH0.1mg-20 mg/kefhE
FHEGL T, PLiEL0.5mg-4mg/kgAE (NZ1300mg/ \) BEER, %57
BV 5 BAIEL-3N BB AE, ETaelmERnEHK. AT, 2R
MERTEN, LR LR,

L SE IS TE T SC B BB AS R B, Bk SE 5] AN B A PR A4 1% .

5L it 51
SR .1

il 7-(3- R -F & )-2- FA e -4- P& - 1 - - -

FEEARAT, Bidk1.5g 7-M-2- B B-4-nb g e - 1- -l (SEREF3.1)
256 mgl(Z R ERHLF0 m ZFEREZHRINBREW155545F. MAL.04 g
3-FALEMERAT m L. MEBANLEARERTRREF1058, RS
Fi19 ml 2MERERAN /KIS AL TR . 7ERIZIGEH: T B ZIR A 1.5/ T .
RESERUG, EREFERERS LRERNIBEY. FRYAHS0 mUKRYL,
HFS0 mZ MR ZEE B H R . FH50 mIE AN &AL KIS IR &9 a
UM, BRERB:TIRIFTIE. BRIERIFE R KRR LT AIE S
(PERRW: —SE R/ HEE19:1, R4 . SRR HERTE.
RIS TC IR 1.23550 7-(3-F-F ) -2- B -4 e fe - 1 - BE -1 bk . MS (ISP):

©323.3 (M+H)".

TR AW T STHER 1. 1R %
1.2

KT ErEfiL, FA3-Z=RPEXEMER, KRB THARFKKR2-
FA R -4- ML MR- 1-2E-7- (3-SR P E- )Mk . MS (ISP): 357.3 (M+H)".
SEhitEf51.3

ROATLHiFL, FA-EEXEMR, RETREEHKRRKIZ-Q-F

28
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Fo-4-AE N bE-1-F-TERK-7-35)-F R . MS (Bl): BEAF m/e: 303 (M+,
100%), 274 (14%), 260 (9%).
L4

R TFLiEi.1, Ha-ZEEREMR, RE T RIBEBIKIKKL-[4-
(2- A EE-4-nE IR fe- 1 - BE-FE K- 7-3E)- K HE]-Z . MS (ISP): 331.3 (M+H)",
JZHEfI1.5

BFLHEF1.1, AXREMER, RE T HERERERE2-FE-7-F
Fo-4-En% - 1-F-Emk . MS (ISP): 289.3 (M+H)".
CHf501.6

R TLHEpI.1, FHe-FEEFREME, KRBT HEEIKRNT- ¢-
BRI 2E) -2-FR B -4- M Je -1 -2 -HETR . MS (ISP): 319.4 (M+H)",
L itifs1.7 ‘

KT LREFI.1, F2-EWIER, RE T KEEHCIR2- B H-4-0t
N dg-1-5E-7- By -2- B0 . MS (ISP): 295.3 (M+H)".
St 1.8

BT ErEBI1.1, FHMCE-3-TER13-Hi- —BENEE, RETHEE
WK OR 1 2- B B -7- b nE -3 B 4-nib g fE -1-ZE-HEME . MS (ISP): 290.3
(M+H)*.
L E1.9

AT LhEFI1.1, FS-MEEZAER(Chem. Scr. 1986, 26, 305-309), 3K
57 REAEARR2- B -7 e -5-F-4-ME M e 1-26-FEME . MS (ISP):
290.3 (M+H)",
SCHEfl1.10

U FErEp, FH3-ZRPEREBRA7-00-2- F E-4-0Rk0E- 1-5
-HEDR (SEHER3.2), 3R1G T BEWKRE2-FE-4-IRIE-1-E-7-3-=F5F
Fe-ZEFE)-MElk . MS (ISP): 371.3 (M+H)".
SEifE1.11

KT LB, F3-FEEMERM7-A-2- F E-4-URBE- 1-Z=-FEWK
(CEHEF13.2), KRBT HREABRERKT-G-Z8-FH)-2-FE-4-IRE-1-2-H
M. MS (EI): UEEA Tm/e: 337 (M+, 45%), 335(100%), 279(9%).
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K112

REATEHHI1.1, F4-ZBBERETRIN7-I-2- 5 F-4-OR0E-1- -1
W (CEHEB13.2), TRIE T AR 1-[4-(2- F H-4-IRIE- 1 -FE -l -7-5)-
FH)-ZH. MS (ISP): 345.4 (M+H)*.
St 1.13

RUAIFEMEHI1.1, FA3-EEREWELA7-B-2-FE-4-IRIE- 1-F-1E
Wk (SEREDI3.2), KB T RMEEE AR 3-(2- F ZE-4-DR0E-1-ZE-HET-7-5)
¥k MS (BI): ML Fm/e: 317(M+,100%), 260(8%), 234(9%).
SCHifl1.14

RUAT LB, F4-FEEREPERA7-IL-2- -4 WR - -5
W (SEREPI3.2), 3R T A IR IT-(4-FF S-S5 2- FF - 4-WR G -
1-FL-mEmk . MS (ISP): 333.3 (M+H)".
SLHf1.15

BT LM, F2-EEM PR AN 7-T-2- F e -4- R g - 1 - K- MM (52
FEf3.2), KE T B EE AR A2-F H-4-RIE-1-FE-7-BE WY 2-FE -0
Mp.122-123°C. MS(ISP): 309.2 (M+H)",
SLhEf1.16

FALTSCHEB1.1, FIZEFETRERAN7-B-2- B EE-4-DR0E-1-FE-ndentk (52
%13.2), K18 T WEE AR E2-F EE-7- K7 -4-0R0E-1-F=-1E0k. Mp.111-112
‘Co MS (EI): WEALTm/e: 302 (M+,100%), 245(12%), 219(10%).
SLiEf.17

. HALTSEHEH 1.1, B 1 H-MWE-5-FE AR (Heterocycles, 1992, 34, 1169-

1175)A07-100-2- FR B -4-UR i - 1 - 25k (SEHf93.2), /18 T iRBEEAER
17- (1TH-R5%k-5-25) -2- B BE-4-URWE-1-F&-MEDK . MS (ISP): 342.3 (M+H)".
SEtif1.18

RKNFLHEBI1.1, FnLeE-3-TIREE1,3-7 ZBE PR EE A0 7-T-2- B B4 0%
WE-1-Fe-MERE (SEME13.2), RIR T HEAWEHIR A 2-FE-4-IR0E-1-F-7-MiE
NE-3-F-MEM. MS (ISP): 304.3 (M+H)".
SHEf1.19

RUTLHHILL, F3-ZRPEREWMHRA - Z8K-(7-B-2-F &g
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WE-4-%)-1 (ERERI3.3), KB TEEMRH - ZE-R-BE-7-G-ZFF
B-RE)-MEW-4-5 - . MS (ISP): 359.2 (M+H)",
SE 11,20 -

R TFLrEf 1.1, F3-EEEEMEBR — 2 5 (7-8L-2- B 3 -mnbk-4-
B)-RE (SEHEF13.3), KB TR EHPREI[7-G- 8- 5 5)-2- FF H-vEnk-4-
R)-ZZE-f. MS (ISP): 306.3 (M+H)*,

LHER1.21

KT LEFI1.1, F4-Z BRI BN = 2 3-(7-7-2- B 3 - k-
4-75)-f& (SEHEG13.3), KB T B AEIIRA1-[4-(4- = Z 5 %-2- B 2E-memk
-7-35)- % 3]-Z.8. MS (ISP): 333.3 (M+H)".

S HEf1.22

REVTF LRI, FH3-Z 5P R ETR AN 7-1-2- FF 5 -4- 1D i -4- 2 -
MEMR(SEHE13.4), IR T 3= AR A92- B FE-4- 180K -4-FE-7-(3- = JR T -
FE)-FEWR . MS (BD:UE{E AL Fr/e: 372(M+,100%),314(67%), 169(19%).
SEHE1.23

RENFLHEBI1.1, F4- 2B ZE 2 B0 BR N 7-T9-2- B B -4- T Ik -4- 2 -
WEMA(SEHE3.4), 3R1TF T IRLLEAIEHR B 1-[4-(2- FF F-4- TG DK -4- - I DK- 7-
F)-ZEFH)-Z8. MS (ISP):347.3 (M+H)",

SLTitif1.24

AT LB, F3-=5 P EREER 7-1-2- B -4-(4-F TR
2-1-35)-MEMK (L5 1513.5), 3R18 TR EIRHCR 1I2-F 35 -4-(4- FF 2 -UR - 1 -
Z)T-G-ZREFE-FER)-Emk. MS (BD):EE A T m/e: 385(M+,57%),
370(19%), 42(100%).

SEHEI1.25

AT EHEF.1, F3-ZHPEXEMBRNL-3,4- 25 - 1H-FHEM-2-
F)-7-1-2- - S F AL (L HERFI3.6), KRB T HREGIRIKEIR4L-(3,4-
Z&(-1H-FerEmk-2-55)-2- FH B -7-3- = P - ZE 3 )-iElk . MS (ISP): 419.3
(M+H)".

SLf51.26
RAAT SEHB11.1, F3-FEEEMBRANS-T-2- B - 4-WRE -1 -5 -mEmpk (s
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Hi13.7), KRBT EEMREAS-G-B-KE)-2- F E-4-URNE-1-Z-FEW
MS (ED):I&(E AL Fm/e: 336 (M+,100%), 307 (17%), 277 (32%), 225(49%).
LHEf1.27 : A

KLNTFLf.), F3-=/ P EEERR M S-1l-2- P E-4-DRAE-1-EE-
EMK(SEHE513.7), RIS T R AEEHERA2-FE-4-VRE-1-2-5-Q- =R F -
HEE)-MEMK, MS (ISP):371.4 (M+H)".
SEHEf1.28 |

BT LHEf1.1, FH3-FEETIERFNS-T-2- B F-4-nt g e - 1 - ZE - Tk
(SEHE%513.8), R\ THRECEREEAFCRES-G-F-FE)-2- FE-4- g
fe-1-Z5 -k, MS (ISP): 323.3 (M+H)*,
L %11.29

FAATFLHI1.1, F3-FARENER A S-A-2- FF 2 -4- MM 1 - Mk (s
Hi3.9), KRG T L ERGHCR A S-G-8-F5)-2- F - -4-1G k- 1 - T -k
MS (ED):I&{H AL Fm/e: 338 (M+, 87%), 277 (100%), 245 (37%).
STHEI1.30

KA T LHBI11, FI3-Z 5 PR RN ER AN 4- B Z4 R B - 1- - 7- -
2- R RE-MEMR(SEH503.10), 3R18 T HEWKRI4-ERFFE-1-E-2-F &
7-B-Z R P E-FEE)-HEWK . MS (ISP): 385.3 (M+H)*.
1131 |

RAF LB, F3-REEMERN6-1R-2- FF E-4-nt g e -1 - -
RCEEI3.11), R T R ENBIRFI6-G-F -2 E)-2-FF H-4- g 2-1-

- F-Emk. MS (ISP): 323.3 (M+H)*.

SEHE11.32

KT LHEE 1.1, A 3-FAETIERIN 7-11-4-ME A&t - 1 -5 -FERR(SE e
Bl 3.12), KB TREIERZEEERE 7-3-F-FE)-4-ME% Fr-1- -0k,
MS (ISP): 309.2(M+H)",
SEHE12.1 |

] 2% 2- P - 4-WR E - 1-2E-7-(3- = 5 B - R 2 )- e DAk«

KT LRI, A3-ZRAEXEWERRMNT-R-2- FE-4-TRIE-1-5
-EMEMR(SETED14.1), KB T IR G EARK2-FE-4-IRIE-1-3-7-3-= 5
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FE B SEEE)-HEMIK. MS (EI): MSEALFm/e: 371 (M+,76%), 342 (100%),
288(57%)-
SEEf2.2

RIAFEHGI1.1, H4-FEERETEL7-1R-2- FH-4-IRIE-1-FE-
PEMR(SERE4.1), 3R18 T IRE AR 7-(4-FE - H)-2- P EE-4-URRE-1-
-, MS (ISP):434.3(M+H)".
SCHt92.3

KT LERI.1, F3-EEFEIEMEEIN7-18-2- F 2 -4-DR0E-1-F -8
TR (SEHEMEI4.1), BRAR T 180 68 B AR 0 3-(2- FF -4 DR - 1 -5 AT - 7-
F)-&KJ&. MS (ISP): 319.4(M+H)".
St f512.4

KAT LG 1.1, FHMERE-3-THER1,3- 5 —BEEREE R 7-18-2- FF 540k
me-1-JE-nE MK (SE B 14.1), R8T TR A [E AR A9 2- B -4 DR IE - 1 -5 7-
ntnE-3-JE-E MMk . MS (ISP):305.3(M+H)",
2.5

BT aBl1.1, FIS-MEnE A ER (Chem.Scr.1986,26,305-309)F17-1R
-2- P FE-4 it - 1 - B -RE PR (SEHE1614.2),  FRAB T R E A0 i 2- B 2
~7-WERE -5-FE-4-ME G fe - 1-FE -k . MS (ISP): 292.3 (M+H)*.
L Hi152.6

KT ELHaBI.1, FH3-=R P EEEBRAN7-8-2- F F-4-n g pe-1-
E-TEMIR(SETE(14.2), KRG T B EIRERAI2-FF E-4-nt g ke -1-3-7-(3-
=R R IR E)-EE MR . MS (ISP): 358.2 (M+H)".
L HEf2.7

RUT L1, F3-FAEEMBFN7-1R-2- F F-4-nt g - 1 -2
WR(EHE14.2), K1 T BERRI7-G- 8- H)-2- 240l n& b -1-3%-
MEMEME . MS (ISP): 324.3 (M+H)".
S f52.8

RULF L5611, FA3-FAFEWERAN7-IR-2- B F-4-WRIE - 1 -5 etk
(EHEf4.1), RETHEABRMERET-G-E-FHE)-2- FE-4-DR0E-1-5-%
PRk, MS (ISP):338.2(M+H)*,
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SCHE2.9

RUUTEHER1.1, FA3-ZRAFEXEMRINI- BT LT-1-5-7-1R-
2- B -MEMEBK (SE M1 4.3), KB T RKBAEMIEREEARE4-BIRHBE
Fe-1-2k-2- I F-7-(3- = 5 FF - 5 )-E Mk . MS (ISP): 386.3 (M+H)".
SEH13.1 |

) 2 702~ B - 4- b IS e - 1 - - TS OB -

W& T20 miEKZEFR2 g 4-F-7-B-2- FF B MR (R & F) B iF
"EP 0497371, CA 143946-47-8) )88 F11.09 miftR& 42, 0.2 ml MEBEFISO
mglLBERS SR TS, BEZKESYET24/NN. RE
THEH. FH50 mUKEMBBRKYIFH2 NWEEMPRILEpHI2. JTIE
BT IEE A 20 mlIZKF120 mIZ Bk ieik. EFE FTFBRE~R, B3
1.95g (87%) IR B 8 [E 40K 1 7- - 2- B BE -4- Mt g 452 - 1 -6 M b . Mip:99-102
"Co MS(EL): WA Fm/e:338(M+,100%), 296(5%), 183(9%).
et f503.2

RAUT LHFI3.1, F4-F-7-H-2- B -FEKANIRIE IR T M E A
AR B 7-T0-2- B 3 -4-OR g - 1- 25 -k . MIp:124-126°C . MS(ED): I&1H iz T
m/e:352(M+,100%), 296(4%), 269(5%).
SEHtif513.3

RUTSEHEFI3.1, FH4-T-7-Bl-2- AWM — Z i mEE 150
CR120/h0f, 3R T MR = 22 -(7-FL-2- B - mbk-4- 25 )- % .
MS(ED):W&{E A7 T m/e:339(M+,100%), 325(73%), 198(43%).

- SEjitEfEI3.4

KT LEH3.1, F4-F-7-B-2- FE-EMAmEm, RET7TKE6
(] AR 1K) 7- T -2- B B -4- M K -4- 2 - Ibk . MIp:103-105°C . MS(EI): I8 fir
T m/e:354(M+,100%), 296(73%), 169(13%).
L35

RIUFSLHE)3.1, FH4-F-7-M-2- A2 -MEIRFIN- LIRS, KB T
R E AR (4712 B -4 (4- FR LR M- 1- 355 )- I . Mp:92-94°C . MS(ED):
W18 7 T m/e:367(M+,100%), 352(38%), 310(11%).
SK it f513.6
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KL TFLHBI3.1, FH4-F-7-B-2-F E-EEWMmIE T, 87X
& E AR B 4-3,4- 5 -1H- TR -2-35)-7- Tl -2- F K -E kA E kY .
Mp>230°C. MS(ISP):401.3(M+H)*.
S HtE513.7

R T L HEHI3.1, FH4-8-5-T-2- B -k (S MR 150 5. 2) FIWR e, 3K78
TR E MR A 5-B-2- FF B -4- IR - 1- 210k . MS(ISP): 353.2 (M+H)".
5K f513.8

RUUT SLHB13.1, F4-F-5--2-F -k dz, FETHRER
[ 40K 0 S-F-2- B B -4- M R - 1-J6 - . Mp:97-99°C . MS(ISP): 339.1
(M+H)".
SLHE513.9

FAUTLWEHI3.1, FH4-G-S-T-2-FREL-REVR AN D K, 3548 T 3t (4%
KA S- Tl -2- B -4- N bk -4- B - WE Ik . Mip:144-145°C . MS(ISP): 355.1
(M+H)*.
SEht13.10

KT SEMEFI3.1, F4-8-7-BL-2-FFE-EMAMYER, RETKREE
IR B 4- B SFR B b -1 -2 - 7- M- 2- B - . Mp.>90-93°C - MS(ISP): 367.1
(M+H)",
S 3.11

RAUT SEHEHI3.1, FH6-IR-4-50-2- FF -k (S i 51 5.3) FInt g 5z, 3K
BT KRG E AR 6- 1R -2- B B -4- N Mg 2 -1- 2 - bk . MS (ISP): 291.2
(M+H)*.
SEf3.12

RLTLHEHI3.1, F7-1R-4-5-1EMWE(J. Amer. Chem. Soc. 1946, 68,
113-116)F0RtL AR 4T, FRAF T 2K B AR 1 7- 1R -4-RH PR - 1 -5 - . MS(ISP):
277.2 (M+H)*.
T itEf54.1

il 8 7-VR-2- B L -4- R IVE - 1 -5k - AR .

R TFEHEFI3.1, F7-1R-4-5-2- FF B Membk(SEHEMI 5. ) FINRRE, 3K
BT SRR EEPRE7-IR-2-F Z-4-JRIE-1-F-F k. MS(ISP): 306.2
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(M+H)".
Lt f514.2

HEBITLHEFI3.1, FH7-8R-4-5-2- B E - Mk (S R0 5. Dt g 2
K1 T R EE R 7-1R-2- B AR -4-nE g ke 1- 25 Mk . Mp. 120-122°C.
MS(ISP): 292.2 (M+H)",
Sk Htif514.3

HALFSLHEBI3.1, FH7-IR-4-3-2- F - MR (SE T8 5. D) ARRY BRI
S T B EMPRE4- BRI E-1-3E-7-1R -2- B 2w bk . MS (ISP): 320.3
(M+H)".
S HEf14.4

BAUTF SLHEFI3.1, FB7-1R-4-5-2-F Z -k GEHEFIS. AR T
%, R T RIFEEERN4- BT K-1-2-7-1R-2- P E-EER . Mp.
129-131°C. MS(ISP): 278.1 (M+H)".
SCjifs4.5

AT SEHEB3.1, FHT-1R-4-5-2-FF - MMk (SEHEf 5. 1) — H %,
15 TAZEE AR I (7-1R-2- FF 25-mE Mk -4-25)- — FZE-%. Mp. 55-57°C.
MS(ISP): 266.2 (M+H)".
St 4.6

KT LHEFI3.1, F7-R-4-5-2- PR - MR GEHEHIS. )FIIE-T %,
B T KRB B EAR B (7-1R-2- FF B - 0bR-4-25)- T 2-f% . Mp. 133-135
“C. MS(ISP): 294.2 (M+H)".
. SEHEIS A

] 2% 7-1R -4- 52 B - s AR -

¥ 2 F0.48 ml NN-ZHEFKILN0.45 gi)7-1R-2- B H-3H- MM -4-
B (1) Y B VR 1.4 1 mI 5 4L B (phosphourous  oxychloride) b EE, F7E60°C
Fhn#o/net, EEPERRNMEBEEY, FH20 mUKRBEEERKY), FH10 ml
MR A K TREEE B R, FEF25 ml & FARAEEUB /. FH25mlsK, 25 ml
BAKBREEIE, RBETRAEETSHER. BSERKR ERARER/
B CBR2: 1 BT AR R . K18 TR EE AR 110.288 g(59%)7-1R-4-%-2-
B 2% - mE ek . Mp.>82 °C (dec) . MS(EI): & & I F m/e:258(M+,37%),
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221(100%), 179(9%)-
SLhtifls.2

) & 4- 5 -5 -2- FP B -k

1825 gHH3-C-H-FEREEE)-T -2-HBR ZER(E ] 7. 1) A F25
mifh R HIE KA RAT, REFEXAMEBEEE250CU L. RN1.5/M)E,
BREMERTAH. SESEAEE, HFHAOm TR, £E
3 TR AR5 17.27 g(83.6%)7-l-2- B L - Ik -4 - B 0 5 - Tl -2 B B - k-
A-TERREY)

11727 gy ER=HIFMA20 mBENB. EEETHEERE
BN, BRI 550 mIT KK 28— R BT IE. BEHE
%50 mIsKoK P FHw4E, MASENEEZR PR BBK A 25 .
TIE=Y), FIS0 mUK¥ERR, HFEETHFFIE. Hr-Ra@arEi EHABER/
LB LR EN AN IREE T REBEABRPERNT.L g41%)4-7-7-B-2-
F-EWRAN4.26 g(23%)4-5-5-Mlt-2-FF ZL-HEME . Mp.98-100"C. MS(EI):I&1H
A7 Fm/e:303(M+,100%), 176(100%), 140(21%).

S Htf15.3

KT L REFNS5.1, F6-1R-4-FHE-2-F F-WMEK(Synthesis, 1987, 482-
483), IK1E TIREBE MR 6-1R-4-F-2-F E-EWK. MS(ED):EEM T
m/e:256(M+,100%),220(13%),141(20%)-

Lt f6.1

1) 4% 7-1R -2~ FR B - 3H - A DK -4 -

EESAAT, RGP, RELKHZHERRES0.81g 4- 1R
AREFEFEHFE(J. Org. Chem. 1997, 62,1240-1256), 39 mg 4-(—F &)t
BEFN12.09 mI= Z RSP ZE3 C 2048 N ZE T INA0.69 mIZEE & . R
G54 R IR A YIES0C N3 /INEE, TE107- 80 N 3 #EAS I 1.08g kR 8%, 7
MEREE THBEEESYWIUNNT. BHJE, BREYEEZE20mIK E, I
SEYETTIE, FKYEE, FFERE TP TR BR MR A E 4R 590.46 g(51%)
¥ 7- V8 -2- H 3k 3H- s M -4- 7 . Mp.>191 °C (dec) . MS(EI): i & i F
m/e:240(M+,100%),223(14%), 197(18%).

Lt f7.1
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Hl % 3-- M- FEE)- T 2-HRLEE:

R LUK ST B R F A BEEE T U S T65 miZEH47.79 g 3-BifX
#HE, 27.7 mZEEZ. B ZEEH10.13 ml 37%EBENREY . 4/METE, WE
T4mbK. FERETEREFFEETSPTREENM. KE T RIFEMH
RIK3--BL-FHEE)-T-2-%H K L. MS(SP): 332.1(M+H)",

SE 18,1

F R BRI & 7-(4- R B 2R )-2- P -4 e e - 1 - 6 - AR b 5 420 -

F7E1.2 ml ARk — A3 288 1: 19 944 mg(0.15 mmol)7-1R-2- A%
-4~ M % 4 - 1 - - PR B S VR R DN 7E0.4 ml ZEE B957 mg (0.375 mmol)
4-FEF-FH-HEE, 7 mg(0.007 mmol) & [1,1°-X(Z FF M) — K-
1D R F A 40510.6 ml 2M NaCOsaq., R 5 KR &P N EI85°C12
N SEIESE, HZIEOK(RRR)BEERLGR R A ERALREEY, ™
A:17 mg(35%)r B &4 . MS m/e(%):320.4(M+H",100).

1R IRSEHEG8.1, AR T H e KM AT A . 4 8IC T 8-& SLhEfi8.2
BSCHERI8.1SI T IRFIR .

B FEREES.1-8. 15 I E I AL B H AR L& B SR B

L 1518.2-8. 158 A BN 7-IR-2- FE B -4- ML I Jo - 1 - - AR IR B i, T
BEETRPHENNS R S4,4,5,5- 00 B E-1,3,2- “E I IR be

(dioxaborolan) -2-FE-fT444 R

i) | EAIRERER4.4.5,5- IR | o MH"
-1,3.2- " FR M 23 [He-2- S
-4y =}

8.2 4,4,55-JU R 2-MEMY-3-FE- | 2-FREE-4-MERRpe-1-26-7- | 296.4
[1,3,2) Z& 20 243 bt MRy -3-FE-ME MR, S H
(Lit.:WO 0027853A1) B EY)

8.3 [4(4,4,5,5-D0 B %-[1,3,2] = | [4-Q2-FFE-4-MEM&be-1-2E | 405.5
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SR e -2-5)- K
E-BEFRN-T B
(Lit.:WO0119829A2, CSIRO,
4> TR}, Clayton South VIC
3169, WAFII)

- TR - 7 - )- R B - R B
- T B SR RK
HEY)

8.4

3-(4,4,5,5-I0F#-[1,3,2] =
FRN I JUe-2-3)- "R I
(Lit.:WO9845265A1)

3-(2- U -4- L 4 -1 -
WEDAIK-7-2E)-F I 5 R
REI1L &)

3154

8.5

3,5- R -FMR (&)

7-(3,5- 8- EE)-2-
-4-RHER% fe- 1 - HE I VRO
S5HRONEY

359.3

8.6

3-ZEREFEETR(HE)

1-[3-(2- A F-4-At P& Joe - 1-
- v-7-5)- K E - 4
i, SRRIEY)

3324

8.7

4- =P EFE-MR (T E)

2-FE-4-nitng f-1-%-7-
(4- =5 ALK )-mE
W 5 HEBREALED

358.4

8.8

BEy-2-HR (&)

2- FHEE 4.t de- 1-2E-7-
WEWy-2-FE - Ik 5 H
Bt &Y

296.4

8.9

5-Z.Bf-2-Em R ()

1-[5-(2- B -4 -nE A - 1 -
- MR- 7 - )- TR Wy - 2-
H)-ZW; 5SRRMLE
/|

338.4

8.10

5-(4,4,5,5-l0 B £-[1,3,2] =
SRR R de-2-2E)-1H-
5]k (Lit.: WO0027853A1)

7-(TH-T|R-5-3)-2- F 2
DU 11 AL

3294

8.11

N-[2- FF 2£-4-(4,4,5,5- 74 i 2%
[1,3,2] SRR Sk -2-
)] LB

N-[2- B -4 (2- 241
e -1 -F DT 7 ) -
KE)- 7B 5TRN

361.5
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(Lit.:WO0027853A1) WEY
8.12 HEREWR(ME) g, 2-F2-7-(3-F%- | 3354
: ZFE)-4-ME O fE-1-FE-TE
PR

8.13 3-(4,4,5,5-T0 B H-[1,3,2] = | 3-(2-FFE-4-MLELE-1-2- | 305.4
SARMARIN M e -2-3)- KAk | mEMER-7-25)- 2Kk, 5
(WO9831688A1) BRELEY)

8.14 3-(4,4,5,5-T0FF311,3,2] = | 3-Q2-FF-4-Mrg-1-2- | 306.4
SN R e -2-25)- KBy | EMEME-7-25)- KW 5

() BILEY
8.15 G-ZFRHFEE)-FMBRET | 2-FE-4-MAELT-1-2-7- (3744
£) G-=R PR

W SHRENEY

S £619.1

2- FEE-7-FRFE- 4TI fe - 1 - FE - A %ﬁﬂﬁ&&’u{:/&%

[E7E1.2 ml =M@ ke/ — A Z581: 19 #9143 mg(0.13 mmol) 7-fi-2-F
~4-RLE g5 1 - -PE VAR P IIN39.6 mg(0.325 mmol) FZEHER, 6 mg(0.007
mmol) & [1,1-F(ZEZEBERE)- IREEAN R RS nE& % F0.55 ml
2M Na,COjaq., BBEAYMMESSTI2/h0t. T3EfE, Wit ZHE/K (F
) BRI R AR TAGREY, FEE25 mg(57%) )RR ED).

. MS m/e (%): 289.4 (MH+,100)

HIRSHEF9.1, AT RAMNIEMATEY . SRICT a8 LHF9.2-
519,398 FR25

FIRRALEE, RIS EFP 4 B0 B BRERO.1-9.39F R % B M 51 &4

M7-T-2- PR 4N RE - 1- - A B 2 T TR IEM BB R B &

B IS ER4,4,5,5- U0 FEEE-1,3,2- S Z 7930 o de-2- B -RTAE M0 A B SE T
1§19.2-9.39,
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s | el EREA,,4,5,5-l0F | oA MH*
-1,3,2- “E IR X, | SEl
be-2- -7 El

9.2 4-ZBEFEFEMR (T E) 7-(4-Z.F-FEF5)-2-FEE-4-1t [ 317.4
Wp-1-2E -k, 5K

wEY
9.3 34-"HEEFEMBRET | 7-C4-ZHERE-FEH)2-F (3494
) F-4-mprg - 1B, 5
| RN &

9.4 2,6- _BAFEMBRTE) | 7-2,6-ZF-FH)-2-FH-4- 3254
nERgfe-1-F5-ETHE 5 R

P&
9.5 2,4- " REEFEMBRT | 7-Q4-ZFHE-FE)-2-F 3494
£) F-4-ntE g pE-1-ZE-Em, 5
HIRMEY

9.6 4- =5 F I ER(TH &) 2-FA -4 nth PR e 1-35-7-(4- | 357.4
=HEPE-EE)--E; 5

IR I A
9.7 4-(RBRE)-FEMBRGT | 2-FHE-7-G-FERKEE-F 3355
) F)-4-hgde-1- 2 -k 5
RERMILEY)

9.8 -HEEEEMBGE) | 7-Q-FEE-FHE)-2-FHE-4- 3194
MR bE-1-2E-PERK: 5 R
P&
9.9 3-ZEEFEMB(TE) | 7-G-28E-FHE)-2-FH-4- 3334
mtngbe-1-25-Enk: 5 R
P&
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9.10

3-ZERREEER (T
)

N-[3-(2- F F-4-RHE P do- 1 - -
WEM-7-2)- K- LBk ‘
5HBBRLEY

346.4

9.11

4-=F P EEMBR(THE)

2-FR 4T 1 7-(4-
SR, 5
R LAY

373.4

9.12

(3,4-0 B “E )T R
(T 8)

7-23F[1,3]18) ZE R -
5-FE-2- FEE-4-MEng 4 -1-FE-
W 5 ERBRLAEY

3334

9.13

K IF[BIRME-2-TIER (T &)

75 R -2- 0 34
TR - 1RV s 5
LA

3294

9.14

I [BIEY-2- B (T &

7-Z5 It [b] ey -2- - 2- F -
4-RHLRE - 1 -FE el 5 H
BREEY

345.5

9.15

3-F-4-BAEWR(TE)

7-(3-F-4-F- K H)-2-H H-4-
MR e -1-2- 1M 55 IR
miLEY

341.8

9.16

5- LB E-E R (T )

1-[5-(2- FR B -4-PHE G 45 - 1 - -
I 7- ) HEY 23] Z,
H; S5TREmOLEY

337.5

9.17

3,4- ALK E)

7-(3.4- 8 -FH)-2- R E4-
ALt doe- 1 - 2R, 5 R
a4

358.3

9.18

2-WAEEMR(TE)

7-Q2-F-2FE)-2- A F-4-NL &
be-1-F-HEnk; 5 F BN
a¥

307.4
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9.19 1-EER(ME) 2-FRE-7-25-1-FE-4-nbR& 42~ | 339.5
1-E-Ew; SEBRNLEY

9.20 2-RAEEMR(TE) 7-(2-F-FE)-2-F E-4-ALng | 323.8
Fe-1-E-HEW; 5 R
=X/

9.21 4-ZIHFEFEEWRE) | 2-FE-4-nEh-1-4-7-4- 3154
LIRE-ZRE)-EW, SHR

mE
9.22 35-U=REBE)FEMWER | 7-G,5-W-=RFE-FE)-2- 14254
() R 2 -A-NIE ARG J5E- 1 - 5 - PR
5HBRHILED

9.23 -REEFEWMEBTE) | 7-G-FERE-FE)2-FE-4- 3194
IHRE b1 -, SRR
R &)

9.24 3-(4,4,55-T0 B [1,32]= | 3-2-FE-4-MrE4E-1-F-E | 361.5
SR RIFNR-2-25)- K | Wh-7-B)-FFRLEE: 57
F R 2. B5 BRIEY

(Lit.:WO0027853A1)

9.25 4-(4,4,5,5-D9 FA%E-[1,3,2]1= | 4-(2-FF Z-4-ME g Je-1-2=-7% | 361.5
IR ZRIR g -2-25)- 2 | BK-7-B) KRR LEE; 5H
R ZER(HE) BRI EY)
9.26 2-FEEE-4-(4,4,55-T0F | 2-FHEEA4-Q-FE-4-ME 3354
FE[13 2| S RTIRIFIR | fe-1-2-rE-7-2) 5B 5§
be-2-F) KW FRILED
(Lit..WO0027853A1)
9.27 N-[4-(4,4,5,5-11 B B&- N-[4-(2- FH ZE-4-ML I - 1-2- | 346.4
(1,32 MR IR | EWh-7-5)- KK ) CB%;
2-B)-FE]-ZBEME) | 5RBRNLEY
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9.28 —FRE-[4-(4,4,5,5-T9FF - | —HHE-[4-Q2-FE-4-MLAE k- | 332.5
(1,32 =& AR - | 1-26-MEmk-7-25)- 23K )%
2-55)-FH - 5ERRILEYD
(Lit.:J.0Org.Chem.2000,65,1
64-168)

9.29 3. 5- “EAEEMBTE) | 7-G,5-Z8-FH)-2-FE-4- 3583

nt A& - 1- 2 -REmE . 5 R
RIE

9.30 2-EMB(TE) 2-FAE.7-Z2- B 4-MERg bR~ | 339.5

1-E-ME; 5RBILEYD

9.31 N-F-4-(4,4,5,5-09 FE- | N-FEE-4-2-F E-4-Mg 47 | 346.4
[1,3,2) & Z ML IR | 1-25-Mk-7-25)- 25 FR B
2-5)-ZF BB 58BRIMLED
(Lit.:WO9845265A1)

9.32 3-(4,4,5,5- V0B E-[1,3,2] = | 3-Q2-FF E-4-Mtrgbe-1-2£-1E | 305.4
SRR IT-2-5)-F | Wh-7-8)- Kl SRR
Bm(HE) &Y

9.33 2-FHEHE-5-(4,4,5,5-I0F | 2-FAEE-5-Q-FE-4-ME 3354
FE-[1,3,2] "R ARMRAIA I | Fe-1-FE-REmk-7-25)- 2K Fn s
e-2-2k)- By 5RBRNLED
(Lit..WO0027853A1)

9.34 2,6-— B4 FH-3-(4,4,5,5-10 | 7-(2,6- — F &AL AE-3-2)- | 350.4
BE-[1,3,2] Z& &M 7% | 2-FE-4-ntnghe-1 -2
W -2- - it BE | B SRERLED
(Lit..WO09845265A1) |

9.35 2-(4,4,5,5-D0FF#-[1,3,2]1= | 2-(2- FH BE-4-Mkr&fe-1-FE-1E | 3054
SRR E-2-2)-F | W-7-2)- KBy 5EFRAML
B (Lit.:WO0027853A1) =Y
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9.36 4,455-URE-2-(4-FE | 2-FE-7-G-FEE-FHK)-4- 3815
B-RE)-[1,3,2] A | k- 12, 5H®%

FRER Lk HIL &Y
(Lit.:WO0027853A1)
9.37 2-2,6- 8- H)-4,45,5 | 7-(2,6-ZF-FE)-2-FHK-4- 3583
DU EAEE-[1,3,2)- R 2 | LR de-1- 251 SR
R a4
(Lit.:J.Chromatogr.1979,18
6,307-316)
9.38 -ZREAEAEMBME) | 2-FHE-4-MAELR-1-5-7-3- 3734
=R RS E-RE)-EN, 5
RRILEY
9.39 =R EAEEMBTE) | 2-FHE-4-mgsw-1-2£-7-2- |373.4
=R PR, B
HHRBRWEY
SEHEBIA
KIFL &R UL L A S B85 B TR A 58 F AR E T
E&ﬁ:
B|hH
ETERST 200 mg
HERAEER 155 mg
FKER 25 mg
BA 25 mg
RERNEFEAYER 20mg
425 mg

SCHEGIB
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RIFAEYE LA S B B LS TREA S NKENEE

%
BRE
CREd D 100.0 mg
KR 20.0 mg
FLbE 95.0 mg
BA 4.5 mg
T e 0.5 mg
220.0 mg

SEHEIC

a] LLE AT KELE B & TR B B 7
% B|H
IR &) 10.0-100.0 mg
FLPE 125.0 mg
FKIER 75.0 mg
BAa 4.0 mg
e IR ER B2 1.0 mg
SLHEHID

Al LAE R RGNS RS TR FKRE:
D% FRE
I EY 25.0 mg
FLuE 150.0 mg
FKIER 20.0 mg
BA 5.0 mg
SLHEBIE

ESHER AT AR TRA S
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RIFHE 3.0 mg
AR B 150.0 mg
G} 4.7 mg
5 A 1.0 ml
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