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W, RANRBESE T ER 50877 A8 K 69 5% R Fa /28 AR H
TG EERTAG EH KRR AL 57548 X 69 5% R/ 5 i AK st
FeLeg ik, P, KERAGIE R KF A EF LB S R E
FTOIRE IR AT, Bl G ey RIE R KF), RARZ TEFAKFEK
T, REE VAR R ARBIER, Flieis B R LG IEHR. Hibh =
By, AERE X2 B B, #lde L+ LDL f2B B2 K-F R A F4), X HDL fz
B B3 /K-F R T, RXLiE&ams, LAk bR R4 X6 &R
K& KA Z SCD AR RRARKRE, AT a4, 4
ot FLEh 4, KRERSMSAREHL TEFAZHN EH AL ANESY
REOLEARL NS hahmot, L+ riEes AT SCD #97&
M, ik A SCD1 #7F H,

AL ALY, Kikdr R A SCD BgegiE e, LHERZA SCDI
#E .

AL ) AT R G 5T R R K AL AR L L &4 SCD
EHE A, RAE, TUAEATLARES AR b AW IE 5T R
JEA TR G B F AR, AT RAT AT R S AR R ) TR LS4 £ 06 97 e
FEJE . BBRARI S e =B XL B B KPR A THEFR HBEAZ
MA@ . ZAER G Zucker FEAE fa/fa K R.(FT vAM Harlan
Sprague Dawley, Inc. (Indianapolis, Indiana)#¥2]), 2 Zucker #& ik /% J&
B X 2(ZDF/GmiCrl-fa/fa) (7T vA A\ Charles River Laboratories (Montréal,
Quebec)fF 2| VA B 4o F T4 F K IR BEAL R F (Ghibaudi, L. et al.
(2002), Obes. Res. Vol. 10, pp. 956-963)Ff A 49 Sprague Dawley K =&,
(Charles Rivers). xf /s RAF L T EMa9RA

KA RS2 6-9K10FeBaty 4| R JF LT A FEFTARLE
ARG R A A R, ELAE S F 696-9K M Ae Bl Ak A E i R, K
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W8 198 P 6-9F A Au B A 4 7 M BLE-6) PR AR IR IR SR .

Jo KA 3L, SCDASF 89 4k 78 X Ik 7 R & A 44T 5% 97 3 gk 78 K
A, HPSCD#E MR I &6y Fo/ 2 b 8L A X SCDE M &4 47 5] &
BAEAE T MR AR &, e KT AL, SCDAS 49 & 5% K
KRG QI RRT S 0E ER. 0 FF (LR RRIRT iy =6
d A KFeRE. HE B =Z8m0sE. VLDL. HDL. LDL. J§M 8 &
Lo Fa 38 2 (B 4018:1/18:0f8 B ek &, I AL L e 2z XL e W
BRegre ). BB B, &2 E B A &S B B R R (L35
FEAE A A B FG 6Ge B BR 4 4512 0 R R ). KAMBRASA S5 mE. AR
PRI/ BARBAEEEAL . SRR . o gR R (L AR N PR T A
B o b P R PA B4R B M s B fn R AR (TIA)). 9 JB) o M & 5% VA R Bk o
HARER, REZHXOFERRAERRE., EHRAETERFTEF, K
KRS Y ¥ 4R 5 & A ¢ HDLAK P o/ R AR b = B8 K P Ao/ 3 1K
LDL3X 3k HDLAZ ] % /K -F .

SCDAF 89 & 9 3K & R K A5 38 LK 42 S R (L2 R T oo
fepd. ERLERIRL LTI, S h/E. HaEghE. HABAOE
FoHERA). XEAIE. BRAK. MBEERI. FHBEF AL, 4
IR B ZAR AR SRR . TR IRk, IR AR R, BARRALE. KT
FE(LIEERRTRME. BF. BRAFRRE). KERZE. K
RBEAB R EMXG A, ERAERFTET, REVLSHA
T 96 T3 ¥ Ik e | X EEE

AL FTER G RIE “RFt SR 2/ THEKRRRESHIAN
& RAKE, FARBRSCIENBBLRK. FHBEFTETRIK. BREE
WAL, Sk, RHE. ¥t ER. SHd=faE. /KHDL.
o By dnJE . HERSF/RMEEGENEES, FACBFLATL
AT oW RS A4E 49 35 &, Grundy, S., et. al. (2006) Cardiol. Rev. Vol.
13, No. 6, pp. 322-327.

SCDAF 44 & Ja 2 R JA AR AL CLAEPE AT . ATRRAS br Tk BT K.
FEEARMAT K AE AR IS B AT X (NASH). BAHEAT XK. SIS
B ERBEA. B9 FFOF K. owmiet ol ReMKiE
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(erythrohepatic protoporphyria). 4kA8 @ #rsm e FAE M &5k, IF4F
b, BFEEAL. AR AR B ZAB (0B mIKE,

SCDA 544 % # R R K AL QA2 R TRANE S H b =85 h
FE, RERTH—BARIARREN S H B 0E, XKkIRITH
AEFOGH W M hE, A HSIMXOERRARRS, ATEH
—FERRERKREB e F IR G mE . AP b WK 4a fRL3E
%2 5. B Z G Btk Z 55 . B8 & G - 2 JE (] e ApoClIIEE Z_JE 5 ApoE
B2 JE)F 5,

SCDA~ 9 ¥k 7% X & 7 K 5 i .48 % 484 I§ b5 BR (PUFA) A F
HREREBKRRE, LOBERIRTES. A&, 5 K. BRRER
BT RATA . 4o RibFofs 8L . #5885 5508 69 7 4 okl
KW A, ik, KLU SCDE H6g1b-a-4 48 9% 18 13 kL
T4 G 5 A T TR ORGSR IE RIS AR, XL E R G AR
F B IE FRIR AT A,

SCONF W AEFmRAERRELOFELE. BFEX, 5. B,
TR R EREBBHXT K, BHELERAUARA ZFHEEAE,

SCDAF 81 KA AR R KELE LIEERRTE. B A SR
G WA MR RE M), REER. HFESF, 52 MmX
o R A

SCDAF 89 F A R AERKREE QIEE 2B R EIMHAIA T
MR RRE, BldoE 2@ R ILA KRB IAEE, K ITIE GIEILR A
& LR, A5 o 1) F AR AT A9 Bt L 4% 4% B Bk 2 JE (CPT I CPT 1I). %76
FTRATFTAEFTHRL, aiExdf. B GERFREMLEHDS
B, VAR Hih Z B T A fe /R RAEE A e de/ R EE RN
4.

SCDA 5§49 & o Kk R K AL IEAT B F R . HAT R F R
3 E MM, BRIRRABRLARIE, REIMHXGRBRARKRE.

SCONF R B RERKELOEREFRBREALE, XML
KRR ERERRE, TERERRRBRELIEERRT LI ELH
RNAW & . AWK E. SARSHF. 5HSARSH X4 B K% E. IR
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N EBEBRRE. FETRE. ERRRE. AR5 ol Ed
iﬁ:a—ﬂ) HOoERSRE. A7 LRERE. BFEREAKRE. £
A 3H3s I s ky‘%ﬁ.—\ ¥ f& b A7 9% - (Sindbis virus). E 4G5 HAK R
AT RrE RANGRE-RERE. FHARE. BT R
(Mayaro virus). o%#; EZRBEF, HOEEKRRBE. AZKKRF,
MR ER, LOBHRASRE. BLALKE. HRFBF. FHRRK
WA BARRRE. KAEF X, BRmEH, LaEEKRAKE. SARS
M. BELEREIAE XRE. FARRE. RERBREF. BEFH
JEIE £ m & . ARRKBE299E. ABKBHEOCE. RIF X mAE. Bk
ATHIRBRE. HhREMEAMERE. HELEHEMEARE. AR
ARAFBEF. KEEKFBE. REKBE. WRERKRE. T2 LR,
YmEaEr, HOEREFARE. ORT RE. ThFRE. F%
Wi EmE. BERE. RANLRE. ATHCAEAREARE. £
ALK A, PR K REg. ZAMAER X RE. HFEHR
M. B AAE. KRERE. AN L E oA HE. Kumilinge
J% 2. Absetarov anzalova hypri® 4. #7| L lm & . F & RN X %,
Langat . . 4 H 375 . ¥ /2 % 7 . Rio Bravo/d . Tyuleniy
/% . Ntaya®,. &-FikSBE. Modock; HIEAZBRBREFR, Hateh
FHARE. EmE. TANLRE. BLEmE. 1TXHE. ME
. ABMAM KX REL. FETBREF;, BAEYREM, HEis
LeEYRE. BEAZERRE. REAZWAIETRE, I, ETA
RO ERE. CRFEXBRE. AR L RE. ARG HEFMHIV)
FlARGREIAMXYGERBRALE. TEFTORFERROIERFLA
RNA Y [ 4RAE 4 B %) B B 64 — 3R 4~ 64 o F}ﬂ’é(fFFLXHIV) H ok, &
T ARG H AR S AR EFRNAA R EIT AR A%
XN TN

ARBLIA BT AT ka3 i e BECoA X Mo fe s |
(SCD1)% 6-9k tofu Big 5 I 649 % A IG By BR 64 - 40.%= (1] 4o A2 I BECoA Y
Co-CioEtoAetE A, @k, X bW dp 4wl % Fh I8 by B A T iAok
T R, X T ALiE R AR IS BECoA RAF A BLCoA R % 1 I8 5 BR 49 2
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C LB R ER, XTRSFHEABRME, &6 B ARMEARIK
. XA R AT — A T RE R A Rty XA A- 4 BT RAR G FAK
i A

BE, R SCDIF4IE 7 A H B ARSI REHGATARE., 2
IR AR R % F F /K F20%. s AEA 2 bt T 492 mg/Kg. 1 mg/Kg
20.5 mg/Kg, F H B ARAEN EH50£250 mg/70 Kg, 124 4 1%70H
67 BT 2 (“mg/Kg 85 T LML B A RREG Z LG, &
FAF(REEFELHEF AT E K F100. B4 (XA ICsE £ T)
FAKTF 10 uM, igAKTF1 uM, F ERAAREAK TS50 nM. [Cso ( “37 4|
KIE-50%" )RELESCDA M E R E F, 45T KA LE|50% SCDF
W3 %) P E A0 A 0 6 =48, M E SCDEEE M, Mk ) B3 ASCD
Bl PR AEATT 7 iR 3T A T MR R B 7 ik AR R e ALa ) A ) P
HSCDEM T EM, E1504P M kM Z b, KL HES4 R H
[Cso i A& F 10 uM. 4K F 5 M. 4K T 2.5 uM. /& F1 uM. 1K F 750 nM.
1&F500 nM. 1&F250 nM. 4&F100 nM. 4&F50 nM, FFHRAIEIK
F20 nM. K&K AT fe R 5T 8 dp b4 B (Bp F S i3 H)), HAL
R AR ECKRLELSEEG., TERNERARERLIHERY —RRXAK
EWE Y&

4% J§) Shanklin J. and Summerville C., Proc. Natl. Acad. Sci. USA
(1991), Vol. 88, pp. 2510-2514F 414 ¢4 SCDE Fo S 4L AR M R A2 5 7T 1A
K5 W T AL A A A SCDIr | A 69 5 2. S AEZ T P AT
WX, ARSI RE A 10 pMTF, RE RS M EA KT 50%
8 R A SCDE M, ik £ MRS KEAH10 ypMT, EHIKT40%
W R A SCDE M, FF B E ARG AN RS REAH10 uM T B A 1K
F30%49 | A SCDE M, 7 HE £ F k£ R KA 69 R E A 10 uM
T EA KT 20%49 # A SCD#E ., B bk KL ALAE HSCDFE M
849 A B3 ) A

Xk 28 R A oA R AL A4 F2 SCDZ 1) 89 M3 % % (SAR)FRAE A
AR ARG A Y Bk e B AR &) T 4R R 206 49 4 LA . SAR
T R RATIRBARA T AL ) A 5 AR R BG4 G 57 7] 6948
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HEHRFTEHLEZ —,

MR AR I AT G- 69 8 7 kst FARBEAARLZEE S
HFE e, B, sbil, st 437 41SCDAE 7 690 27T A EAR A TR
E—BZHGERFTEF, BLBAENFHNSL T EAR HH D =8
(TG) AR E EIE & & (VLDL)AE X JRIE GG sh 4, F+ B G AR Py £ )
Wy 4y o 3 o Z BE KT8 AL, MK IR F g B W = 85 (TG)
RABAK L B & &G (VLDL)A K R IE G978 7T, AT ARE N E ., FiZFE
HFEF, TRHIMTURAL, FleEBHiZEBFLEEETHAE
PR ARBE.

FEZARRN T RO R ERTET, Fridsh#he)SCDIE R TR
oA E WK, R P ATASCDIA D Al A K E RIp4]6-5k 4650 B4 |
-6 4 Fu B 28 Iy BR A A B 3 L B A E MAL B LS Fet)Baty A M &
P

B T AR 09 48R & 47T vA ELAEAL PR T IR SRR 6948 F)
Bl 4ok B VA SR KA W IE R G F 6 ROAT AR, kB R
H PEREIE 09 AR P G A KA 69 BT ORAR . 38 9T AR R L TR 38 7A 4m g
Z, BldoHepG2 (R B AL FFAE). MCF-7 (kA AEFUIR B &
3T3-L1Ck & 4 R tmfie)., iE 5T 4 8 i 4o ) SR RAT e 5 B e
BOAMKAL ALY . SAER S BEARET, T AR R RARIF
mpL e R, P AT ) A B BRI A R R Y A S e ok Ak
¥ 4 SCDE M A/ A 5 fo 3 H ik = B8 K-F(BP18:1/18:0 bb); XA 5T
VA J SRR IR ARG s RO E A B Z B KR e K. AR A4
3t 5t B fn JE T A9 AR AR ) R AR LR TAI A, T
Fo s RALT A RAEZDHAER, LA R ERACEPT (R B BB EZEG)
o AR,

A KBRS M 6 AR A A O 8 B —AviE ik R P R AL
2525 )5 18 1L M F AR ) - te Fe4E A 38 B0R 1A B0 F iZ LA 4 2F SCDEE
FrHEVER Y Fen . RULIA B FAE A6 “ElafetE R840 FR8 TR 47
i e 5 SCDEERM Z k., TR R ZF K F) # 5 A2
18:1n-9/18:0 (GhHBEAFLARRE BR); 16:1n-7/16:0 (AEAE i BR PuAZ A8 BR ) For /3K,
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16:1n-7+18:1n-7/16:0 (M £ 16:03% 48tk A 89 23 R Z# 516:0/&H Z
PRIt FZde 4. T B AR SR i = B85 P F S Ab e 4k R 4R
., 1B TAER G S AL E EE AT E RS A F MR 38 5.
—R Bk, Aot A ISR A TR d RS ik ey T B,

H S ALERATRE R FFHSCDIA M EM LR, F TR
iE A B AR BR 6406 57 F) R P SCD1A 4 7% M d AT L&

SCD 4 A #4441 3 5T vA B v BEBE BG4 I8 05 B4R A% VA Bt i = B e
fle ] B% B5 64 - A RoK-F . BRAS 69 E I BR AL AR R SRR IR 69 R, FF
AR A AN S AR E M, Wtk = 85 A0 R B BE BS 40 A% Y
V£ R &% r hg & & e Rt A e,

EHATRKERAABET, BRTUEMBPTIGRHFREF R, AR
KA @mie. BREHFFFRLRA], TN AR @35 KA
LB AA T IAA LT ARG TF T TR EGRA MG A
AKX HA, Blde, BETAMER —FFE FIR R RIE R AR S —
FrE AR R RITRE, FEMTRAILMGETAIR LK. KR
BARAN BH X THZKE AT ik R ei4nin, BAh L FLE KB
B8 45 T AT SAF 0 R AX A A 3 S IUAE R R SN TT 84 T ik A AR BT 1A B
4 B 4.

AR 64 2 4a A Ao 2 B

AE LW BAH AT NTF YRR PSS masd. E—
REFTEF, ALRAFEAFELDTEZERFTH—ZEHALN
eyl edn, AL FH AT, KRk HILHS, RA R
AREHLHN, ZNAYHBORAT Hih ZBKFRE T E0lERF
ARG R A AR F R, ERAS O ERFTEF, ERLHL
ey 25 35 Z BT VA B K PR A A VA AR BT RIS T K- 8B A
A, AR EFHEH A ZEBRAKE, Blhef GehHibh = 85 X2 B B,

AT AL R 4G 25 4 20 A M 3L A QLIS ATAT A3 9 M ) IR 7 A2
MG THS BN, TABHTEZHBIRCIERY HFRFF
BTSN RA FORIR T ENHR, FETUL SR IL
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HRELGGFHE, BUTHELHOIRCLIEERRRT AR, #HldeK, &
K HidfeTBEE, T HPTHLOBEAAR. HBER A ZILERE A o
# 4117 JL-FREMINGTON'S PHARMACEUTICAL SCIENCES (Mack
Pub. Co., N.J. current edition).

AARBRBAN T Jni8 4o #5276 97 A XPT K E 6 5k fdFo Jm I
e meiEbdhl g, B AT RAIVARGMTIEE, @BExTA
HANEELEATERAHEBAANE. HELARALINPB LT AL
AL ELRRTHREGIERA. s T4, REFETLEA
0.001mg/Kg £ 10,000mg/Kg, €450.5mg/Kg. 1.0mg/Kg#=2.0mg/Kg.,
ERBEZEENONEATRELN. LT ETUARER—KXBAK,
128 % REVHLBERBEFTELURAENHETN,

RABBARAAR T #2525 k(T IR, #Ik. AN, KT H).
M. SEGHDBY A ARE e it £2F 2670/
HEEHRELRIEZN.

BEREPHH—ARF, & T B8, TRERLAHIEY
AE A AR R TR AR A B, AFHRAT A T8 7 R
AT S FRmOECIEY.

KK B 6 2h e o4 A AR sk 3E F 3t L IEA L N &9 R SLsh ATk
4o R AMBHFMALL . G EL M F I3 oA 5 AR5 BL
CoA X4aAnbl, H 497 SRS BL R oAl E Al A g mmR A, BF,
B E QS FIR RE AT R B AT BT EZ M BARBE ST
AR Z RPN HEZEMESY,

AKLRAHHEZERNEHTHA THELCEEETHAXM E I
R R BT A B BARBR A R RA- 0978 5T A B A B A e
Sl SITFHASMEIER, KA AIIREGTE XL TPH RS
I RZ M. Z MW 2, Bl w5 HEBER
(o, FEHME. BB, HERR. LEAR. Y4 EM/RERLTR);
HEMN(Geks, BE. RER. EELRS /XK B);, FA
stF B AT QA RAR (et BR4E4E . M. Bk, BRIk, T
k. BFRALEEMA/RE THEITER); AR R (e 8
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WA BERARLAEL), RALBRSY, ABZERMA,; FEF,; A%
) Fo 2ok )

ERLAG A —FH @, WEMNTUZTEHSEASGMHHX, otk
HAKHFLERRBER, ABRSERGHE X, LSRR
FURR BB BRI E. AWM TUARLE 652/ AL, Bl4o B & 7).
A . HEBHNRIH . ERARN . A TRADTLEEGRER/RE
AR B, RETh @R ERHGEITNEG WA, TH A @ L FH
fRA . BIERORFEREIEASY, FELEESY 0.1-75%,
it 49 1-50%49 7 M AR5

G E LR R QS TR AT ZHRLANEY L K
R, 0 A BAR @36 7T B89 25 38 5 7T 3 2 69 F A A B il it g £ R
BX . AFAE 6 2 B B A M F 6 X, £ @& F 4T3 4 (backing member).
AW T TR BRGNS, ThOA FARLKGEAKA
VAT 3% 6 BLFUE 6918 B ALS it B 18 £ B 69 1% 32 B 1% (barrier)-
AR R E B Z AR LT A,

RELHERERAETEZETARRREOBFEASERLE. K
AABRBEARARN LR BT AL T k. FR. E 48 HHA 5 v
B h Kbt B EZHNMRAE XL EHIT.

AEPESHTEH —FRZF A TS5 SCD A58 % FaFo sk 7
KENGETHEFABRAER ., ik, ZHEECHEFALAIRBEILRBY
. BEhmBEFH . FACEEF] . RS R R SRS FUKSE A

B, KEXANF—F @b ARt —FfR %ML L7 HERES
BT A AR EOARL A Hdpaeth. Hldw, ZHHEEY
RGBS A AL — A B NEAART BTN LR LA
KNS, ZH AR ABRFREGHE ST HE, XHF%
TR QIEF R SE. REFITAWAENY; BREERSLH, 4
B BRI, AT bR, A5 K MiFe 2 3 A (Amaryl); IR B F AEB
P AR BEAR , 4] 4o £ 4% 51 4 (meglitinides), AR 4% % 2 (nateglinide)#= 3%
#-%| %5 (repaglinide); PPARg #=/3 PPARa (3% A M) Bk 38 74 F| & L 4R)
Bk, 44 MCC-555. MK767. L-165041. GW7282 2 &=tz — &R
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(thiazolidinediones) #] 4= ¥ #% 7| EF (rosiglitazone) . & #& %] B
(pioglitazone). #4& 7% &R (troglitazone); M 5 & ¥ HF], Hl4ok é B R
BR A% BR B B - 1B (PTP-1B)#7 %1, 4= PTP-112; GSK3 (4% /&R & B
B-3)47 %) A, 4140 SB-517955. SB-4195052. SB-216763 . NN-57-05441.
NN-57-05445 2% RXR B4Rk, )40 GW-0791. AGN-194204; 4A4R# 49
# 2)¥E ) &) 515 % & 741 5 B 3o T-1095, 45 RABFBALER A 39 4] 7] 4] o
BAY R3401; AR, Flde = F WAIK; o-F H4EFEF 4 H], HldeFTF
EAE; GLP-1 (k& fuddEAERK-1). GLP-1 £, #lhe¥ EARAK-4
(Exendin-4)& GLP-1 #il4p; DPPIV (= Ak kB V)37 4] 7 4] 4o
LAF237 (434 %) 7T (Vildagliptin)); MAfg &, #l4e 3-8 -3-F A K=
FREBLAHBE A (HMG-CoA)iL B B3 4| F], Hw&ARpeiT. EAAIT
(pitavastatin). F4%38 T . -ZAXAiT. & L AXA VT (cerivastatin). £1X
f&, 7T (mevastatin) . velostatin . # 4% 4t 7T (fluvastatin) . 3% X 4t 7T
(dalvastatin) . [ 41X 4 VT (atorvastatin) . ¥ 7r 1% 4¢ 7T (rosuvastatin)

fluindostatin F= F|4X 47T (rivastatin), /A & W&~ mB837 4 Fl & FXR (&
REEAT A4 X ZAR)Fe LXR (FFAE X ZAR)BAR. HAefe. N4 %
(fibrates). JEE A= T 8] IEAk; FUACAEA], 45)4e B A 3] M (orlistat), L5
Ao B R, S LILYE R Fe e 5 7], detE R SR, Bl iR AL RBR . K
R B Ao 35 B K (torsemide); i B IK & A LB (ACE)7#)7), 4o
NAREH . FiESH . RARLEFH ., BFLEH. BELH. ZHELH
(moexipril). perinodopril. "£AF-EF]. F KL (ramipril)Fo B L F|;
Na-K-ATPase J& & 37 4| 7, Bl dodb 3 F; F M Ak4E A D9 Bs (NEP)47 4] 7| ;
ACE/NEP #7#|5], 4402 & # 35 (omapatrilat). bt 35 (sampatrilat)
Foik B % o (fasidotril); @ B3R E Il R A, #ldokibibm
(candesartan). 4R-% ¥ 7V 32 (eprosartan). J& N #¥ 3= (irbesartan). &7V 32 .
K7V 32 (telmisartan)fe 417V 32, R EZ47V32; b-H LR EF R TIRM
WA, BlaBE TR, AR, A0SR, WEER. 2RER.

44 % %R B FE R (propranolol). & A& AR FarE b A R o LK GE A
Blhedb g F . 2 CBTHERFRAR, SEAFAEH, FeRI00F.

FLEWR., RALIH. FERHF. BRFRF. RERP. HEWRTP
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(nifedipine). R &M -FA4iita K. Patel Mona (Expert Opin. Investig.
Drugs. (2003) Apr; 12(4):623-33) 2 1 £ 7 ¥ 8L T L€ 45288934
bty , AXKZETIANMEALSE, KRXAKEHTHELECEFHK
BB, RELCERERASZITRZELD, RBLARE 6K
R 64528 2 5 H g B W R A9 T4 2h R AEAR R 6 B 4] 7+ —&
.

[ AR B 3£ “The Merck Index”#) BLATIR RS AMEIE E, o E R
+A) (o IMS B FAF) T 35 5. £ 3T 55 AL E KA 6
My, BIIAAD R 69N B A SE,

ALK A 64 ) &

KoY, EATHAFT, RA DERARIKGLEE Fo/2 P ik i X 89
TARTT AMF BN R 0T, X KRR I 48 E-Fo /R AT iK 18 X 69
- ez ks

AARBBARAR LT AL, ETFTHEGTET, FHKLEY
e R AT AT AR E BRI ARy . IFNERACKESLZL. &
A, BEAFRARR, GENAIARPERCOE A TARAR - F LK
A FaARAW R TA T EATEREA. RTAZRKEATARLAR=
FAFALRL). washA. FAF, SEGRL. KA AR
AaoERTERAZL, FTRARAF. GEWRAKP A O
-CO)-R*(A PR ZIA. FAIFKL), FTFARAFE., =XFHL
&, SENEBRYEAORRA. FARFIRAR.

ARARE AATIRIL AN R A da 6 Fo KL 69 AR BB AT A FI R
FHRP K.

Green, T.W.F2P.G.M. Wutz, Protective Groups in Organic 4“/&
(A AUA A F 4R 37 2) (1999), 3rd Ed., Wiley ¥ # tm3bib ik T 4R 37 2 44
1 F . T RY BT AR RS MRAE, FleWanght g R 2-A Z K F
A FZAE .

AAFRBAA TN ET AR, AL YLASY o)X AR 6
FTAEMAGTHRANLA BHEFEMR, BR2GExriIlsihe 2 LA
J& AR ARBIA TS SR B A G 3 ey R R AL A, R, XA
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FTAEDTHARA “AH” . KAAKRESHE A TS MEOIELERL
e TEE A,

AT REZEZHAT 4 &RLASWE Tk, HIZEMB, A0
BBAAR G896 18 1 KA 77 ik BAE T ARATIRBRA G 2o 6 77 ik 4
FX ot BE, ALHE4A 45T 115 42 Sigma Aldrich. Lancaster &
A, Inc.,» Maybridge. Matrix Scientific. TCI#F=Fluorochem USA% & /&
RAF, A AR RAR BRI ARA R 2Fn 6 KR A AR AZ AL 6 405 (5] 4o B I,
Advanced Organic Chemistry: Reactions, Mechanisms, and Structure (%
FHAIATF: RA. IR L H), 5th edition (Wiley, December 2000)),
RH e KL AT B Gz Ay, ETHRETEFY, RIAEFA R
B, sfR'. R®. R’. R R’ WAV & L3 4o R K W 694K o 238 X
(DB ege L, XAHRAKZ, FARAKRP K,

B, THERFE 1P HEG—KT FERALAHEXDRE
e A d, HF W A-NRC(O)-E V #-C(0)-:

B 7751
R o R 2
IK\ R e —— Iﬁ\ g
RO,C™ g N RO,.C™ Ng” "N \ S
(102) R*
(101) (103)
R3
- IN /RZ
v G
\
HO,C S)\N\ o
R4
(104)
R'R°NH RS R® -
105
: )’ N / r\\j c
R PANE
S \ O
(0] 4
18 X (I)

LR R E A A AR R T R IR AF Y, BE T ARYE RAR R
RAR Aoty 75 ik AT 6 F k4 &g A4 4, @F, ALk
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REFEY, dmTFHERLALEY:

JE B0 B 2 T HA0A-4 (101) A 40540 (102) 48 32 7= 4 L4441 (103),
BT i AR A 48 PR T = TR, H10E-9 (103) 34T R AL R AT 2 Fn
AT BAR P AL A A T A B B (104), 2 KA ARA R A Fm g 47
0 BRI AR TS AR B T 4510440 (104) 5 (105) 18 5445 3] A & B8R 6938 X (D)
Wwid, HF W AH-NR)CO)-E V #-CO)-.

KA, THEBFE2FAEN K FHERNLY 6E X (DRA
et e, HF W H-NR)C(0)-:

BRFHE 2
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R3 R3
L3, L~
—_—

R'0,C S)\u/ HO,C s)\ﬁ/

(201) (202)
R'R5NH
203
— %flf
P
R1/N
(204)
R3 HN,RZ R3 o /R2
N N N
Q / »\ )§O RN/ N/S\\o
N
S 0] S
\ il 1.—N \
R1/N\Rs R OCN—R? X—S—R? R RS R¢
o)
7 2 (205)
N
0 /N R
N
N ° H
R RS
, (204)
R R2 0 )
o N J XR
N /S0 e (208) )W
S
R1/N\ }24 (207) R1/N
R5
18 X (1) ‘\(I)

LR B TR A ATRE AR RT B AL RAF G, R T ARE RAR AL
RAR 2 dath F ik R AT F iR &gt tdt, &%, A LR
B ZEY, T 4l&RELPEY:

P A2 45 B AL A9 (201) BEAT R AR AL KA T A 4o 64 47 0 04 BLAR 37
T2 55 VA 5 A SRR (202)., E$%ﬁ&*Am/ﬁ%ﬁ£%&&%%&x
T R 10440 (202) F2 (203) 1B 3L AF B 10 A4 (204) . R )z FFA1L4-40(204)
FAEALIE AT = £ B R 34 V 9L o-4h.

A4 (204) 5 53+ FUBR B8 (205) R AL, = 4 KA W e X (D&
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W, HF W AH-NR)C(O)-F E V #-C(O)NH-. HFH FH6-4(204) 7
FEBE AL (206)4L 32, 1F B R L M), EF W A -NR)C(O)-
FHHV #-S(0),-. A, HHEeM204)5 BLRARBLEQOTVBIL, &4
AL A 698 X (DMLa4, = F W A -NRC(0)-FH B V #-C(0)-. X#,
o (204) 5 KL (208) R AL, [FE| AL BAMB XN(MLe4, EF W
#-NR)C(0)-FE V A B4,

XA, TIBFE 3 FPHAEG T EESRALPH:EXDRAL
ekt Ady, HF W A -NR)C(0)-F# A V 3% -NHCH(R"):

R 7553
R3 o R3 R1
N ” ﬁﬁvﬁfpé N /
/ \ + R'\_c_RZ —_— > / \ /CH\
R'O,C S NH, R'O,C S N R2
H
(302)
(301) (303)
R3
KA / N CH/R1
\ 7
\
HO,C S)\H R?
(304)
R'R°NH RS R3
(305) \ N R
CH
S H R
o}
i X

L3R B AL AR R T R KR4, R T ARIE KATIRIL
RKAR 250ty 7 ik AL T 65 skl G izAasbpa., 5, £ L
B &Y, T &RKLAEY:

FrAL a4 (301) 2L 7 BALSAF T A4 (302)L 28, &AM E4
(303), 445 (303)HAT AARIRILARA R 2 Fm 64 47 7 649 KR IRAE VA = A&
H B2 (304). FE AARBIARA R Ade b 47 4 64 BEAAE T R A T 14
# 304) A= 305) 1B B F R AL A WE XD EH, EF W 3
“N(R*)C(0)-F A V 4 -NHCH(R")-.

70



200680019628. X o E50/111m

B R AARBIEARA R BARIE L N T o — R H R4 & AL AL
S, AT FE, ERLABHLEHRIMARRET KALALEHE
RIA G B mG . FIAE, A PR 6 FTA XA Fo B &4 =t
AARBBAAR A nde b3+ BT HF L@ e B L kIR

WL, (2 RMRTF T R4 & (3 T A4S A A P 104K 256450 (3 F
i X (Do) k7 Bl A B0 AR A E- 64 6K,

#1& 1
2-FFh-4-F H Rk 5 S B B R B 64 ) &

A ¥ 2-R A -A-F R EA S KB TE(6.58 g, 35.5 mmol)5
NaOH (5.40 g, 135.00 mmol)4£ 9 .7k (60 mL)#=7K(30 mL)F #9&4
Mhmi EE A, TR, WAk AR Y, KRFWA 5%E B ER T F
% pH 5~6. BT R EATAFRI G, TR, A3 2-844-FA
e 55 B2(5.20 g, 94%); 'H NMR (DMSO-d,, 300 MHz) § 7.63 (s, 2H),
2.30 (s, 3H). MS (ES+) m/z 159.1 (M + 1).

B. & 2-R A -4-F R 5 4 82(5.20 g, 32.90 mmol)E =-F &
A T H(15.00 mL, 86.70 mmol)f£ N,N-— F A F BEME (40 mL)#) & iF &
TN N-(3-= % R A AR )-N-T st — T Mk 2k 8% 2k (8.18 g, 42.70
mmol). 4135 49RA ML 30 24r, REIA 1-FBEKHF Z o KA
#(5.78 g, 42.70 mmol), &K JE I A F B (4.30 mL, 39.30 mmol). F R
RAMERZRE T 2R, REATCRLEBHF, ARKMHKE
A, R RKBRBRAATERFEE, BEREAZTTRE., AEERLENL
EAY, 3RS Y, IKE 60% (4.90 g); '"HNMR (DMSO-d, 300
MHz) & 7.36-7.25 (m, 5H), 5.79 (s, br, 1H), 5.36 (s, br, 2H), 4.54 (dd, J =
5.7 Hz, 2H), 2.47 (s, 3H). MS (ES+) m/z 248.4 (M + 1).

% 2
2-R -4 = T AR e 55 BR BT B 6 ) &
WRHE 1 PHAENER, UREBEEZRAFTTMA, A 2-8%
A-(Z AT A )E e SR BR B AR 2-R A -4-F ARk S BB, 133 4T
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HAa, Ha e EK, E 55% (1.48 g); 'HNMR (CDCl;, 300 MHz)
8§ 9.30 (t, J = 5.5 Hz, 1H), 7.77 (s, 2H), 7.30-7.10 (m, 15H), 4.38 (d, J =
5.5 Hz, 2H). MS (ES+) m/z 302.2 (M + 1),

%)% 3
2-F A -4-F R S BRBR B 4- 2 B B S
R HE& 1 PRIAMNAES, AREZRKIITEA, £ 4-2F
RAFIL 2-83-4-F A Eok S BBE L, 1F2AFHNLEY, ha &
B4R, 4% 15%; 'H NMR (CD;0D, 300 MHz) § 7.26-7.32 (m, 4H), 4.41
(s, 2H), 2.38 (s, 3H). MS (ES+) m/z 282.1 (M + 1).

%% 4
4-FH-2- K F B R -5 R BR 4 4 &

A. £ 0°C F %) AL 88K ¥ BLES(4.00 mL, 29.70 mmol)5 £
(1.37 g, 32.50 mmol)#) @ £ k(80 mL)ZE& P mA 18- R LK
[5.4.0]+F —#%-7-H5(4.90 mL, 32.80 mmol). 513 2] 44 B R 844 1 3R 3
BE TR 3 . SR A RAY T IR GRR T E8(3.00 mL, 32.00
mmol). ¥R RASWEIRERE FHLEHI | DB, A F—Fo
49 1,8-— R4 —3R[5.4.0]+ —AK-7-% (4.90 mL, 32.80 mmol). ¥ & & &
S EREIRE THAHA I 16 8. ERT TFTHREERN, FBLEFEE
WiaF LB GES(200 mL)Y, A KR, B KBB4 T IR F ik,
FokdoRk s, A Gk AR WD 4- RO 2- KA T BE AR
5.2 B8 T E5(0.16 g, 2%); 'H NMR (CDCl,, 300 MHz) § 7.60-7.41 (m,
5H), 5.43 (s, 2H), 3.95 (s, 3H); MS (ES+) m/z 277.3 (M + 1).

B. ) 4-FA-2- KT BLA LT 5K 8 FE(0.16 g, 0.57 mmol)
FE w9 Sk (10 mL)F= 7K (5 mL)é’J»&&‘#’Z’IU)\*‘ﬂ(/\ FAL4E(0.007 g,
1.60 mmol). & B RAMERLRE FTHIF 16 1B, FFHA 5%
B2 £ pH 5~6. ¥ R4&4 A C@x&@ja(?) x 100 mL)# B, 3+ B4
WA MLEBGR A oK ki, A KRB AN TR R, ¥Rk Ik AR
B AFAALAH(0.14 g, 88%); MS (ES+) m/z 263.4 M + 1).
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%145
4-(2-BAATE-1(2H)- 2K F B4 ) &

A, 42K R LBE5(4.58 g, 20.00 mmol). 2-# E 72 (0.95 g,
10.00 mmol). B 47(1.39 g, 10.00 mmol)F= Cul (0.095 g, 0.50 mmol)
#RA £ 120°C Fe RAAA T3 6 h, A AIK(GO mL), KRB
B LB TEE(3 x 50 mL)F BUE R, A EBUR R A KALER4H T 8,
ik, AAZTHREXERN, 53] 4-2-2 MR- 12H)-K)K T 8K L85,
& 86% (2.10 g); 'H NMR (CDCls, 300 MHz) 6 8.15 (d, J = 8.5 Hz, 2H),
7.46 (d, J= 8.5 Hz, 2H), 7.39 (ddd, J = 2.0, 6.6, 9.0 Hz, 1H), 7.31 (dd, J =
2.0, 6.6 Hz, 1H), 6.65 (d, J = 9.0 Hz, 1H), 6.26 (dt, J = 1.1, 6.6 Hz, 1H),
4.38 (q, J = 7.1 Hz, 2H), 1.39 (t, J = 7.1 Hz, 3H).

B. B 4-Q-BAARIE-12H)- )R T B8R LB (0.40 g, 1.64 mmol)F=
A AAAE(0.28 g, 6.60 mmol)fE v Rk /KRS ¥ 6 RA 4 70°C
TFTHA 1 h, EEAT THREAIER . A L8 TE Q2S5 mL)kAKE,
RGBT AN 15% 8 B dt ATk, @i IR I R AT B 49 BAK,
RoRgik, FFESAF TR, FAAAESS, KE 85% (030 g); 'H
NMR (300 MHz, DMSO-d;) 6 13.14 (s, 1 H), 8.02 (d, J = 8.4 Hz, 2 H),
7.65 (dd, J=1.9, 6.9 Hz, 1 H), 7.51 (d, J = 8.5 Hz, 2 H), 7.48 (dd, J= 1.9,
6.9 Hz, 1 H), 6.47 (d, J=9.2 Hz, 1 H), 6.31 (dt, J= 1.0, 6.9 Hz, 1 H).

%% 6
2- R A -4 Rk 5 5 BR B F B b ) &
©) 2-BFh-4-F g ek 5 % 8£.(0.033 g, 0.14 mmol)fe =% & 3 Tk
(0.08 mL, 0.46 mmol)& N,N-—F 3L F Bl (5 mL) &y s+ m N N-T A
N-(3-—F R A AR = I A 382 25(0.039 g, 0.20 mmol), KREmA
1-# 2 K5 =74£(0.026 g, 0.19 mmol). 30 £-4F & hw A 3F B(0.02 mL, 0.18
mmol). #F R HERESWMERSRETHIF 12 h, AR TEHE, A
Ko HAKFEE, A RK NSO, T8, LEFAALTTRE., WA~
Bk A € ik Sk, B LR LB/ T (5/95 £ 100/0)2u B, 1% 8474
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A4 (0.029 g, 1K E 65%).

& 7
2-(F+ IR B R IR )-4- F Aok 5 5R BR 69 4] &

¥ 2-(FF A BERA)-4-F FoE e 5B B T ES(1.46 g, 5.0 mmol)A= &
£ 44(0.40 g, 10.00 mmol)/& ¥ 85(100 mL)F=7K(25 mL) ¥ 44 Rb-4 1
RFRE THHIR, RemAEi2h, BREGH KRG, REA 5%
% BRI T Fe £ pH 5~6. i T IR BT AF B 0 I SF T RAF B AR A
febdy, BE 89% (1.17 g); 'H NMR (DMSO-dg, 300 MHz) § 8.74 (d, J
= 6.0 Hz, 2H), 7.93 (d, J = 6.0 Hz, 2H), 2.46 (s, 3H); MS (ES+) m/z 264.1
M+ 1).

%)% 8
2- KT BERIA-4- KR 5-RBR 09 4] &

H2- KT BERI-4-F A E o 5S- R BR TES(1.62 g, 4.60 mmol)F= &,
FALAZ(0.96 g, 23.00 mmol)4g A2 50°C T £ A K /K REY
PR h. EAT TREANEAN, A CBRLEAEKE, RE
Wit e N 15%HBRIE R ZKEBRAE pHS, iR EHRIGG
& LI T 113 %) 0.89 g t9AFMIL A4, IKFE 59%; 'HNMR (CDCl,,
300 MHz) & 13.05 (s, 1H), 8.09 (d, J = 7.1 Hz, 2H), 7.80-7.35 (m, 8H);
MS (ES+) m/z 325.1 (M + 1).

4% 9
2-FKF BE RIS -4- 2R -5 R BR 4G ) &

A, £ 0°C THEXFBEAR(.25mL, 10.70 mmol)Ae A 5] 2-F K -4-
KR -5-F B (1.63 g, 10.00 mmol). #k2Z(79.10, 12.30 mmol)#= 4- = F
A B (10 me) W £k (100 mL)F 4% . FRE RS E
AEBETHIELIA, RERE. AAEELEEAKRTDITFE N-(4-2-5-
Wk A e 0 B W BRI, IKE 19% (0.52 g); 'H NMR (CDCls, 300
MHz) & 10.0 (s, 1H), 8.28-7.45 (m, 5H); MS (ES+) m/z 267.1 (M + 1).
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B. £ 0°C T T 2 B44(2.20 g, 19.40 mmol)#= NaH,PO, (2.32 g,
19.10 mmol)/& K (10 mL)¥ #475& A A 5] N-(4-8.-5-F Bt ged 22
F B AE(0.52 g, 1.95 mmol)fE LHE (20 mL). # T B2(20 mL)A» 2-% &
2-TH@mL)F e Rsdd, FRAMBFIE1h, RERAIAGER, A
TKARBRAN T IR AR, HIERREFRI T4, HE 17% (0.097 g),
ERgidsidmmFF—F%; MS (ES+)m/z2833 M+ 1).

#1& 10
2- R T BRI -4-F Aok 5 R B ) 4 &

¥ 2- KT BERI-4-F K& ed S F B TE5(3.00 g, 10.00 mmol)A= £
AAL42(2.50 g, 103.00 mmol)f£ ¥ 7% % (40 mL)F27K (10 mL) ¥ 4924
A 50°C FHH 20 h. REHKREHAEHE 0°C, FH A thr'%nj_
pH 7. BiLLRKEMF R eiLie, MAKRE, SFEALET TR, 73]
WAL AY, A EEKR, K& 75% (2.0 g); 'HNMR (DMSO-d6, 300
MHz) § 12.92 (s, br, 1H), 8.06-8.04 (m, 2H), 7.63-7.48 (m, 3H), 2.53 (s,
3H).
K 5615 1
s el D3R ) MR B 69 A %,

P
&%

N-(5- 2 £ F BRI -4-

3]
NH S H | \
o) a

€1 4-F 3K -2-[ (Pt -4- B ) R R -5- 4 B2 (0.40 g, 1.50 mmol)F=
4-F 3 vg9k(0.25 mL, 2.20 mmol)fE v9 Z, 7% (50 mL) ¥ &9 844 F fm A
2-7-4,6-—F £ H-1,3,5-=%(0.32 g, 1.80 mmol). ¥4F 2 44 i%4-4 £ 35
RmETFFH4S h, REMAFEO.2 mL, 1.80 mmol). 4 R RE4
EFBRTHIAT h, REKRSE. BTk Edkd ity F3HRA
ted, WEAS% (0.24 g); m.p.171-172°C; 'H NMR (DMSO-d, 300

g
i
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MHz) § 13.15 (s, 1H), 8.78-8.63 (m, 3H), 7.94 (dd, J = 1.5, 4.5 Hz, 2H),
7.32-7.17 (m, 5H), 4.38 (d, J = 6.0 Hz, 2H), 2.51 (s, 3H); “C NMR
(DMSO-ds, 75 MHz) § 162.0, 150.9, 140.0, 139.5, 128.7, 127.7, 127.2,
122.2,114.3,43.1, 17.1; MS (ES+) m/z353.3 (M + 1).

E3e4) 1.1
N-(4-F 35 -5- R TR FOL F B AR ek 2 ) 3 IR BE M 69 8- A%,

I
O T

PR R 1 FATRMERS, REBEETEHRITEN, BARXTE
KRB FeE 4-F K-2- [l -4-B )RR RS- KRB R, 3474
it , héa & B, IKE 34%; '"HNMR (DMSO-ds, 300 MHz) § 13.2
(s, br, 1H), 8.89-8.66 (m, 2H), 8.16-7.88 (m, 3H), 7.29-7.14 (m, 5H),
3.47-3.32 (m, 2H), 2.81-2.65 (m, 2H), 2.46 (s, 3H); MS (ES+) m/z 367.2
M+ 1).

E ) 1.2
N-[4-F 2K -5-G-F A A AR T BEA )R ek 213 8 BB 49 & A%,

R EHG 1P ATEGES, RIEEERITEA, 1428 3-FA
ABEREF L 4-F £ 2-[(Hr2-4- 3 )R PR 5- BB R B, %3
AALAY, Ha EEK, BE 22%; '"HNMR (DMSO-ds, 300 MHz) §
8.78-8.76 (m, 2H), 8.13-7.93 (m, 3H), 7.27-7.11 (m, 5H), 3.32-3.11 (m,
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2H), 2.70-2.46 (m, SH), 1.84-1.72 (m, 2H); MS (ES+) m/z 381.1 (M + 1).

F A 1.3
N-[5-2-FF AR LA R F BL AR )-4-F Ao vd 2K |7 MR BE I 69 4 %,

NH S/IKN
el ane

R ES | PR NAERF, UREEZHATR, £/ 2-50F
K CBEREFLS 4-F K -2-[(H2-4-F ) BRPEL - 5-RMR A, 17
B AR A Y, A8 & BEK, IKE 20%; '"H NMR (DMSO-dg, 300 MHz)
5 8.82-8.80 (m, 2H), 8.08-7.72 (m, 3H), 3.27-3.16 (m, 2H), 2.45 (s, 3H),
1.41-1.34 (m, 2H), 0.73-0.65 (m, 1H), 0.48-0.25 (m, 2H), 0.12-0.80 (m,
2H); MS (ES+) m/z 331.1 (M + 1).

K65 1.4
2K F B R R -4 e e S5 R B F 49 B R,

e
S._N

PR EHwA 1 PR GARS, URIEES TR, 48 2-84
AR R S BB 4-F 2[R AR A RS- BB S
KRR AL, 1FE AR, Ha B, IKE 89%; 'H NMR (CDCls,
300 MHz) & 12.96 (s, 1H), 8.77 (t, J = 5.9 Hz, 1H), 8.11 (d, J = 7.3 Hz,
1H), 7.65-7.60 (m, 3H), 7.53 (t, J = 7.5 Hz, 1H), 7.40-7.20 (m, 8H), 4.36
(d, J = 5.9 Hz, 1H); "C NMR (CDCl,;, 75 MHz) § 166.0, 162.4, 157.5,
148.9, 139.3, 134.6, 133.4, 132.0, 129.1, 129.0, 128.8, 128.6, 127.9, 127.4,
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121.3, 43.4; MS (ES+) m/z 414.1 (M + 1),

%Al 2
2- K F BRI -4- T e e 5 BR B 49 AR,

A£ 0°C FH AR FBEZ(0.04 mL, 0.36 mmol)Am A )] 2- R IL-4-F Lok
o 5- 2% B BLF 2(0.083 g, 0.033 mmol). 4-= F & A2 (10 mg)f= =
Ji(0.06 mL, 0.43 mmol)£ v Sk (10 mL) ¥ ¢ R&aH ¥ . KR LR
MERFRE T Sh, KRR, @il Gikdiiksdy, 133
RS, E 75% (87 mg); 'H NMR (CDCls, 300 MHz) & 7.90-7.24
(m, 11H), 5.97 (s, br, 1H), 4.59 (d, J = 5.8 Hz, 2H), 2.45 (s, 3H); MS
(ES+) m/z 352.0 (M + 1).

E A 2.1
4o 0o B B R o o 55 B T A B

O

NH
0o

PR B 2 PATRGARS, UREE ZHATER, 45 ABLER
RZAEKFBERA L 2-8 4 -4-F FoBod 55 B BLF B RAL, 13 3] 47410 A
M, A é &K, KE 31%; m. p. 175-176°C; "H NMR (DMSO-d;, 300
MHz) § 12.15, (s, 1H), 8.51 (t, J = 6.0 Hz, 1H), 7.32-7.16 (m, 5H), 4.34
(d, J=6.0 Hz, 2H), 2.65-2.22 (m, 5H), 1.07 (t, J = 7.5 Hz, 3H); MS (ES+)
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m/z 304.3 (M + 1).

KA 2.2
2-(BF RBL IR BN )-4- T AR vl -5 B BE T TR 49 B A,

o,

o)

B LB 2 PRGNS, PAREE ZHATTA, HAXAK
EBARBRTBRAL 2-8 88 -4-F IR 5- R M BT R L, 155147
AW, A A &K, IKE 87%; m. p. 241-243°C; 'H NMR (DMSO-d,,
300 MHz) § 12.5 (s, 1H), 8.49 (t, J = 6.0 Hz, 1H), 7.31-7.17 (m, 5H), 4.34
(d, J = 6.0 Hz, 2H), 1.94-1.84 (m, 1H), 1.15-1.08 (m, 4H); "“C NMR
(DMSO-d4, 75 MHz) & 172.7, 162.2, 157.3, 151.0, 140.1, 128.7, 127.6,
127.1, 118.8,43.0, 17.4, 14.1,9.0; MS (ES+) m/z 316.3 (M + 1).

53] 2.3
2-(2,5- = AR BLE K )-4- T AR e v 5 H BR BEF B 49 A A%,

BB IEHG 2 PAANER, RET EZHITER, 48 2,5-=
AATBRARBERTBADL 2-8 I -4-F g S B MBLF IR, 1%
AR W, H B EEK, KE 86%; 'HNMR (DMSO-ds, 300 MHz)
& 8.63 (t, J = 5.8 Hz, 1H), 7.60-7.17 (m, 8H), 4.36 (d, J = 5.8 Hz, 2H),
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2.51 (s, 3H); MS (ES+) m/z 388.2 (M + 1),

%45 2.4
2-(2,2- = F K A BLR L )-4-F hoE e 55 BR BEF B 69 A %,

(0]
O A
N
S~/
Y
Oy
R LAY 2 FAIEGRES, REERHATTIR, A 2,2-=
TR ABRIARBE KT LA S 2- 85 -4-F 2K e 5 R B BLF e R, 1%
RAFAISY, A E EEK, R 23%; 'HNMR (CDCls, 300 MHz) &

8.85 (s, br, 1H), 7.36-7.25 (m, SH), 5.91 (s, br, 1H), 4.56 (d, J = 5.8 Hz,
2H), 2.60 (s, 3H), 1.27 (s, 9H); MS (ES+) m/z 332.0 (M + 1),

3] 2.5
2-CRT AR IR B )-4- T Ao - 550 B B F 2 4 6 A%

O

NH
o}

W EHY) 2 PR NGER, REEZHITEN, AR TK
RBEARBERT AL 2-2 48 -4-F 3B rd SR BRBLF e HURL , 13 347
e, Aa EEKR, KE 46%; 'H NMR (DMSO-ds, 300 MHz) &
7.38-7.25 (m, 4H), 5.96 (s, br, 1H), 4.58-4.50 (m, 2H), 3.25-3.14 (m, 1H),
2.53 (s, 3H), 2.42-1.90 (m, 6H); MS (ES+) m/z 330.0 (M + 1).
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31 2.6
4-F1 K -2-[(2-F AR A AR AR ) BIR R v -5- 4 BRBLF e 0 B A%,

BWREHRE 2 FAEGERE, REE ZHT T, 28 2- 8K
AR KBRS R T B2 S 2-8 I8 -4-F el v 528 B B B UL
13RS W, A E € BAR,IE 73%; '"H NMR (DMSO-d;, 300 MHz)
§ 7.38-7.03 (m, 10H), 5.87 (s, br, 1H), 4.56-4.50 (m, 2H), 2.70-2.63 (m,
1H), 2.41 (s, 3H), 1.81-1.73 (m, 2H), 1.52-1.23 (m, 1H); MS (ES+) m/z
391.8 (M + 1).

E et 2.7
2-(2-A K T BLE I )-4-F Hok v 55 B B F % 49 5 R,

B LM 2 PR GARF, AREE BHATEA, EH 2-5K
FHREAARBE KT BA S 2-2 A -4-F Aof v S RBBLF IR, 7347
A, AaeEEk, KE 99%; 'HNMR (CDCls, 300 MHz) & 8.63
(t, J= 5.8 Hz, 1H), 7.62-7.17 (m, 9H), 6.01 (s, br, 1H), 4.59 (d, J = 5.8 Hz,
2H), 2.61 (s, 3H); MS (ES+) m/z 369.7 (M + 1),
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AP 2.8
2-(R RIEHK AR )-4- T AR o -5 BB e 49 B A,

R EMA 2 PATREMNARS, RAREE TR, 18 R RIR
BREBLEARBE R T B 2-8 K -4-F Bk S RBRBLF R, 15347
BAad, Ha EBER, KE 38%; 'HNMR (CDCls, 300 MHz) § 9.56
(s, br, 1H), 7.35-7.24 (m, 5H), 5.92 (s, br, 1H), 4.56 (d, J = 5.7 Hz, 2H),
2.81-2.69 (m, 1H), 2.62 (s, 3H), 1.97-1.72 (m, 8H); MS (ES+) m/z 344.2
(M + 1),

345 2.9
4-F 3K-2-2-Z AT AR F B AL R v -5 2R PR B e 6 B R,

R EG 2 PATRNAERS, REEERHATEN, A 2-Z 4
FRAFTEBEAARSERT LA S 2-88-4-F HoE e 5S-R BB IR AL,
FRAFAIASY, A ERK, IKE 36%; 'HNMR (CDCl,, 300 MHz)
8 7.79-7.26 (m, 10H), 5.94 (s, br, 1H), 4.59 (d, J = 5.8 Hz, 2H), 2.22 (s,
3H); MS (ES+) m/z 420.0 (M + 1).

=545 2.10
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2-(FR AT H AR F IR )-4-F ARk -5 BB B 4-2F B 00 B,

O

S/

Oﬁ
B LA 2 PATENAERS, RIBE ZHATEAA, AKX AK
RBEANRBE RTBLAD 2-2 A -4-F Bk vk -5- R PR BE 4-20°F e R, 47
B AR, A& EBAKR, KE 55%; 'HNMR (DMSO-ds, 300 MHz)
§ 8.51 (t, J = 6.0 Hz, 1H), 7.36-7.25 (m, 4H), 4.32 (d, J = 6.0 Hz, 2H),

2.50 (s, 3H), 1.94-1.84 (m, 1H), 0.93-0.87 (m, 4H); MS (ES+) m/z 350.1
M + 1).

F A 2.11
N-[5-(4-FF R R F B A)-4-F oo 0K ) 7 MR BE A 69 5 A%,

/ N o
|
NH S/ku/ub
<1 ; =N
Cl

R LB 2 PAHIAMAER, REEEHTEN, 40 FHEL
AABMERBEIRBAY 2-A 4 -4-F LoEek 5 R BEBL 4- 2 F R,
13 3RS, h 8 & BAK, KR 99%; 'TH NMR (DMSO-d,, 300 MHz)

5 8.75-8.73 (m, 2H), 7.95-7.93 (m, 2H), 7.34 (s, 2H), 7.31 (s, 2H), 4.86 (s,
2H), 2.54 (s, 3H); MS (ES+) m/z 387.0 (M + 1).

K] 2.12
2- K BER A -4- = 5T R ek 55 AR BT e 64 A%,
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S )
0

B EAG 2 PRGNS, REE ZHTR, 428 2-84
4o Z T HeE e S B BR B e KA 2- B AR -4-F R SR BB 4-4
Fheb XFBLAR A, FIFAEY, HaEeEK, E 62%; 'H
NMR (CDCls, 300 MHz) & 13.28 (t, J = 6.2 Hz, 1H), 9.30-9.25 (m, 1H),
8.10-8.08 (m, 2H), 7.65-7.50 (m, 3H), 7.35-7.20 (m, 5H), 4.40-4.35 (m,
2H); C NMR (CDCls, 75 MHz) & 166.4, 159.5, 158.7, 139.1, 136.2,
135.7, 133.7, 131.4, 129.2, 128.8, 127.7, 127.5, 122.9, 119.3, 43.4; MS
(ES+) m/z 406.1 (M + 1),

E3#.4) 2.13
2-[(4- R AR T BB )-N-CGR A T 2)-4-(Z A F 2L)-5-oEK =4 F B
4 B~ AR,

R FEHP 2 PATRNERS, URIEEZHTEA, #£8 2-8 4
4-Z BT H K e SR PR B e XA 2-RUA-4-F AR e S BB BE 4-8
Fheh 48 AR FBRER L, F R AR A W, H é & BAR, IE 89%,;
'H NMR (CDCls, 300 MHz) & 13.18 (s, 1H), 9.28 (t, J = 5.8 Hz, 1H), 8.02
(d, J = 8.1 Hz, 2H), 7.36-7.23 (m, 7H), 4.41 (d, J = 5.8 Hz, 2H), 2.61 (t, J
= 7.4 Hz, 2H), 1.58-1.51 (m, 2H), 1.26-1.20 (m, 4H), 0.81 (t, J = 6.8 Hz,
3H); *C NMR (CDCls, 75 MHz) § 166.2, 148.9, 139.1, 159.5, 158.7,
129.1, 128.9, 128.8, 127.9, 127.8, 127.7, 127.5, 43.4, 35.5, 31.3, 30.7,
22.4,14.3; MS (ES+) m/z 476.1 (M +1).
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45 2.14
2-(4- AR T B2 AL )-4-F Aok e -5 2 BR BT IR 69 4%,

N
SEPs
No ) o)\Q‘F

B LA 2 FATENARF, URIEE ZHATEN, 28 4-50K
FERLANRBRTBERA Y 2-R A -4-F A oEed 5-RBRBF R, 15247
a4, HaEBIKR, KE 30%; 'H NMR (CDCl;, 300 MHz) &
7.99-7.94 (dd, J = 5.1, 8.8 Hz, 2H), 7.19-7.16 (m, 7H), 5.96 (s, 1H), 4.59
(d, J = 4.6 Hz, 2H), 2.56 (s, 3H); MS (ES+) m/z 370.2 (M + 1).

xHeA) 2.15
2-(2,4-— AR T BRI )-4-F HoE v 55 PR BEF B 69 A %,

N
Doty o

Cl
B ERSG] 2 PRGBS, ARBEEEZRAATRN, £A 24-=
AXTEARBRTBADL 2- 8 4-F Hoged S R BLF B BML, 7
B AR A Y, HE &K, KE 21%; 'HNMR (CDCls, 300 MHZ) &
7.74 (d, J = 8.3 Hz, 1H), 7.45-7.24 (m, 7H), 5.99 (s, 1H), 4.57 (d, J=5.4
Hz, 2H), 2.35 (s, 3H); MS (ES+) m/z 420.0 (M + 1).

£ 3145 2.16
2-(4-F R F B R AL )-4-F Ao v 528 BR B T I 69 8 A%,

N
Ho S
S T
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BB KB 2 FRTRGAR, UREEZHTE, 28 48K
FEARBRFTBER S 2-808-4-F KB SR B BE T IRR A , 173 4%
HMALAH, Ha &R, KE 23%; '"HNMR (CDCls, 300 MHz) § 7.84
(d, J = 8.5 Hz, 2H), 7.45 (d, J = 8.5 Hz, 2H), 7.32-7.24 (m, 5H), 6.02 (s,
1H), 5.27 (s, 2H), 2.01 (s, 3H); MS (ES+) m/z 386.1 (M + 1).

%3640 2.17
4-F 3K -2-(4-Z A F IR F BL R R v -5- R BR BT I 09 8 A,

N
N
S
0 O@CF

R M 2 PATRGARR, RARBEEEHRTTA, A 4-Z A
FARFTEBRAARSRTELA L 2-B A -4-F 2vE = SR BB I R,
FRFFAALA M, A E EEKR, & 45%; 'HNMR (CDCl;, 300 MHz)
§ 8.05 (d, J = 8.2 Hz, 2H), 7.77 (d, J = 8.2 Hz, 2H), 7.36-7.29 (m, 5H),
5.97 (s, 1H), 4.60 (d, J = 5.6 Hz, 2H), 2.57 (s, 3H); MS (ES+) m/z 420.1
(M + 1),

3

K345 2.18
2-(2-A K T B AL )-4-F AR ek -5 BRUBL T R 49 B R,

Dy
Cl

R LS 2 FATE GRS, REEFZHATRMAL, A 2-8K
o2 KA R T BERA Y 2-8 K -4-F AR e -5S-RER B MR B, £ 3 4%
BG4, Aé &K, KE 13%; 'HNMR (CDCl;, 300 MHz) § 7.78
(d, J=17.8 Hz, 1 H), 7.46-7.27 (m, 8H), 5.95 (s, 1H), 4.57 (d, J = 4.6 Hz,
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2H), 2.33 (s, 3H); MS (ES+) m/z 386.1 (M + 1).

3 5,45 2.19
2-(3-AR W BLE I )-4- T Jof vl L5 28 BR BEF B 69 A AR,

77

BB RN 2 T RNARR, PURIBEE ZHATEA, £/ 3-AaFK

¥ E A ARBE R TR Y 2-8 K -4-F SRk -5- 5 B B B BUEL , A 3 4%

LAY, Ha &R, IKE 32%; mp. 178-179°C; 'H NMR (CDCl,,

300 MHz) & 8.05 (t, J = 1.6 Hz, 1H), 7.86 (ddd, J = 1.1, 1.6, and 7.8 Hz,

1H), 7.59-7.27 (m, 7H), 5.98 (t, J = 5.3 Hz, 1H), 4.59 (d, J = 5.6 Hz, 2H),
2.57 (s, 3H); MS (ES+) m/z 386 (M + 1).

345 2.20
2-(2-F-4- BOR T B AR )-4-F Aoivd 55 BR BE K B 09 B Ak,

o o}\QF
Cl

R EHY 2 PRI S, SREEZHITEA, £ 4-AK
FELANRE R TBERA L 2-808-4-F KR ek S- R B BEF IR E , 13 2] 47
ALY, Ha &R, IKE 28%; m.p. 95-96°C; 'H NMR (CDCl,, 300
MHz) & 7.49 (dd, J = 3.1, 8.3 Hz, 1H), 7.39 (dd, J = 4.7, 8.9 Hz, 1H),
7.35-7.14 (m, 6H), 5.99 (t, J = 5.4 Hz, 1H), 4.57 (d, J = 5.4 Hz, 2H), 2.30
(s, 3H); MS (ES+) m/z 404.1 (M + 1).

5645 2.21
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4-F K -2-2-Z AV F B R F Bt A )R e 5B BR L F M 69 6 AR,

H IN\>\NH
SNV ¥

i
CF3

R EZHP) 2 PR GARS, PUREE ZHTEAL, #H 2-Z 4
FAARFTBRANRSRATBRALS 2-RE-4-F A4 5B BBLF IR
K, AF B AR EALA M, A& & BR, R 30%; mp. 140-141°C; '"H NMR
(CDCls, 300 MHz) & 7.98 (dd, J = 1.8, 7.8 Hz, 1H), 7.60 (ddd, J = 1.8, 7.6,
8.2 Hz, 1H), 7.43 (dt, J = 1.0, 7.6 Hz, 1H), 7.46-7.25 (m, 6H), 5.98 (t, J =
5.3 Hz, 1H), 4.57 (d, J = 5.6 Hz, 2H), 3.1 (s, 3H); MS (ES+) m/z 436 (M
+ 1),

A 2.22
4-F K -2-(3-Z AT AR T B &K R v - 5- R BR B R 69 B A,

N
S8
A
CF

R TG 2 PRGOS, PAREEEHTTEN, A 3-Z A
FARTRANRBRTBEA L 2-8 4 -4-F IRofrd 5-RBBLF IR R,
FE ALY, HEERK, KE 27%; mp. 195-196°C; 'HNMR
(CDCls, 300 MHz) § 8.15 (s, 1H), 8.07 (d, J = 7.8 Hz, 1H), 7.85 (d, J =
7.8 Hz, 1H), 7.65 (t, J = 7.8 Hz, 1H), 7.40-7.27 (m, 5H), 5.97 (t, J = 4.7
Hz, 1H), 4.59 (d, J = 5.5 Hz, 2H), 2.49 (s, 3H); MS (ES+) m/z 420 (M +

1.

3

= 5645 2.23
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4-F R -2-[(B-1-30H) BOR PR b - 5- 7R B BE S i 4 - A%,

N
D T O
O O
R EEG) 2 PRTRGAS, AREE ZHAATEAR, EHZ-1-B
BEANRB R T BLA S 2-8 8 -4-F A oErd S R BBLF IR, 153474
wadn, haEEK, KE 12%; mp. 99-101°C; 'H NMR (CDCl,, 300
MHz) & 8.40 (d, J= 7.5 Hz, 1H), 7.99 (d, J = 8.3 Hz, 1H), 7.87 (d, J=7.5

Hz, 1H), 7.85 (d, J = 7.5 Hz, 1H), 7.79-7.76 (m, 8H), 5.93 (t, J = 5.6 Hz,
1H), 4.57 (d, J = 5.6 Hz, 2H), 2.09 (s, 3H); MS (ES+) m/z 402.2 (M + 1),

5645 2.24
2-(3,5-Z AR T B2 IR )-4- F HoE vk -5 IR B BE T B 69 6 A%,

N
@) O
Cl

B EHRAG 2 FIENERS, REETZRHITTIR, 48 3,5-=
ARTBEAARBRTBAS 2-8 A -4-F g S-REBRBEF IR L, 15
B ARAY, AHE EEK, KE 34%; mp. 104-105°C; 'H NMR
(CDCls, 300 MHz) & 7.69 (d, J = 1.9 Hz, 2H), 7.52 (t, J = 1.9, 1H),
7.35-7.31 (m, 5H), 6.04 (t, J = 5.6 Hz, 1H), 4.59 (d, J = 5.6 Hz, 2H), 2.44
(s, 3H); MS (ES+) m/z 420 (M + 1),

536451 2.25
2-(4-F A KT B2 A )-4-F FoE ek o528 BR B I 49 A A%,
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N
Dk T
1 I
o O}\Q\:N

R EHG) 2 VARG, URE S EZHT R, A 4T
R BEANRBLRTBERD 2-808-4-F ook SR B BEF R, 153
RS Y, Aa EEKR, KE 23%; mp. 256-258°C; 'H NMR
(DMSO-d,, 300 MHz) & 8.64 (t, J= 5.7 Hz, 1H), 8.19 (d, J = 8.2 Hz, 2H),
7.99 (d, J = 8.2 Hz, 2H), 7.49-7.18 (m, 5H), 4.37 (d, J = 5.7 Hz, 2H), 2.51
(s, 3H); MS (ES+) m/z377.2 (M + 1).

#4226
2-(3-FA KT B2 )-4-F Ahoied 528 B B F IR 09 A A%

N /N
O O

B EHA 2 FRTEGARR, URIEESZHTEA, 28 3-8
FFBRANREETEAD 2-8 3 -4-F HoEod 5.4 8 BLF B R KL, 19 5)
AR Y, H & EBAR, IKE 36%; m.p. 207-208°C; 'H NMR (CDCl;,
300 MHz) & 8.21 (s, 1H), 8.11 (d, J = 7.8 Hz, 1H), 7.87 (d, J = 7.8 Hz, 1 H)
7.67-7.58 (m, 1H), 7.36-7.32 (m, 5H), 5.99 (t, J = 5.6 Hz, 1H), 4.59 (d, J
= 5.6 Hz, 2H), 2.53 (s, 3H); MS (ES+) m/z 377.2 (M + 1).

KA 2.27
N-(5-F 2 BN F B -4-F 2o ek 2 20 I8 B 69 2 %,

N
DEP
0 Ow

BB E G 2 P RMARF, AREE BHATT L, &5 WELEA
KRAHEXFBLAL 2-F L -4-F A oZeb 5% B2 BLF I R, 13 3) AR H40 A
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Y, AHE EER, KE 33%, mp. 224-226°C; 'H NMR (DMSO-ds, 300
MHz) § 9.17 (d, J = 1.5 Hz, 1H), 8.76 (dd, J = 1.5, 4.6 Hz, 1H), 8.63 (t, J
= 5.7 Hz, 1H), 8.40-8.36 (m, 1H), 7.55 (dd, J = 4.6, 8.1 Hz, 1H),
7.33-7.19 (m, SH), 4.38 (d, J = 5.7 Hz, 2H), 2.51 (s, 3H); MS (ES+) m/z

353.2 (M + 1).

45 2.28
4-F R 2-(3-Z AT BA K T BRI )R b 550 B BEF B 69 8 A%,

N
O O

R EHAN 2 PR GAER, REEEHATEL, A 3-Z A
FEARFBRANRLERTEBAS 2-83-4-F g ed SR B BLTF IR
R, 1F B ARRALA 4, A & & B4R, JF 28%; m.p. 230-232°C; '"H NMR
(CDCls, 300 MHz) 6 7.78 (d, J = 7.8 Hz, 1H), 7.76 (s, 1H), 7.54-7.24 (m,
7H), 6.00 (t, J = 4.8 Hz, 1H), 4.58 (d, J = 5.6 Hz, 2H), 2.38 (s, 3H); MS
(ES+) m/z 436.1 (M + 1),

% 5645 2.29
2-(3,5- = AR T BL A A )-4- F A v 528 BR BRI 69 A R

N
F

R IR 2 FAHENES, UREEZHATEA, A 3,5-=
AR TBANRSRTBLA S 2-R2 A -4-F Bk S R B BT B R A, 15
FARAALAY, A a &K, I E 48%; m.p. 84-86°C; 'H NMR (CDCls,
300 MHz) & 7.44-7.24 (m, 7H), 7.01 (tt, J = 2.2, 8.4 Hz, 1H), 6.05 (s, 1H),
4.58 (d, J=5.6 Hz, 2H), 2.41 (s, 3H); MS (ES+) m/z 388.1 (M + 1).
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4 2.30
2-(5-F-2- AR F BR R L )-4- T HoE v 55 PR BE T 69 6 A%,

N R
Ak
O @)
Cl

R EEH) 2 F ARG, AREE 2T R, A 5-R-2-
AR T BLAARBE KT B S 2- 88 -4-F RS- R BRBT IR, 1%
B AFAALSH, HéE &R, KE 22%. mp. 175-178°C; 'H NMR
(CDCls, 300 MHz) & 8.12 (dd, J = 2.8, 6.6 Hz, 1H), 7.53 (ddd, J = 2.8, 4.4,
8.8 Hz, 1H), 7.38-7.24 (m, 6H), 7.17 (dd, J = 8.8, 11.3 Hz, 1H), 6.01 (t, J
= 4.7 Hz, 1H), 4.59 (d, J = 5.6 Hz, 2H), 2.61 (s, 3H); MS (ES+) m/z 404.1

(M + 1).

34 2.31
2-(3- AR F B A AL )-4- F 3ok v 55 BRBEF 49 A %,

a2y
F

B EHP 2 PRI S, UREEZHTEA, A 3-AK
FEEAARBS R T BEA S 2-2 A -4-F g rd S R BRBLF e R, 15347
BALAW, A8 EBK, E 18%; m.p. 162-165°C; 'H NMR (CDCls,
300 MHz) & 7.64-7.24 (m, 9H), 5.97 (t, J = 5.4 Hz, 1H), 4.58 (d, J = 5.4
Hz, 2H), 2.47 (s, 3H); MS (ES+) m/z370.2 (M + 1).

% 5] 2.32
4-F K -2-(4-Z 5B F B K T BLR SR R w522 B B F e 69 8- A%,

92



200680019628. X oM P E2/111m

N
Dl Lw
" O ° O@o

N

CF3

R IR 2 PHTRGRF, RIETEHTE, 28 4-Z5
FARARTBEANKSRTERRASL 2-R A -4-F HrEed 5- R B BLF R
R, A5 R AR AL A 4, A G & BAK, IR 20%; m.p. 168-170°C; 'TH NMR
(CDCl;, 300 MHz) & 7.98 (d, J = 8.8 Hz, 2H), 7.41-7.23 (m, 7H), 5.97 (t,
J = 5.6 Hz, 1H), 4.58 (d, J = 5.6 Hz, 2H), 2.49 (s, 3H); MS (ES+) m/z
436.1 (M + 1).

34 2.33
2-(4-F BA K T BLRAIL)-4-F AoE e 55 BB F e 69 B A%

SE P
N O ° O@

R EMA 2 PRTRNAZS, AREE BRI, A 4-F &
ARTFTEREFARS KT AL 2-8 K -4-F Rk ed S-RBRBLF IR, 1%
FARAAY, AHE EBRK, KE 10%; mp. 203-204°C; 'H NMR
(CDCls, 300 MHz) & 7.86 (d, J = 8.8 Hz, 2H), 7.35-7.30 (m, 5H), 6.96 (d,
J = 8.8 Hz, 2H), 5.97 (t, J = 5.6 Hz, 1H), 4.58 (d, J = 5.6 Hz, 2H), 3.86 (s,
3H), 2.49 (s, 3H); MS (ES+) m/z 382.1 (M + 1).

%3645 2.34
2-(3-F 8K T BLRIL)-4-F Hofed 550 B BT B 69 A A%,

Dt I -

O O
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R LG 2 FARGERS, PAREEEZHITEN, 24 3-FR
ARXFBREAXRBERTBERAL 2-2 48 -4-F Ak ek -S- R BB IR AL, 17
A AFAAEY, A& & BAR, IE 34%; m.p. 75-77°C; 'H NMR (CDCls,
300 MHz) & 7.43-7.31 (m, 8H), 7.12 (td, J = 2.4, 6.7 Hz, 1H), 5.97 (t, J =
5.6 Hz, 1H), 4.58 (d, J = 5.6 Hz, 2H), 3.82 (s, 3H), 2.47 (s, 3H); MS (ES+)
m/z 382.1 (M + 1).

34 2.35
2-(3-F LAk Bt R F BRI )-4-F HrE e -S4 B BEF B 69 8- A%,

O
SUPL ~°
O O
B EHB 2 PN SE, URIEE ZHATEN, 48 3-Fit

FRBARTBRARSRTEBA S 2-84L-4-F LB S R BBLF IR
R, FF B ATARAL A, H & & EAR, BE 15%; mp. 111-113°C; '"H NMR
(CD,0OD, 300 MHz) & 8.55 (t, J = 5.8 Hz, 1H), 8.09 (dd, J= 1.2, 7.6 Hz,
1H), 7.36-7.19 (m, 2H), 7.68 (dd, J = 1.2, 7.6 Hz, 1H), 7.27 (m, 5H), 4.50
(d, J=1.9 Hz, 2H), 3.33 (s, 3H), 2.52 (s, 3H); MS (ES+) m/z 430.1 (M +
D.

5 #.45] 2.36
2-(2-F e A BE I R T BERIL)-4-F A md 53R BR BEF M 09 A A%,

R alay

0=5,
/0

R 2 FAT RIS, PAREE ZHATRA, A 2-Fi
ARBARTRANRSRKTBRASL 2-84-4-F AR vk-5- B B BT R

94



200680019628. X ol P /11|

B, FFEARAALS M, A8 & EAR, E 9%; m.p. 239-242°C; 'H NMR
(DMSO-d;;, 300 MHz) § 8.64 (t, J = 5.8 Hz, 1H), 8.59 (s, 1H), 8.35 (d, J =
7.8 Hz, 1H), 8.13 (d, /= 7.8 Hz, 1H), 7.80 (t, J = 7.8 Hz, 1H), 7.33-7.19
(m, 6H), 4.38 (d, J = 5.8 Hz, 2H), 3.26 (s, 3H), 2.51 (s, 3H); MS (ES+)
m/z 430.1 (M + 1).

¥ ) 2.37
2-(3,4-Z F K F B2 AL )-4-F Ao v 55 BR BRI 69 A AR

N

Cl

BRI 2 FAIREGRES, AREEZHATENR, 44 3,4-=
ARFTRRAARBRTBA L 2-8 8 -4-F Aok rd -S-RBRBLF IR R R, 13
B A A, HaEREK, KE 15%; mp. 212-214°C; 'H NMR
(CD;0D, 300 MHz) & 8.21 (d, J = 2.0 Hz, 1H), 7.93 (dd, J = 2.0, 8.4 Hz,
1H), 7.68 (d, J = 8.4 Hz, 1H), 7.33 -7.23 (m, 5H), 4.50 (s, 2H), 2.54 (s,
3H); MS (ES+) m/z 420.0 (M + 1).

314 2.38
2-(4-F B A BE IR R F Bt R AR )-4- F Foed L5 2% BR BEF i 64 A A%,

N
©\/H\HI \>\NH
No ) o)/@\gp

~
11

O
HREES 2T RS, REE EZHTEN, 28 4-Tit
FEBEAR R FBLAARA R T BLA L 2-8 3 -4-F 3vEod S R BRBLF IR
B, FFEAFAALA A, HE E RN, E 9%; m.p. 262-265°C; 'H NMR
(DMSO-d,, 300 MHz) & 8.65 (s, 1H), 8.27 (d, J = 8.3 Hz, 2H), 8.06 (d, J
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= 8.3 Hz, 2H), 7.31-7.21 (m, 5H), 4.38 (d, J = 3.7 Hz, 2H), 3.27 (s, 3H),
2.51 (s, 3H); MS (ES+) m/z 430.1 (M + 1),

% #645) 2.39
4-F R -2-F K BRI 55 B BT I 49 B AR,

0]
N
H )| D>—NH
N s
O

R LB 2 FATENALS, PAREES ZHTEA, A KT
FARBRFBEA S 2-R A -4-F B S-RBRBLF e R, 133474140
St A E B, IKE 17%; m.p. 63-65°C; 'H NMR (CDCls, 300 MHz)
§ 7.39-7.23 (m, 10H), 5.95 (s, 1H), 4.56 (d, J = 5.4 Hz, 2H), 3.79 (s, 2H),
2.54 (s, 3H); MS (ES+) m/z 366.1 (M + 1).

52 #6145 2.40
4-F J-2-(3-F K R BL R R R v 558 BR BL R R 49 A,

0
N
H ]| D—NH
N S
0]

R LS 2 FITENAER, PHREE EZHITE, 128 3-F 4
ABARBERTBAL 2-85-4-F R -5 R BB MR , 13347
LA, HE EEKR, KE 25%; m.p. 63-65°C; 'H NMR (CDCl,, 300
MHz) & 7.34-7.14 (m, 10H), 5.97 (t, J = 4.9 Hz, 1H), 4.57 (d, J = 5.6 Hz,
2H), 3.06-2.93 (m, 2H), 2.79-2.64 (m, 2H), 2.54 (s, 3H); MS (ES+) m/z
380.2 (M + 1),
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3614 2.41
2-2- 3 A A TBERA)-4-F ARk -5- B BLBLF 49 8 K,

SEDh

R KA 2 FARGAES, ARBEEZHATEA, FAXRXAL
LEBARBS R T BLA L 2-88-4-F AoErd S RBRBLF e RS, 5 2] 4%
B, Ha EBKR, KE 27%; m.p. 136-139°C; 'H NMR (CDCl;,
300 MHz) & 7.34-7.24 (m, 5H), 5.97 (s, 1H), 4.57 (d, J = 5.6 Hz, 2H),
2.60 (s, 3H), 2.39 (d, J = 7.2 Hz, 2H), 1.05-1.00 (m, 1H), 0.71-0.68 (m,
2H), 0.27 (q, J = 4.8 Hz, 2H); MS (ES+) m/z 330.1 (M + 1),

SEA45) 2.42
4-TF F 2-(F K -4-mh B A FUL R v -5 BR BE T 69 AR,

BB EEP 2 FATRNARS, UREE ZHTEA, 8 4-FH
FAEBAARBRNTERA D 2-R I -4-F g ed S BRBLF B R M, 153
AR A Y, Ha EEK, KE 43%; mp. 242-245°C; 'H NMR
(DMSO-d,, 300 MHz) & 12.89 (s, br, 1H), 8.58 (s, br, 1H), 7.66 (d, J =
8.2 Hz, 2H), 7.33-7.17 (m, 7H), 4.32 (d, J = 5.8 Hz, 2H), 2.32 (s, 3H),
2.31 (s, 3H); C NMR (DMSO-d,, 75 MHz) & 166.2, 160.6, 143.0, 139.7,
139.6, 139.5, 129.9, 128.7, 127.8, 127.3, 126.2, 111.7, 43.1, 21.4, 13.6;
MS (ES+) m/z 402.4 (M + 1),

A5 3
23K T BRI -4- T R e 55 BRI (1-F A B )RR 4G AR
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o)

Q\LNH

F 0°C Ty 2- KT BERA-4-F - 5-228(0.13 g, 0.50 mmol)
Fa 4-F FK759£(0.08 mL, 0.70 mmol)/E ™ Sk " (20 mL)¥ 49 8& F Am
AR F B+ T B5(0.08 mL, 0.60 mmol). B M A MILH 15 547, A
EHBRERZREFBEHIE | D, KElANa-TEFEO.1 mL,
0.70 mmol). ¥R N RASMERZRE FHEHHTR, REKRSE,
Wit A R LR AW, R EAFAALS A, IE 19% (0.037 g); m. p.
87-89°C; 'H NMR (CDCls, 300 MHz) & 7.89-7.86 (m, 2H), 7.61-7.22 (m,
8H), 5.91 (d, J = 7.5 Hz, 1H), 5.02-4.94 (m, 1H), 2.33 (s, 3H), 2.27-1.78
(m, 2H), 0.92 (t, J = 7.5 Hz, 3H); >C NMR (CDCls, 75 MHz) & 165.1,
161.4, 157.0, 152.1, 141.8, 133.3, 131.4, 129.1, 128.7, 127.6, 127.5, 126.6,
118.8, 55.6, 29.3, 16.7, 10.8. MS (ES+) m/z 380.5 (M + 1).

S

QEN%NE—@

%Ak 3.1
2-FKF BRIk -4- R -5 B BT T 4 B AR,

Cl
RS

R EHA 3 FAANERR, AREESZHATTEI, 4E8 F A
Ho-CEAFRE 2-RFRLAL-4-FOESL-5-RBR A, 133 FH0E
Y, Ha EEKR, KE 20%; m. p. 247-249°C; 'H NMR (DMSO-d,, 300
MHz) & 12.5 (s, 1H), 8.11-7.93 (m, 2H), 7.72 (t, J = 5.7 Hz, 1H),
7.58-6.95 (m, 8H), 4.48 (d, J = 5.7 Hz, 2H); ">C NMR (DMSO-d,;, 75MHz)
8 166.1, 160.0, 138.5, 134.2, 133.0, 131.4, 128.6, 128.5, 128.4, 127.5,
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127.2,119.6, 43.4; MS (ES+) m/z 372.3 (M + 1),

%761 4
4 -2-(3-FR AR MR AR R vk - 5 B BL T T ) B AR,

o $0
N
o

BB ETE -8 -4-F HeErk S- KRB BLF B (0.10 g, 0.40
mmol ) /& T 7K v Fek (5 mL)# Rk P iE e = T A(0.17 mL, 0.12
g, 1.22 mmol)#e 5+ SLE A B8 (0.07 mL, 0.072 g, 0.61 mmol). # B 5 &4
WERSIRE THI 25h, RE M LEQO mL)#H#, @it Ik ERF
Beh G IR, B UEBEEG x6mL), FAERET TR, 173474840
A4, AaERBRK, KE 80% (0.119 g); m.p. >300°C; 'H NMR
(DMSO-d;, 300 MHz) & 9.00 (s, 1H), 8.47 (t, J = 5.7 Hz, 1H), 7.46-7.17
(m, 10 H), 7.03-6.98 (m, 1H), 4.35 (d, J = 6.0 Hz, 2H), 2.43 (s, 3H); "C
NMR (DMSO-ds, 75 MHz) & 162.2, 140.2, 140.0, 129.4, 129.2, 128.7,
127.7, 127.1, 123.3, 119.1, 118.6, 43.0, 39.1; MS (ES+) m/z 367.2 (M +

1.

% Het) 4.1
2-[3-(4- B ORI -4-F Frg i -5- 52 BRBEF i 69 5 %,

@Uri%i o
0 H

F

N
H

PR LA 4 P EWIAR S, URIEE 2 HTT/, 28 4-AK
A FABBERERLABERYD 4-8 5 -4-F Aol 5 R BMBLFIER N,
FR ALY, A EBK, KE 83%; mp. >300°C; 'H NMR

99



200680019628. X o P E19/111m

(DMSO-ds, 300 MHz) & 9.03 (s, 1H), 8.47 (t, J = 6.0 Hz, 1H), 7.49-7.05
(m, 10 H), 4.35 (d, J= 5.7 Hz, 2H), 2.43 (s, 3H); ">’C NMR (DMSO-d,, 75
MHz) § 162.2, 140.2, 128.7, 127.7, 127.2, 121.1, 121.0, 120.5, 116.1,
115.9, 115.8, 43.0, 39.1; MS (ES+) m/z 385.1 (M + 1).

% He ) 4.2
2-[3-(4- AR AU AR ]-4-F Ao ok -5 BR BRI 49 B A%,

q“ﬁl 5. LY

R EHKA 4 TR GAERSF, UREEEZHTTA, A 42K
A BB R AR B KBS L 2-R A -4-F e v 5 R BRBEF IR RAL
FE AR, HEHEBRK, KE 62%; mp. >300°C; 'H NMR
(DMSO-d,, 300 MHz) & 9.14 (s 1H), 8.47 (t, J = 6.0 Hz, 1H), 7.51-7.48
(m, 2H), 7.35-7.17 (m, 8 H), 4.35 (d, J = 5.7 Hz, 2H), 2.43 (s, 3H); "°C
NMR (DMSO-ds, 75 MHz) & 162.2, 140.1, 138.1, 129.2, 128.7, 127.7,
127.1, 126.8, 120.7, 43.0, 39.1; MS (ES+) m/z 401.0 (M + 1).

Cl

k3] 5
23K W BE R LR vk L5 3R BR R R 64 A A%,

N e

A EXRFERETHRTBERA(0.44 g 0.37 mL)mAZ] 2-R K
k5.3 B F B5(0.50 g, 3.16 mmol). 4-= ¥ FH A w72(0.050 g, 0.41 mmol)
Faeb o2 (2.5 mL, 31.60 mmol)£ N,N-—F 3K F BLI (20 mL) ¥ 48454
F. BRERSYEREBETHE 120, FEAZPRE. Bidts
Gk AL R A, 5] 2-RIBLRAEL SRR T A, KE 78%
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(0.654 g); MS (ES+) m/z 263.2 (M + 1).

B. ¥ 2-RK¥BERAEA-S-ZBK YT H(0.40 g, 1.52 mmol). &AL
44(0.19 g, 3.79 mmol)F=F & (4 mL)#4 %4 /£ 80°C F H4 70 h. 3%
ik, BBk, FRAREREATTRE. WERAMETYT
B Anv9 Rk 09 R P, AR BAAEKIER(0.24 g 2T 6 mL
K). BRAEMA 50°C #H 4 R, AZ FREANEN. @ik
L/FB BN, AR, FEE AT TR, ﬁélifw‘lﬁ%é\%, A a éEE
K, E 5% (0.005 g); 'H NMR (DMSO-ds, 300 MHz) & 8.93 (s, 1H),
8.20-8.03 (m, 3H), 7.62-7.41 (m, 3H), 7.39-7.14 (m, 6H), 4.43 (d, J = 3.9
Hz, 2H); MS (ES+) m/z 338.5 (M + 1),

%) 6
4-F H-2-[4-(2H-v9 ¢ -5-F )R F BERIK R =k -5- 5 BR B B 64 A %,

@ 721 S—NH N-NH

N’N

B 2-(4-FIE KT B2 A )-4-F Ao ed -5 B Bt F 12(0.080 g, 0.21
mmol). & 7144 (0.028 g, 0.43 mmol)F= & A42(0.006 g, 0.11 mmol) /&
NN-—F R F BG5S mL)¥ 484 80°C FTHEAE 18 v it., R A
B IERZRE, TN 1IN HER(0.5 mLYER. 6B AR
e NGB GBS(10 mL)F= 37K (10 mL). 2 & A HUE 5 A K KB BEL4A
FHe, i3k, BRREEZT TIRSG, Fldi e Ektiiiey,
RS Y, Ha EERK, KE 23%(0.020 g); m.p.>300°C; 'H
NMR (CD;OD, 300 MHz) & 8.20-8.09 (m, 4H), 8.45-7.20 (m, 5H), 4.51 (s,
2H), 2.55 (s, 3H); C NMR (CD;OD, 75 MHz) & 163.6, 138.8, 128.4,
128.1, 127.1, 126.8, 126.5, 43.1, 15.8; MS (ES+) m/z 420.5 (M + 1),

=5 7
2- K FBLE K -4-F HovE ek 5% B BLIR R AL T R 49 A R,
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N
H || D>—NH
s ()
o o)

A, 6 2R T BERA-4-F KoK -5-582(0.10 g, 0.38 mmol)éy &
K IR FEQR mLYER T NP iE NN-—FRATBE, RERBMAN
F BL2.(0.058 mg, 0.46 mmol). ¥ R RS AR RE FTHHE 20 B,
EEZTFTREFENETF, F3 2-FXFTBLAL-4-F 2L Eo 5 8 BLA
(0.079 g), AHFEEIK,

B. ®IFAATHE0.033 g, 0.46 mmol). #7Z(0.090 g, 1.14 mmol)
Fo 4-—F RATZ(0.010 me)f KK e S ek d b #4430 844 F 1%
MANFTKZZFI( mL)F 65 2- KT BLR A -4-F kw55 BE R
(0.079 g, 0.038 mmol). ¥R L RAM AL BEL THIHF 20, REA =
AT (10 mL)F#, B 1 N 2 8(5 mL). 40 f BB 840 /K8 R (2x5 mL)
FadhK(S mL)#k&, A RKABAATE, Fidik., FRREAT TR
%, JrifidAz &Rk A Y, FRAFRALSY, Ha e Bk, Ik
F 45% (45 mg); m.p. 163-166°C; 'H NMR (CDCls, 300 MHz) & 7.89 (d,
J=17.9 Hz, 2H), 7.57 (t, J = 7.4 Hz, 1H), 7.45 (t, J = 7.5 Hz, 2H), 5.84 (s,
1H), 3.23 (dd, J = 5.4, 7.1 Hz, 2H), 2.23 (s, 3H), 1.00-0.98 (m, 1H), 0.53
(q, J = 5.8 Hz, 2H), 0.22 (q, J = 5.0 Hz, 2H); MS (ES+) m/z 316.1 (M +

1).

A1) 7.1
2- K BRE G -4-F B ek 5 5% BR BE 3- R CF AR 94 A%

N
CIQV H\é;[s}z};_@

B KB T PATRGAS, AREE ZHATEN, 8 3-2F
FeARBIFR AL FIE 2- KT BERA A -4-F LoEed S R BLR RN, 15347
B ad, Ha EEK, KE 43%; mp. 198-199°C; "H NMR (CDCl;,
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300 MHz) 6 7.89 (d, J = 8.4 Hz, 2H), 7.65-7.49 (m, 3H), 7.31-7.20 (m,
4H), 6.00 (t, J = 5.7 Hz, 1H), 4.56 (d, J = 5.7 Hz, 2H), 2.53 (s, 3H); MS
(ES+) m/z 386.1 (M + 1).

=345 7.2
2-F P BL R AL -4 AR el 55 B BE 3- R IR 09 AR,

F/@H\g:[:%z;_@

R EG T PR GARS, RAREEEHTEN, A 3-AF
FERAB IR A AT IS 2-K T BLA A -4-F Ao S K BERAR L, 13347
e, AHa EEKR, BE 46%; mp. 216-217°C; 'H NMR (CDCl,,
300 MHz) & 7.90 (d, J = 7.2 Hz, 2H), 7.64-7.51 (m, 3H), 7.32-7.24 (m,
1H), 7.12-6.98 (m, 3H), 6.01 (t, J = 5.7 Hz, 1H), 4.58 (d, J = 5.7 Hz, 2H),
2.53 (s, 3H); MS (ES+) m/z370.1 M + 1).

% 3] 7.3
2-KF BLR I -4-F AR e 5 R BR B 2- AL B 494 A,

H |:\>—NH
PO

R EHB T FIAMAES, UREE EZJTTIR, 28 2-AF
BARBIARAFTIRE 2- KT BER A -4-F ARoEed SR BER AL, 75347
LA, Ha EER, KE 46%; mp. 180-183°C; 'HNMR (CDCls,
300 MHz) & 7.89 (d, J = 7.3 Hz, 2H), 7.60 (t, J = 6.8 Hz, 1H), 7.50 (t, J =
7.3 Hz, 2H), 7.39 (t, J = 6.8 Hz, 1H), 7.26-7.11 (m, 3H), 6.06 (s, 1H),
4.63 (d, J=5.7 Hz, 2H), 2.49 (s, 3H); MS (ES+) m/z 370.4 (M + 1).
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ke 7.4
- K P BLR I -4-F ek 55 B BE 2-8 T IR 044,

H | N\>—N
s

WREHG T FRTRGAERS, OREEZRTT, A 2-2°F
JERBF AR T E 2- K F BRI -4-F Aok rd S R BL R, #5247
A, Aa EER, KE 51%; mp. 191-193°C; 'H NMR (CDCl,,
300 MHz) & 7.88 (d, J = 7.1 Hz, 2H), 7.86-7.28 (m, 5H), 7.29-7.22 (m,
2H), 6.19 (t, J = 5.7 Hz, 1H), 4.66 (d, J = 5.7 Hz, 2H), 2.39 (s, 3H); MS
(ES+) m/z386.1 M + 1).

=15 7.5
- EBER A -4-F H el 5 R BEEE 2- = ALF A F R R

N
N S H >
CFy o o

R LA T PRTRNAER, URIEE ZHTTA, A 2-Z A
FRAFBABEAAAT RS 2- KT BLAK-4-F A Erd S BHBLR AL,
FEAFRREY, HE ERKR, KE 47%; mp. 198-199°C; 'H NMR
(CDCl;, 300 MHz) & 7.88 (d, J = 7.1 Hz, 2H), 7.67-7.37 (m, 7H), 6.07 (t,
J =5.8 Hz, 1H), 4.76 (d, J = 5.8 Hz, 2H), 2.35 (s, 3H); MS (ES+) m/z
420.1 (M + 1).

= 5645 7.6
2-FK W B -4-F Aok ek 5 3R BEBE 4- AL TF 09 AR
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Qe Vig
NS )
o) @]

PR ) T PRI R AR, SURIE S BUAT AL, B8 4-85F
FeRBA AL TS 2- K FBLA-4-F HoEwe S K BERR A, 15347
AL, HE EEK, IKE 47%; mp. 206-208°C; 'H NMR (CDCl,,
300 MHz) & 7.89 (d, J = 7.4 Hz, 2H), 7.60 (t, J= 7.2 Hz, 1H), 7.49 (t, J =
7.6 Hz, 2H), 7.30 (dd, J = 5.4, 8.4 Hz, 2H), 7.02 (t, J = 8.6 Hz, 2H),
5.99 (s, 1H), 4.54 (d, J = 5.7 Hz, 2H), 2.43 (s, 3H); MS (ES+) m/z 370.4
M + 1),

% #1458
2-3F B A -4- T FoeE el 53k BR BR S B 69 A AR,

N
H|\>—NH
@v%s \—Q

¥ 2- R I -4-F Rk 5 BB 2(0.20 g, 0.81 mmol). K ¥ A
(0.086 g, 0.81 mmol)F= 5%+ & BF4K(IV) (0.29 g, 1.01 mmol)fE /K v9 &7k
(2 mL)F 4§ RE M EIRZEBRE FTHH 18 h. @ REH T A NFIA
BN ZAK44(0.036 g, 0.57 mmol), FAERILEE FH#.LHIF 6 h, mAK
(2 mLYER AL E R, LR ATFRN IR TR CBEkk. FREREART
TR% ., @A kR AW, R ASY, AHE ERIK,
& 58% (0.16 g); m.p. 169-172°C; 'H NMR (CDCl;, 300 MHz) §
7.37-7.23 (m, 10H), 6.02 (s, 1H), 5.69 (s, 1H), 4.54 (d, J = 5.6 Hz, 2H),
4.43 (s, 2H), 2.49 (s, 3H); MS (ES+) m/z 338.3 (M + 1).

#1459
N-(5-(2-3K F BRI )-4- F 2o e -2 30 3K F BRI 69 8- A%,
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0O
O,
H S)\N
le) H

ERAAST, & 2- K FBLRAA-4-F A E 548030 g, 1.14
mmol) #) ¥9 £.7k 7 (28 mL)ZE & F e A N-F A 59K (0.23 mL, 0.21 g,
2.09 mmol), R/E EFRITEE T ZiFMANZLF KR+ TH0.2mL, 0.21 g,
1.54 mmol). ¥ RAEMAEFZBE T 7 1 oF. GREZREY T I
NFRBEBF(0.23 g, 1.71 mmol)F= 4-F KG9k (0.15 mL, 0.14 g, 1.36
mmol). £ 350EE T HH 18 i &, B R RS A Cﬁx&iﬁa(SO mL)
A, KB x 10 mL)zkik. 4 B A AR FF A R KRBT R, Lk
B, Wik AALT TR, Biti &k T d, B LB TES/
AL (20/80 £ 30/70) kL, FFEIAFAESY, A& EEBIKR0.059 g, K
% 14%); m.p. 258-260°C; 'H NMR (DMSO-d,, 300 MHz) & 12.90 (br,
1H), 10.46 (s, 1H), 10.10 (s, 1H), 8.09 (d, J = 7.4 Hz, 2H), 7.93 (d, J =
6.9 Hz, 2H), 7.65-7.47 (m, 6H), 2.56 (s, 3H); MS (ES+) m/z 381.4 (M +
1).

%34 10
N-(5-(1H-K - 1-38 FK )-4- T FeRode -2 2 ) K F BB 69 B A%,

Nﬂ N

N /

k/ )/2\8»\"13\@
0 H

AEFRZBET, & 2-RF BRI -4-F g 54 8(1.50 g, 5.72
mmol)#) T3 NN-—F R F B (16 mL)ER T N NN -3 3k —okap
(1.22 g, 7.50 mmol). HRAWEFRFRE FHH 3 I, BRERE
MR = TLEE(50 mLAA LR, B EARA T80 mL)kAFEL
2T TR, FRAARALESY, HaEBR124 g, KE 70%); mp.
228-231°C; '"H NMR (DMSO-d,, 300 MHz) & 13.29 (s, 1H), 8.34 (s, 1H),
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8.10-8.08 (m, 2H), 7.74-7.51 (m, 4H), 7.13 (s, 1H), 2.49 (s, 3H); “C
NMR (DMSO-d,;, 75 MHz) & 166.5, 162.3, 160.1, 159.1, 138.4, 133.7,
131.7,130.8, 129.2, 128.8, 118.9, 115.9, 18.2; MS (ES+) m/z 313.5 (M +

1.

K4 11
N-F 2 -4-F 3K 2-(5- KA R B AL & v -5-F BRI 49 6 A%,

@\/H | NYHM/\/\Q
N T S I

A, # 5-FERBEL(0.14 g, 0.81 mmol)#) £AK — R FI(5 mLy&E
B AN 27 NN-—F AT B, REmAFEBEZ(0.11 g, 0.89 mmol).
KR AR RETHHE2 I, EAZTREENET, 53 5-K
AR BER(0.16 g, 0.81 mmol), H & &bk,

B. & 2-8 3 -4-F ReEed 5 4 BB B2(0.10 g, 0.40 mmol). vk
%2(0.096 g, 1.21 mmol)Fe = F R A2 (0.010 mg)fE £/K w9 & 7k (5
mL) W #4430 RA 4 T & iH MmN 5-FK I RBLR(0.16 g, 0.81 mmol)#y L
KZRAFR( mLER. FR L RAMAERFERE FTHE2 I, &
B R 2. F (0 mL#H, FRAeF R AMERR2*x5mL). [N &
BR(5 mL)A= 3 /K(5 mL)zki&. A AR A LKABR AT, ik, I
KRAEAZ FTREG, Al E#HKERR LoLEAY, ALRT
Be /A (1/1) e, 1FEARAALEY, HE A HKM(0.16 g, 97 %);
"H NMR (CDCls3, 300 MHz) & 11.19 (s, br, 1H), 7.33-7.09 (m, 10H), 6.40
(t, J= 4.8 Hz, 1H), 4.58 (d, J = 5.8 Hz, 2H), 2.60-2.39 (m, 7H), 1.74-1.56
(m, 4H); MS (ES+) m/z 408.6 (M + 1),

LA 11.1
N- 3 -4-F 35 2-(4-F A T B AR ) o -5- 7 B 69 4K
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PR TG 11 F ARG S, UREES 23T T40, 28 4- KK
TEARE 5- KRB E 2-808-4-F AReErd -5- R BRBLF e HURL , 13 3] 4R
A, A a E R, E 47%; m.p. 45-46°C; '"H NMR (CDCls, 300
MHz) & 11.13 (s, br, 1H), 7.35-7.09 (m, 10H), 6.24 (t, J = 5.0 Hz, 1H),
4.59 (d, J = 5.6 Hz, 2H), 2.63 (t, J = 7.5 Hz, 2H), 2.52 (s, 3H), 2.41 (t, J =
7.5 Hz, 2H), 2.00 (q, J = 7.5 Hz, 2H); MS (ES+) m/z 397.5 (M + 1).

F A 11.2
N-F 429 K2 {[4-(2-BARATZ-1(2H)- )R T BL AR R A -1,3-78
-5- B BB 64 A AR,

. o)
Ho || D—NH
©\/NT;[S

BB RS 11 PAHEGER, UREEZHTEA, £ 4--
FARATE-1-20)- K F BARH 5-RERRE 2-8 K -4-F A 5 R84
BEF e BRL , 1 B AR A B-4, A & & B 4K, IXE 58%; 'H NMR (CDCls,
300 MHz) 6 12.96 (s, 1H), 8.63 (t, / = 5.9 Hz, 1H), 8.18 (d, J = 8.6 Hz,
2H), 7.66 (dd, J = 1.7, 6.9 Hz, 1H), 7.57 (d, J = 8.6 Hz, 2H), 7.50 (ddd, J
= 2.0, 6.8, 9.0 Hz, 1H), 7.35-7.20 (m, 5H), 6.48 (d, J = 9.0 Hz, 1H), 6.32
(dt,J=1.1, 6.8 Hz, 1H), 4.38 (d, J = 5.9 Hz, 2H), 2.52 (s, 3H); MS (ES+)
m/z 445.4 (M + 1).

345 12
2-[5-FARATBEAE 4-F L oZok D R A FEEE)-FR]-KT B8R4

108



200680019628. X oo 5E88/111m

Qe 1)
s” OH
O

FE170°CTF , H2-F 4 -4-F £ oE b 55 B8R 8L 42(0.25 g, 1.00 mmol)
FoARB IR F I B (0.18 g, 1.00 mmol)3k B MR A 205 B, bk Rkdhy 430 £
RSB EJGE T I G EAR, ¥z BARA BE(SO mL)#ki%k, REA TR T
B/ F BE $EAT 45 &, 1F 24754, 1K E60%; 'H NMR (DMSO-ds, 300
MHz) 6 12.37 (s, 1H), 8.48 (t, J= 5.9 Hz, 1H), 7.88 (dd, J = 1.4, 7.6 Hz,
1H), 7.50 (dt, J = 1.4, 7.6 Hz, 1H), 7.40-7.15 (m, 7H), 4.34 (d, J = 5.9 Hz,
2H), 4.14 (s, 2H), 2.45 (s, 3H); MS (ES+) m/z 410.5 (M + 1).

FA) 13
N-TF A -2-(2-F B BB 2R )-4-F Ao v -5 BR A 696 A%,

N \
QVHWIS%WO
o 0 NN

) 2-F B F M EL(0.25 g, 1.01 mmol)# £k Sk (10 mL)&E
P Am N 4-F R vBuk(0.15 g, 1.45 mmol), KB A& 0°C FRBMAZRT
B2+ T B5(0.19 g, 1.36 mmol). ¥ B RAW IR IREE T I 6 B,
REe T mA 2-§;L;€E-N-%;R-4JF w5 B B 4G w9 Sk (10
mL)&&. ¥R A RSMERSIRE FTHERE 6 I if, FAZTTH
FER . BEAADET Lﬁx&@a(SO mL) ¥ F A # 3 BRIE & (10 mL).
ro o Bk B B AN R (10 mL)A= 2 /K (10 mL)2eik. HAH E A B KB
TR, SR, FEREREAZTRE. FEAMA LR LERT
RE L ah, FRFRAAESY, HAXLEER, KE 83% (0.32 g); m.p.
188-190°C; 'H NMR (CDCls, 300 MHz) 6 8.32 (d, J = 5.3 Hz, 1H),
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7.37-7.25 (m, 7H), 7.17 (s, 1H), 5.99 (t, J = 5.0 Hz, 1H), 4.59 (d, J=5.6
Hz, 2H), 3.96 (s, 3H), 2.55 (s, 3H); "C NMR (CDCls, 75 MHz) & 164.9,
163.7, 161.9, 157.1, 151.3, 148.4. 141.5, 137.6, 128.8, 127.8, 127.8, 119.4,
113.8, 109.4, 54.0, 44.2, 16.7; MS (ES+) m/z 383.5 M + 1).

%34 14
N-F3-4-F K 2-(2-BAR-1,2-— AT -4-F Br R A )& v -5- 7 Br i ¢4
AR

N S NH
O © —

£ 0°C T N-FH-2-2-F A A F BRI )-4-F Jheked 5-F BLi%
(0.26 g, 0.68 mmol)#) /K ZAAF (15 mL)E&R F i N = F s s d7(1.37
g, 6.80 mmol). JFRAMHE R 16 1N, FHANERZRE, BiFHMA
FEQGQ mLMER AR, AT THREIEN. BEAAWET LR LB
(100 mL)¥ , JF B/ 44288 8% S 40 5% (2% 100 mL)F= £ 7K (150 mL)#%k

. WAAIER LK BAA TR, &, FREREATTRSGE. K
iz/\#énﬂ LR GEF T LA, REAE R, IE 55% (0.13 g);
m.p. 290-292°C; "H NMR (DMSO-d,, 300 MHz) 6 12.74 (s, br., 2H), 8.63
(t,J=5.9 Hz, 1H), 7.48 (d, J = 6.8 Hz, 1H), 7.35-7.17 (m, 5H), 6.95 (d, J
= 1.6 Hz, 1H), 6.66 (dd, J = 1.6, 6.8 Hz, 1H), 4.37 (d, J = 5.9 Hz, 2H),
2.49 (s, 3H); °C NMR (DMSO-d,, 75 MHz) § 165.5, 162.6, 163.1, 162.0,
144.1, 140.0, 136.8, 128.7, 127.6, 127.1, 120.3, 119.2, 103.3, 43.0, 17.0;
MS (ES+) m/z 369.2 (M + 1).

F 34 15
N-F 3 -4-F K -2-2-BR-1-R 8 -1,2- = St -4- F B R JR R vk -5-F
B Ji ) 6 PR,
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@\/H\P[}— N“}—CZ@

6 N-FA-4-FH2-2-8AK-1,2- = Rotbmm 4-F B R L ) wk -5-F
BEAE(0.060 g, 0.16 mmol). A& EL47(0.033 g, 0.24 mmol)Fr 8-# F Lok
(0.0034 g, 0.024 mmol)/E = F & L AR(5 mL)F 44 BLA AR F mAm K
(0.039 g, 0.19 mmol), F & JE An N F#ALAR(T) (0.0046 g, 0.025 mmol). H¥
BRL R AE 130°C FAndk 16 N BF, RGA N ERBREHLIE, £
A2 TRERN. FEREWAET R F (40 mL)F 5 F 4852 5% B8 R.4h
KGR (2x20 mL)A= 35 K (20 mL)Zei%. A AUE R TKALBR 40T 8,
Wik, FREREAZTRE. BEAMAN LR LEATEETL N,
3| & B, & 20% (0.012 g); m.p. 260-262°C; '"H NMR (DMSO-dj,
300 MHz) & 13.11, (s, br., 1H), 8.63 (t, J = 5.8 Hz, 1H), 7.78 (d, J = 7.1
Hz, 1H), 7.58-7.37 (m, 5H), 7.35-7.26 (m, 4H), 7.23-7.18 (m, 1H), 7.14 (d,
J=1.5Hz, 1H), 6.75 (dd, J = 1.5, 7.1 Hz, 1H), 4.38 (d, J = 5.8 Hz, 2H),
2.51 (s, 3H); °C NMR (DMSO-ds, 75 MHy) 6 165.5, 162.0, 162.0, 161.3,
140.7, 140.2, 140.0, 139.9, 137.9, 129.6, 128.9, 128.7, 127.7, 127.2, 127.0,
120.9, 103.7, 43.1, 16.9; MS (ES+) m/z 445.0 (M + 1),

Fe5] 16
N4-—F 3K -2-(3-F K ABLR L) E el -5-F Bl 69 4 %,

£ 0°C F, % 2-2K-N,4-=F Fegod 5 F BEIE(0.053 g, 0.16 mmol)
89 v Ak (5 mL) &Y IR F e N AL W A BER(0.03 mL, 0.20 mmol).
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DMAP (#E467])F= = ZA2(0.3 mL, 2.10 mmol). B K &A I+ £ R
BEE, FAERRERETHRERE, 23EHE 18I, REEART
TR R, @b Gk T4, B LB LB/ TH(5/95
Z 100/0)2L 8L, 1F 2| 475104, HE 49% (0.036 g); 'H NMR (CDCls,
400 MHz) 6 7.35-7.15 (m, 15H), 4.56 (d, J = 5.6 Hz, 2H), 4.37 (s, 2H),
3.03 (t, J = 7.6 Hz, 2H), 2.74 (t, J = 7.6 Hz, 2H); MS (ES+) m/z 456 (M +
1.

74 16.1
2-K W BRI -N,4- = SR o -5 B 69 6 %,

D»H 3
S%ﬁ)\@
0

R LS 11 P ATEGAES, URES /AT TA, 428 K P B
BERBEEALAHEBR L 2-8 A N4 F R Ew 5 F B R A, 17247
A, HE 54%; 'HNMR (CDCls, 400 MHz) 6 7.92 (d, J= 7.1 Hz,
2H), 7.63 (t, J = 7.6 Hz, 1H), 7.52 (t, J = 8.1 Hz, 2H), 7.40-7.15 (m, 10H),
4.58 (d, J=5.6 Hz, 2H), 4.41 (s, 2H); MS (ES+) m/z 428 (M + 1).

F ) 17
N-F AR -4-F R -2-(N-F AR R T Br g R R vk -5- F B 69 6 A%,

A, FEO0CT, EBIFETE 2-(RTREZ LR E)-4-F Lokok 5.
A E2(0.13 g, 0.50 mmol)#y N,N-—F X F BLA (2.5 mL)IER F m A\ Atk
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41(0.044 g, 1.10 mmol, & b F 4 60%5HIR). HF3 hRsh i
0°C FHEH 40 2-4F, RERIFEMAHF I%(31.2 mL, 0.50 mmol). 1£Ff
FEERABRERFTRE, FEFRRBETHRERE, 23RS
18 B, REBAANIBF R AN ER. FRAWA LR LB F IR,

B oIt AIER KRBT IR, Sk, FEAZ TRSE., Atk
AR Gk A A, A LR TER/ T (50/50 £ 100/0) %A, 53
2-(B T RA BT )R IL)-4-F A eRed-5-482(0.070 g, 0.26 mmol).

B. AE0°CT, @ 2-(3TRAEHA(FH)RL)4-F Aegrd 5%
£.(0.070 g, 0.26 mmol)#9 — £ F 2.(2 mL)I& & F e A N,N,N' N'-v9 F 3
-O-(7- 82 FH =i -1 - HOWk > BBEBL 25.(0.15 g, 0.39 mmol), REMmA
F M2 (29.5 puL, 0.27 mmol). 4-—F R A bog (B2 )F = TAE(72 uL,
0.52 mmol). RN BAEMIBRERFERE, FERERE THER
B, A2 HE 300, REhAfofRER A4MER, BRAGMA T
FRLBS IR, BAF AN ER RAKFBRATR, $k, #EATT
RGE . A= 4y A it AR &80k bk, A LBR T BS/ T 0(5/95 £ 100/0)
PEBL, 133 S-(FARAFTBEN)-4-F Aot 2 X (FAORA TR T
5 (0.030 g, 0.083 mmol).

C. &S-(FARATFTEIL)4-FREL2- K (FR)RATERRT
fE (0.030 g, 0.083 mmol)#) = F F k(1 mL)ZE&R F e N = 5 L (1
mL), HHIFE RS WA RE THIM 4 h, AT 0.5 mL),
HEREREMELZTTREG., $AAME_CLBRYHEFTELTT
RGAEL T T TR AFE) N-FEA-F R 2-(FREL)EA-5-F Bk
M, FABERNTT IR,

D. & 0°C F, & N-FHE-4-FR2-(FRAEAEL)ELS5-F B
(0.040 g, 0.15 mmol)#Ldh. 4-—F F A wbozg (L) F0 = TH(64 pL,
0.45 mmol)£ = ¥ 5. (5 mL) ¥ 9 P m A K FELA (19 pL, 0.17
mmol), JFHEREBREHHRERRE, FERXRERE THER
M, A2 42 18 A, B it dn A AR A AR BR S 4N BRI R, 5
BAWF LR CEERE I, BRI, AHRKRkE, AAKABRE
FrE, LESGFAEAE TR, ¥ = m Pak it 698k 44k, A TR
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T ES/ TR (30/70 & 50/50)3eht, 1334744644 (0.040 g, 0.11 mmol);
'H NMR (CDCl;, 400 MHz) 6 7.47-7.35 (m, SH), 7.30-7.17 (m, 5H), 6.05
(s, 1H), 4.51 (s, J = 5.6 Hz, 2H), 3.55 (s, 3H), 2.60 (s, 3H); MS (ES+) m/z
366 (M + 1).

%615 18
N-% K -N4-= % 3 2-(N-F 3K 7 B AR Rk -5- F BLA 49 4 A%

F0°CT, &2-FKFBLRIL-4-F Aok ed -5 B BLF 12(0.020 g, 1.0
4 F)NN-—F A F BLE(0.5 mL)BH 5% F Im A & AL445(0.007 g, 3.0
L2, Wb T e60%51KR). HAE 6 RAMAECT HIF10454,
RG B MmN T IE(8.5 ul, 245 )., MRTF R0 RITE 2R
Jo, FERSBETHERE, 2L HEZDNE, REMAIOF BB
A4k, FBRAOMA LB UESFER, HFAHAIEREKEE,
A F KRBT, SR, FERAZTRE., BHA7 %8 kit &
Al B LB LB/ THR(50/502.70/30) B, 1F B AR A4(0.012
g); 'H NMR (CDCl;, 400 MHz) & 2.41 (s, 3H), 2.99 (s, 3H), 3.80 (s, 3H),
4.67 (s, 2H), 7.20-7.51 (m, 8H), 8.25 (d, J = 7.1 Hz, 2H); MS (ES+) m/z
380 (M + 1),

E #4519

2-(4-((1H-vtbr - 1-20) F 30K F BL R )-N-F K -4-F Joed 5. F Bz
RN

Qe b
O
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F£ 0°C F, & 2-F 3k -4-F s vR o 5 %% 8% BEF 12(0.47 g, 1.88 mmol)
Fa N-F A 759%(0.23 mL, 2.08 mmol)f£ N,N-=F 3 F B4 (20 mL)F 43
R MANCRFZ -1 AR = (= FR A AFR 042 g
2.09 mmol)Fe 4-vtbrk-1-2 F H K F #2(0.42 g, 2.09 mmol). & R R4
MR EIRIEIRE, FERERE FTHRERN, 2342 0% 18 N,
FAEAEZ TREG, FHZ40 0 ks EExain, AP/ _RFK
(0/100 £ 30/70)2eBL, /F 2| AT (1.11 g); MS (ES+) m/z 432 (M +
1.

L3645 20
N-F I -2-(4-F AR KT B R AL )-4-F A eim v 5-F B e 4 4 %,

®) 2-R I -4-F R 5B L BLF A(0.054 g, 0.22 mmol)fr =%
AR TA(0.40 mL, 2.3 mmol)&A = F FH(5 mL)F 4§k F A 4-7F
AR HBR(0.057 g, 0.27 mmol), KGN NN,N'N-9F K-0-(7-7A 2%
R = 1Ok AUBEER £.(0.11 g, 0.28 mmol). ¥ B f2 3R3508% & F
A 18 h, REEA T FRSE. ¥4 A & HPLC 474640 (% FA
[RAFE), 45 B AFAAEH(0.003 g); MS (ESH) m/z 442 (M + 1),

F A 21
2-(4-F R K FBLEL)-N-T 3 -4-F F ook 5.9 BLEZ 69 A%,

FE-78°C T, #) 2-RI-N-T 3 -4-F FoZod 5 FBLE(0.17 g, 0.93
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mmol)#) — &, F 5 (2 mL)E&R F A RALMGEEE), KRB 4-FEAK
FEBLRA(l 2, 0.5M & NN-ZFRAFBRIER)., A EA R ERR
B, FERERETHERE, 2B HEZ 1800, RELEAET
Kes, A= M R #]& HPLC AT (A BR/KAEE), F3) 478104
#(0.005 g); "H NMR (CD;0D, 400 MHz) & 7.90 (d, J = 8.6 Hz, 2H), 7.35
(d, J = 8.1 Hz, 2H), 7.27-7.13 (m, 5H), 4.03 (s, 2H), 3.32 (q, J = 7.6 Hz,
2H), 2.50 (s, 3H), 1.17 (t, J= 7.6 Hz, 3H); MS (ES+)m/z 380 (M + 1).

£ 4] 21.1
2-(4-F A K FBLEAL)-N-Q-F TR )-4-F oo 5 5 BLAZ 69 6 %,

LA 20 F AR AL A, URIEE 23 ATT0, 2 2-R K
N-(Q2-F A T A)-4-F HoEed S W BRI AR A 2-R A -N-LA-4-F kel
S-FEEL 4-F AR TBLRA L, 24741044 ; '"H NMR (CD;0D,
400 MHz) 6 7.90 (d, J = 8.1 Hz, 2H), 7.35 (d, J = 8.6 Hz, 2H), 7.27-7.10
(m, 5H), 4.03 (s, 2H), 3.54 (t, J = 6.6 Hz, 2H), 2.73 (t, J = 6.6 Hz, 2H),
2.54 (s, 3H), 2.32 (s, 1H); MS (ES+) m/z 405 (M + 1).

FApB] 22
N-F 2 -4- (ot AR T AR )-2-(3-F A8 R B E R R vk -5- 7 B 49 &0 A%,

)

()

0

A, EBFT.E 2-(RT ALK ARIL)-4-F IRk 54 82(2.97
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g, 11.50 mmol)F= =53 & (8.5 mL, 48.70 mmol)£ = ¥ 5 (40 mL)¥
BERF AN N-CIE-N-BG-ZFRAEARI)VK B e 8 3 (2.25 g,
11.50 mmol)#= 1-# 2 K F == (2.02 g, 14.80 mmol). 30 2-4F/& e A
(1.7 mL, 15.60 mmol). #4158 t9 R MAERERE FTH¥ESh, AT
R BB, FRAKFL KK, AAKABRATIERE, SEFEELT
TR AT Heik A &k A, B TR LB/ TRR(5/95 £ 100/0)
L, FE) 2-(R T BABK A RI)-4-F A rE ek 5 5 B BLF B2 (2.00 g,
ME 50%).

B. & 2-(RTRIB A RL)-4-F 2ok -5 4 B BLF B2(0.108 g,
0.31 mmol)#) T (10 mL)&E & F e N N-i£ 3% 38 BL T B2(0.071 g, 0.40
mmol), ¥ FRGREMERFERE THHEZRNE DA, HRM RS
MERETRG, AR Z %R ki EEESL, A LR UE/TKR
(5/95 £ 100/0) AL, £F2) 2-(R T R H K A )-4-38 F R ed S BB
BEF B(0.077 g, L E 58%).

C. ) 2-(TRAEHERI)-4-78 T Hokod 55 B BLF B2(0.077
g, 0.18 mmol)#F= = Z#%(0.03 mL, 0.23 mmol)& Z A (5 mL) ¥ &9 i8%& P
A NGk (0.13 mL, 1.5 mmol), FF44 R L R4 £ IRBLIRE T HHF 12
he REHEREALZT TR, ¥ 2-(RTEAEHKLRL)-4-"Drk-4-
AT IEA S REBLT IR AR T F—F K.

D. ¥k A E—HRE 2-(RT ARARKRAL)4-Dok-4- K F A
R v 5.2 R BEF B2 (0.18 mmol)HE & 49 T EE(5 mL)A & A %8 IE RO
mL, 4 M ) Z 8 im )L ®E, FRR LRGN ETRLRETHIFE
B RA, RERFREHRE, /A 414& HPLC SATLHAL(F BRI/ KA
) A5E) 2-R I -4-"Gok-4- K F AR ek L5 2R PR B F #£(0.030 g).

E. /& 0°C F, @& 2-8&-4-"ok-4- A F HK oo 55 BR L e
(0.030 g, 0.09 mmol)#y ™ A.7x "8 (5 mL)ZE &R F m A\ S A0 A A BER(0.1
mL, 0.67 mmol). 4- = ¥ R L o2 (#E1L 8 )F2 = T H(0.2 mL, 1.4 mmol).
1E R RAEMITRERFERE, FANRERETHE RN, 213425
% 18 1B, REAELZ TR, FH =4 A btk &k, AT
B B8/ T h0(5/95 £ 100/0)#ehL, 52474 1044(0.031 g); 'H NMR
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(DMSO-ds, 400 MHz) & 7.40-7.15 (m, 10H), 4.46 (d, J = 5.1 Hz, 2H),
3.62 (s, 2H), 3.19 (bs, 4H), 2.91 (t, J = 7.6 Hz, 2H), 2.74 (t, J = 8.1 Hz,
2H), 2.24 (br, s, 4H); MS (ES+) m/z 465 (M + 1).

EH#A) 23
N-F3-2-(4-F AR F BLEAMK)-4-(Z LRI T Ry vk -5-F Bl 64
3

{

®) 2-FIK-N-F H-4-(Z TR T 2 ) -5-F BLIE(0.052 g, 0.16
mmol)Fe =53 & K L A(0.30 mL, 1.70 mmol)£ =& F (5 mL)F 495
Wb Am N 4-F K FB£(0.046 g, 0.21 mmol), AJEmA N,N,N'N'-v9 ¥
F-O-(7- 82 R 5F = -1 - Ok S BB L 25(0.076 g, 0.20 mmol). H &
KRR RE TIH 18 h, B LR LEEHE, HFHAMAKREA
AR HoKE, MAKRBATR, TEFAASTTRSE., Hu
754 ) & HPLC 34T 4b 40 (A BRSRA L), 133 478406-4(0.003 g);
MS (ES+) m/z 513.

% 5] 23.1
)-4-((F 2 AR F Iy ek .55 BhEe 69 4%,

HN~
(lvﬁﬁﬁ”ﬁ‘.ﬂgb
g
R AY) 22 TR, AREE 2T R, A 2-14
N-F R -A-((F RA) T AR )il -5-F BRI AR 2-RA-N-F R 4-(=4

RAR)FRRA-S-FoL 4-FTARTRAE, R0 10E4; 'H
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NMR (CD;0D, 400 MHz) 6 7.93 (d, J = 8.6 Hz, 2H), 7.35-7.15 (m, 12H),
4.49 (s, 2H), 4.06 (s, 2H), 4.02 (s, 2H), 3.09 (s, 2H), 2.37 (s, 3H); MS
(BS+H)m/z 471 (M + 1).

T 24
2-F T BE AR -N-F R -4-((Z T HIR) T AR ok -5 F Bk 64 4 A&

{ s
QVH#:%;\\@

A 0°CTF, @ 2-8HA-4-Z LRA TR EL-5-R B BLF 1£(0.052 g,
0.16 mmol) 49 v K. 7k 7 (5 mL)&E & F m A K F BLE.(0.04 mL, 0.34
mmol). 4-=F Z A ebve (L E)Fe = LH:?(O 3 mL, 2.10 mmol). &R
RN RERERE, FTERERE THERMN, 2374 18
DE, RBEAEAEZR TR, =9 R R4 EE XAk, B TE/
Z AT AH(1/40 £ 20/80) M, #FE|AFAALE4(0.021 g); MS (ES+) m/z
423 (M + 1),

) 25
2-(F IR BE R L )-4- F A eg e -5-FR B T 85 69 A A%,

N WJN J

@ \ 7
s)\ﬂ)\\QN
O.

®) 2-8Ih-4-F EeEek 5% 8 LES(5.70 g, 30.60 mmol)Fw = LA
(10.0 mL, 71.80 mmol)/E 9 £.7% % (100 mL)¥ 49 R A4 F ho N\ F- 18 Bt
F B 2(6.00 g, 32.00 mmol). & R REMAERZRE THIF 2 K.
B RKREFEA, HEFE GG EBRBRRRA K. 10%KER A 4h%

B
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WA KB, RETIR, FRAREAASY, KE 90% (8.10 g); 'HNMR
(DMSO-ds, 300 MHz) & 8.77 (d, J = 6.0 Hz, 2H), 8.77 (d, J = 6.0 Hz, 2H),
4.23 (q,J = 7.2 Hz, 2H), 2.34 (s, 3H). 1.27 (t, J=7.2 Hz, 3H); MS (ES+)
m/z 292.0 (M + 1).

£ #4526
2-FK § B B R -4- K A el S BB TR G AR,

N H
N—N
] \S>/O>/4 )

O

~—

AL T, & 2-BI-4-FHEL 5K TE(1.24 g, 5.00
mmol). 4- =% F L=z (0.10 g, 16 mol%)Fewt2z (4.0 mL, 10 % &)=
A FH(20.0 mL)F 4 iRA M F Ao A £ — A FIG mL)F 49 XK F BLER
(0.70 g, 5.00 mmol). FRAMAERIERE FTHIF 2h, REM 5%HEBK
B KR, R RKEBRAT IR, RERER, RS,
M 92% (1.62 g); '"H NMR (CDCls, 300 MHz) & 10.10 (s, 1H), 8.15 (d, J
= 7.2 Hz, 2H), 7.85-7.45 (m, 8H), 4.24 (q, J = 5.9 Hz, 2H), 1.19 (t, J = 5.9
Hz, 3H); MS (ES+) m/z 353.1 (M + 1),

5 #45) 27
2-K T BEREIA-4-F Ak 5B B LES 44 4] %

\/WIN )
O
6]

#) 2-2 K -4-F R ek 55 BR LS (2.00 g, 10.00 mmol)#d K = £
¥ 5%.(40 mL)% & F e AHTE(2.50 g, 32.00 mmol), KRS RFMART
BEZ.(1.90 g, 13.00 mmol). R RAM ARSI R E T 18h, Re
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AR 1N B (15 mL). 46F 5% BR S48 K 5 7& (2x15 mL)#F= 7K (15 mL)
ik, MAKBBRMTIRTFIE., WEREAZTRE. $ERLHA
ARGk, FRRAMNSY, HEEBRK, KEI7% (3.0g); 'H
NMR (CDCls, 300 MHz) & 11.35 (s, br, 1H), 7.89 (d, J = 7.4 Hz, 2H),
7.59 (t, J= 7.4 Hz, 1H), 7.47 (t, J= 7.6 Hz, 2H), 4.29 (q, J = 7.1 Hz, 2H),
2.28 (s, 3H), 1.35 (t, J= 7.1 Hz, 3H); MS (ES+) m/z291.1 (M + 1).

5614 28
18 1 R P 69 A AR iE 28 1T KA IRIL KR AT o Fm 84 5 iR A R,

T %) % 51 6438 K (D)oo 4

2-(4-12 K T BEA M )-4-F HoE ek 5 R BRBEAR T Rz

2-(4-38 K F BLRIL)-4-F HoE v 55 B BE(2- R A ) B

2-(4-38 K F BLA I )-4-F A oE e 55 B BE(G-F AR H)E;

4-F K-2-(3,4,5-= F IR T BEAM R mb -5- 5% P4 B K Ml

4-F 3L -2-(4-F JROK F Bk B R v -5 28 B R (4- BB R )
4-F 3R -2-[(R - 2- 3 AR BUR PR v -5- R B B (4- 23R8 ) i

2-(3R TR B I B )-4-F AR vk 52 B B (2,3- = - R A [1,4]=

U I Tl -6- A ) e ;

it

2-(4-F AR T B A A )-4-F Aol 55 B Bhotb e -3- 2 e
- R FBEA I -4-F Bk S B BBEG-F A[1,3,4E -k 2- 1)

2-[(Pk 8 -2-3 ) R IR ]-4-F AR v 55 PR BRAT T R i
2-[(K 8 -2- B IR ) B R -4- T FoE ek -5 BR BR (438 R
2-(3-F AR T B AL )-4-F Ao e 55 BR B (4-18 R AR
2-[(PR 70 -2- B B IR)-4- T ZRvR vk -5 3R BR Bh(4- 32 RN ) e
2-[(cR7-2- )RR ]-4-F FoE ek S-BRBRBE(3-F ARA K,
2-[(krih-2-3 AR A ]-4-F e mk 55 B BL(4- F B A OB
4-F 3L-2-(2- R B TR RN R v -5- 4 BR BE R i ;

4-F 3 -2-(2- R A K TBE RN R e -5- 2R BR BE e

2-F-N-[4-F K -5-("Bok-4-3 e 2 K R F B ;
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2-(3- AR F BEA I )-4-F oK e 55 BR B (4-08 R )M,

2-(2- AR F BE R )-4-F Aok 5 R BRBR(4-35 R )

2-TBL R -4-F AE ek SR B BE 2,3- — R AL -5- 2 B

2-TLB R A -4-F ok 5 R BR BN TR

2-(4- K F BE R )-4-F g e -5 R B BE(4-78 R

2-RK T BB IK-4-F A e -5 B B ORI

2-F H BER A -4-F AR e 5 B BR(3- T AR R

2-(4- AR T BLA I )-4-F e 5 K B BL(4- F B K A B

4-F K -2-F BRI oK ek 5B BA B 2,3- = BB -5- 2 R

2-(R AR B AR RIR)-4- T AR v -5 5 B B R

2-CF AR AR R IR)-4-F FoE v 55 BR L (4- 2 R 2 )i

2-(4- AR F B R AR )-4-F o ek -5- R BB R g

2-(4- AR T BLRIL)-4-F JLoR e -5 BB AR F R

2-(4- AR F BE R )-4-F A oEed 5S-R B BE(4- 2R )k,

2-(4- AR T Bt 2 A )-4-F A oE v 5 R B BE(2- A KA )

2-(4- AR T BLA AL )-4-F HrEed 5 B B BL(3- T R R A )k

N-[4-% 3-5-(FR 72 -1-3 AR R 2 1R F Bb i

2-(CR A I3 A B )-4-F A rd 5B BB 2,3- = S AL B -5- 2 e

4-F K -2-(4-F A KT B RUR PR v -5-78 B8R BRotb e -3- g

[(2-2K F B2 IE-4-F Aok 53 ) RIL | T8 T 8g;

N-[4-F 3K -5-(Bobk-4- 2 I vl -2- 3K | R BRI

N-[5-(3-2 R A 2 A F BE R )-4-F Jheird 2 K 13 I BE A

N-[5-2-8F R 2K F BLA)-4- F Kook 238 157 M8 BL A 5

N-(4-8.4X.-5,6,7,8-19 R -4H-E7¢ - [5,4-c] R4 B -2-2) LB,

N-(7,7-=F 3 -4-8AX-5,6,7,8- 19 S -4H-"E7L F[5,4-c] R 22 B -2- )
T B f

2-(3- AR F BRI )-4-F Aok v 58 BR B R i

4-F K -2-(4-F AORF BR AR vk -5 B BRAR T Rk

2-(2- AR F BL A AL )-4-F HeE ek 53R PR BRAR T R

2-(4-32 KT BER L )-4-F HoErd SR B BE(4- 2R )
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4-FH2-CA5-ZFRARXFTBRAL)ELS-RBRBLU-AEKRL)

2-(4-i8 K F BLRIL)-4-F Ao 5% B BL(3-A R A)AE;

4-F K -2-(3-F A K F B &R A R vk -5- R PR BL(3- 2L K38 ) B
2-3-ARF BERI)-4-F AR vk 5 R B BE(3- AR )i

4-F A -2-(2-F AR T B2 A )R v - 5- 28 BR B (2- R R A B ;
4-FH2-B345-ZFRARXRFTBAL)EALS-HBBLQ-A R RL)

4-% 35-2-(3-F AR F B2 AL R vk -5- R MR BL (2- 2L K ) i

2-(3- AR F BLE L )-4-F oA vk SR BB (-2 R )R

2-(4-i8 F P BLR A )-4-F HoEed 5.5 B BL(2,3- A- K H[1,4]= &
230 M -6- 2z

2-(4-F B AR F BL R )-4-F A oE e 5 R B BL(2,3- = A- K H[1,4]
Z AR T -6-30)

4-F 3 -2-(3-F AR T BE AL ) E e -5- 2 BB (2,3- = A - R FH[1,4] =
FUZ IR T -6- ) ;

2-(4-2 KT B IR )-4-F IRk v 55 BR B F i

2-(4-38 K P BLRIN)-4-F ArEed 5K B BL 2,3- = fAL R -5- 20

4-F AL 2-C-FAXTBERA)E-S- BB 23-— A 0dh-5-%

4-F A -2-3,4,5- = F RA R T BLR L )y vd -S-BR BRBLIN A%

2- B -N-[4-F F-5-(Fhv-1- 3 3R v 0 K R F Bl ;

4-78 -N-[4-F K -5-(B ok -4- 3 A g v -2 K F Bl

4-F B -N-[4-F 3 -5-(Bok-4-3 K & e 23 | K F Bh A

2-(GF THH A BIL)-4-F Ao vl -5 R B BE(4-F BA R A

4- 1-2-(3,4,5-Z F LR F B AR R vk -5- 2 BRBRAR T R M
4-F K -2-(3,4,5-Z F RA R T BLA K )Rk -S- R BMBEG-A KAL)

2-(4-F 8L - R F BLR IR )-4-F AR ek -5- 4 B B (3- T AR )i
4-F K 2-(4-F AR T BLRE A ) E 4 5- R BMBE(2,3- ZA- K H[1,4]=
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FUA IR Tt -6- 2R )z

4-F K -2-3,4,5-ZF RARFBEA L )KL -5-RBRBL(Q23-Z&A-K
F[1,4]1 = R4 3R THr-6- 48 ) B

4-F L -2-(4-F AR T BE 2SN e 55 8L B F iR

4-F K -2-4-FEARTBLAK)E L -5-REBE 23-— A H-5-4

4-F 3 -2-(4-F R T B 8 g ek -5- 78 BR Bh(4- 2 R0 )i

4-TF 2R -2-(4-F AR T B R A )R L -5- R B BL(3- AR A )

4-F 3 -2-(4-F AR T B2 A R e -5 BB (2- 2 K ) i

4-F K -2-(4-F AR T BLEI )E 4 -5- R BRBEGG-F A AR )k,

4-F K -2-(4-F A KT B RN )E 4k -5- 5 8L B R

2-(F TR H A BIR)-4- F AR v e -5 BR BE (4- A K AR )R

2-(GR LI AR BRI )-4- F Aol -5 B B (2- R K AR ) B

3-F 1R 1 H-E g 5 [2,3-c ]t e -5- 2 BR BL[5-(2- S - R A A AL
B )-4-F ek 2K A%

2-CR LI BIK)-4-F ook S R BB 2,3- = Sk 3 -5- 0

[2-(4-F AR T BLAIL)-4-F Aok ed 5 A 1AL TR T8

3-#-N-[4-F J-5-("Bobk-4-2 Ky vk 2 )R F BLIE

2-[(5-8-3-F F-1-F 1 Howbod -4- 38 RO R R )-4-F Rk 5 5 B
BRI O Az,

4-F L 2-(3-F A A M BLR IR )R e SR PR B (2- = F AU T OB

2-[(k v -2-3 )RR ]-4-F AR e 5K R BR R R

2-[(& Mkt -1-3 AR ]-4-F FE e 52 B8R B R B ;

2-[(& AT -1-3 AR ) B AR ]-4- F 2o ik -5 3R BR Bk (478 KR )z

2-(3-F FUAL R W BER L )-4-F e ek 5 BR B (4- AR )R

2-[(Phvi-2-3 )R AR ]-4-F R ek -5- R BB (3-2 R )

2-(3-W R AR F BRI )-4-F HoE b 5 B BRBEG-R2 R L)k,

2-(3-F FIL R T B & IR )-4-F AR v w52 BR h (2- 2 R ) Bl ;

2-3-F BA R T BRI )-4-F A ogrd 5 R BRBE(2,3- 2 A- K51 [1,4]
TR T -6- 2z
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2-(3-F AA K FBLR I )-4-F Hogok 5- KR BB 2,3-—S4LF-5-4
JB2;

{[2-(3-F AR T BLAIL)-4-F 2oRed 5K 1)K LB T8

2-(4-12 K F BLEA L )-4-F FoEed 5 B BEBL(S-F A [1,3, 4] == -2-
P-);:3

2-(3-F ALK T B R L )-4- F AR v -5 R BR B (4-F BA K ),

2-[(&RE-1-3 AR )RR )-4-F FoE e -S-R BR B (4-F AR )R

3-F R -1-R A -1 H-"E o F[2.3-c]ob ™ -5- B BR B (4- F A -5- K A &
A F B e 2

3- W -1-R L H-E g F[2,3-c] ot v -5- B BR Bh (4- F AL -5-4F F K
A FIL T B AR ek 2 )

2-[(5-8-3-F J-1-F K -1 H-vtbod -4-38 ORI ]-4-F Hokod 5.5 8%
Bt (4-i2 )i

2-[(5-R.-3-F A -1- KA -1 H-wtbod 438 )R A -4-F Boged 5% 8%
BE(2- 2 R )RR

3-9 A - 1- R - LH-E e 51 [2,3-c ]t e -5- 28 BR BL[5-(2,3- = &.- K 5
[1,4] =8 H 3R T -6- 2 RUE T BLAR)-4-F 2eied 2K 1

3-F A 1- R TH-E % 51 [2,3-c]oth e -5- K BR BL[5-(2,3- = &tk &p
53 B T BRAR)-4-F R ek 03 e

3-F A 1R R -1 H-E o FF[2,3-cvb e -5- 28 BR B [4-F AL -5-(5-F &
-[1,3,4]8 = o2 3K 2K T BE R e ek -2 3K (i

3-F - 1-F - H-"E % F[2,3-c ]t -5- 2 BA Bh[4- F A -5-(Fk -1 -
By e 2K e

3- W A -N-[4-F L -5-(k g -1-3 A w2 | K F B Ak

3-F H - KA1 H-"E % 57 [2,3-c]otb e -5- 2R BR BE[S5-(4-F B - K 5
SR T BRI )-4-F 2ReR ek 23K B

4-F H-2-(4-F AR T BLA A )E o -5- 2 BRBLIL Tl

2-(F TR AR 2R )-4- T FriRvd -5 BR BE (3- 2 R )%

4-F K 2-[(Eo-2- 5 ) B PR S- AR BABL(2,3-— A - R F[1,4]=
FOAR IR TH-6-2) e
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2-[(& R b -1-3 2O B )-4-F Ao w528 BR BEF fi

4-F K -2-(4-F KT B R R )R L -5-38 BR Bh(4-78 KR

2-CR Tl A RN )-4-F Ao 558 B Bh(4-38 R ) Bz

4-F K -2-(3-F AR W B AN )R v -5-5R B Bk (4-72 ROk

2-(2- AR F BLA L )-4-F oK wd 5B B Bh(4- R R ) e

2-(2- AR F BRI )-4-F Ak ek 5-HR AR BL(Q2- AR R )

2-(3- AR F BL R FL)-4-F oE e S BB BE 2.3- = S AP -5- 2 ke

3- W 31K A T H-E v 57 [2,3-c ]t -5- B B B [S5-(4-R-F A A L
¥ @t AR )-4-F AR e 23K B

4-F A -2-(3-F A A M B R AR )R R - 5- AR B BR(3- AR ) R

2-LBER I -4-F A oE ek 5 R B BE(-F AR

4-F J-2-(4-FHE R T BL R ) E e 5- BB BE(4-F B R A ) e

2-LBL R -4-F HorEed 55 BR BR(4- R R OB

2- LBL R -4-F A vE el 5 5 BB (4-F BRI

4-F K -2-(4-F AR T BB A g e -5- R BRBL(5- F 2R [1,3,4]8 — =4
-2- )

2-(4-38 K F B R AL )-4-F HeR ek L5 5 BR BE R

4-F F-2-(3-FK A AW BE RN ) E e -5- 5 BE B (4- F BRI

4-F 3K -2- 7 Bh R R R e 55 BR Bh(4- T B R A B

2-(FR A IR B )-4-F A vl 5 BR B (4-F R R )

4-W 2 0 F B A R v 558 B B (4-38 O E )R

4-9 3K -2-(4-FE R R T B2 AR R v -5- R BB (2- A K ) iR

{[2-(4- AR F BERMA)-4-F g ek 5K A -RIAL ) TR T,

{[2-(3- AR F BE R AR )-4-F AoEed 5-3 K -2 8 ) TR T B,

2-(2- AR T BL A A )-4-F AR e 5 B B BR(4-F B R OB

N-[4-F A -5-(Ukmg-1-3 Ky 2- K -2 K R LBz

2-(4-B T AR T B R I)-4-F e 5.5 B BE(4-08 R 2Bk

4-F H 0-(3-F 3 A B R N )R v 558 BR BR(4-08 R ) B

4-F AR -2-(3-F A A M B AR R vk -5 - R BR R (4- R R R )

2-(4-R T AR T B A )-4-F A oE e SR BB (3- 2K )i
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2-(4- R T AR T B2 AL )-4-F Koo 5- AR BB (2- A K A iz

4- 5 35 -2-(3-F A R M B R R R v 5B PR BEF i

2-(4-R T AR F BRI )-4-F ok ed -5- R BRBLIR T

2-(4-F AA K FBLR I )-4-F Ao rd S- R B BL(S-F K [1,3,4]8 =
o 23R )R

4-F 3 -2-(4-AH A K F BRI K v -5 3R PR BR AR F R

2-K F B R AL -4- T AR e 55 BR BR(4-08 KRBk,

4-F 3 -2-(2-F A K T BE R L) wk -5 - B BR B (4-78 R O BE

4-F K -2-(2- KA TRER A )E b -5- R B BE(4-18 F ) e

3. 1R A I HE ) HF[2,3 -]t -5- B BR BR[5-(4- 38 - R A B A
T B AL )-4-F e ek 2K

4-F A -2-(4-FHHOK T B AR R ek -5- R B BE (4-2 RN ) i

2- K F B A L -4-F FoeE e S5 B B (3- AR N ) e

4-9 J-2-(2- K EIK TBL R R 5B B B (3-2 K ) ig;

3-F A 1R 1 H-E i FF[2,3-c]th e -5- 2 BR B [5-(3-A- K AL &R AL
§ Bt )-4-F AR 23K s

2-R W BL A 4T R ek 55 BR BRAR R

4-F K -2-2- KA - TBER I )R -5- R B BL(3- T B RNk,

2- K F BE R -4-F HoE e SR B BL(2,3- — AR [ 4] =R LR T
M -6- 25 )i

3. 1K1 HE oy FH[2,3 -]t -5- R BR R (5-F A R L P BL AL
4-F HoeE ek )R

4-F K -2-A BRI E A SR B BLG-TF RA RN,

3-9 3 -1- R A -1 HoE oy 55 [2,3-c]otb e -5- K BR B [S5-(3-F & A - K A&
FAR T BAR)-4-F Ao ed 2K

4-F 3K 2-2-F AR T BEAAL ) EL-S- R BB 2,3- = AL -5-5
i

- F B R -4 T Ao S BB (4- T B R R

4-F K -2-(2- K A - TRERIN )R -5- R BR BR(4- F B F 3 )l

4-F K -2-3,4,5-ZFRARXRFBLAL)EL S-RBRBLA-FRAXR
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He;

2-(FR A BRI R )-4- T AR ek -5 AR B BLAR T K

4- K 2-F BL R IR R e -5 BR B (4- R R )

4-9 3 -2-A BER I E L -5 BB (3- R R ) B

4-F B 07 B AR R vk 5 AR BE(2- R )R

4-F FK-2-(4-FH ALK F B AU R v -5- 2R BR BE (3- A R AR ) i

2-(4- AR T BER A )-4-F ArE ek 5 K B BL(2,3- = AR FF[1,4] = &

Z IR Tt -6- )

.
A4

2-(4-AK T BLREI)-4-F FoEek 5 4 BB 2,3- = S AL 2R -5- 2
4- B -N-[4-F F-5-(Fm2-1-3 3k o 2 3K 1K 9 Bt
2-(4-# T AR T BLRIL)-4-F Hogwd 5 L BB 2,3- AL -5-4

4-F JR-2-ABL R IR R v -5- R B BLIR T

N-[4-F F-5-(F 72 -1-3 3 vk -2 K | R Bb i

2-CR A I A AR B )-4-F AR -5- BB B (3- A KR )M

2-(3-A AR F BLRAI)-4-F Kok -5 B BL(3-F ALK )k

2-(R A B AR AR BN )-4- T AR v -5 - B B (2- R R R )R S

4-F H-2-(4-FE F K T BRI )R v -5 -5 B B R e ;

2-CR AR B R B IR)-4-F AR e 5 R PR BRIL O A

4-F H2-(4-FE A K P BE RN )R L 5B B BE(2,3- — AR HF[1,4]1=
MO -6-FK)E;

2-(4-B T AR T BRI )-4-F Aol .55 B Bt oK e

4-9 H-2-(3-FK K 7 M B R R R vk -5 AR BR B RIR

4-9 K -2-(3-R K R M B R R ) ek 52K BR BRAT T R ke

4-F K 2-[(Ey-2- B ) B IR 5-RBRBE(S5-F 2L-[1,3,4]8 =

-2-F) B

4-9 3K -2-(3- 3K A 7R M B AR R v -5 R BR BE (2- 2 K N ) g
4-F 3K -2-(4-FH AR OR T BL A R vk -5- R BR BE(4-12 RO,
4-F R 2-3-FAAHBLE IR )R 5- R B 23-Z AALEF-5-28
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4- T 3R -2-(3-F 8 7 M Bt AR )R v - 5- AR BR BR (2-52 TR )

3- 9 H 1R R -1 H-E w51 [2,3-c b e -5-3% B Bh(5-3F A R A F Bt
F-4-F AR e 2K

{[2-2- AR F BL R A )-4-F Ak e 5-3 )R8 TR TEg;

4-F K 2-(3,45-Z FRA R T B AL ) E L -5- K B BL(4-32 K A)

2-(R THRH A RIR)-4- T AR v -5 BR B e

N-[4-F 2-5-("Fobk-4- 38 Ay v -2- 3L 1-3- 3K 3K 7 e B e ;

N-[4-F 3K -5-("Bobk-4-5 kv 2K -4-FH 2R F B

{[4-F H-2-CB-F A AHBEIA L -5- B RA ) TR TEs;

4-9 K -2-3-F A A BRI )R S- R B BL(2,3- = AR [1 4] =
R AR T H-6- 28 )z ;

4- 5 AR -2-(3-R A R b Bk R R R v -5 - AR B B ek -3 R

N-[4-F J-5-(Fk 2 -1-3 R )oK e 2 K -3 3K 0K - 7 M BRI

4-F 3R -2-(3- K A M Bt UK e e -5- R PR IR IR B

4-F K -2-BA45- Z FRARXFTBLAL)E L S- L BBLG-F A
[1,3,4T8 =k 2 F e

4-F L -2- A BE R K vk -5 BRBLAR T R

IR R IR BR BL[4-F 2 -5-(Rme-1- 2 R e 2L B

4- T J-2-Q2-F B TR RIR )R vk -5 BB AR T R

4-F K 2-Q-F AKX CBEA ML) E S -5- BB BLQ,3- AKX FHF[1,4]=
F 22 IR T M -6-30 )R

2-(F AR B BIR)-4-F AR v 53R BR Bh(4-78 R AR )IE;

4-F 3K-2-3,4,5-Z F BA KT BLEIL )RR -5- R BB 2,3-— A AL
-5-

2-[(& R k-1- A )RR ]-4-F Ao ek -5- R B Bt I T Rg

2-(3-A KT B2 AL )-4-F Ao vk 53R R Btk -3- A

2-(3-R K F BL BRI )-4- F AE vk -5- 5 BB IR TR

{[4-FAK-2-345-ZFAARTREALEL - S- B KRNI TR T

fig ;
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4-F 35-2-(2-F AR T BLE A R b -5- R BRBE3-2 K )i

2-(4- - F BLRIL)-4- T oo 55 B BLIR TR

4-F A 2-(4-F AKX FBLRAyES 5B BMBQ-— T RA TH)E;

S-HT 3 -2-F A 2H-whed 3B BRBL(7,7-= F 3K -4-84K-5,6,7,8-79
S -4H-E e S [5,4-c] R 4 B -2- 2 ) Bz,

2-[(5-8-3-F A -1-F A -1H-wtbrd -4- 3 RV R AL ]-4-F 28w 58 8%
B 2,3- = R AL BR -5- 2 e

4-F R 2-(4-FH AR FBLREIN )R S5-H BB 23-—SALEF-5-
i

2- LBLR L -4-F FoE ok 5 55 B Bh(5-F A -[1,3, 48 v 2ROk

2-8-N-(7,7-=F H-4-84K.-5,6,7,8-79 & -4H-"E ok FF[5,4-c] R 2 =
2-4)- K F Bz

N-(7,7-=F & -4-84X.-5,6,7,8-v9 R -4 H-"E 7 F[5,4-c] R 4 & -2-3%)
KYF BEAZ;

N-(4-8AX.-5,6,7,8-19 &, -4 H-E " F[5,4-c) R 42 2 -2- ) K F Bz

2-F-N-(4-8AK-5,6,7,8-79 F-4H-E o F[5,4-c] R 22 & -2- )R F &
iz

2-B4-—FRARFTBLAL)-4-F ALK S B BB — F g,

4-F K -2-2-FK K A B R )RR -5- A BB — F iR

2-(2,6-= AR T BLA K )-4-F A oK ed 5K B BL— P i,

3-2-N-[4-F A -5-(F& 72 -1-3 A )--E ek 230 | K F Bb g

2-[2-(4-8-2-F A KRR B BL R )-4-F Al e 5 B BB T Bk,

6,8- = F 3 -2-vthu% -4- ok 4- B B BL(S-— F A AL T HLA4-F
FrE e 2 H

4-F F-2-[(3-F RGP ekl -2-3 ) R A R v -5- AR B BE — F iz,

2- LBE R -4-F ook 5 R B BL(3- R RN ) x;

4-F K 2-2- R AL TBER A )E L -5- KM BEL 23- AL -5-4
JBz s

5-(7,7-=F 3 -4- R AK-5,6,7,8-79 S -4H-"E o F[S4-c]R L2 2-%
FIL T BRAR)-E-2- R B T B,
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4-F K -2-3-F AR FBLR L )R -5-REBLIN T I,

4-9 H -2-(3-3R K R M B R UR R e 528 B BR(3- T R R OB

4-F K 2-(4-FE AR T BERA)E -5- R B BL(3-F &Rk,

2-[(& R R-1-B ) R ]-4- F R ek -5 R BR B (3- 7 AR K )i
VAR

2-R T BER I -4-F Aok S R BBEF AT M,

53645 28
A% R s TSR AR 2 ] GX A A 40 64 AE B8 BE CoA 3+ 48 A B d 4| /& 1
1¢ J Shanklin J.#= Summerville C., Proc. Natl. Acad. Sci. USA
(1991), Vol. 88, pp. 2510-2514 % B i% ) SCDAAZ AR M Z A2 5 T VA 5
Mo, 5 AF R E BRALA-HVE S SCDA &) 7 69 % &

D BTk AR 0 4] &

Z 8B FUR(EF Mih P A 15%) B 64 VA & B RS 4 AR IE R
A8 6 A M ICR 22 R RAE & B vE M ) b a8 i s 4 L 5T, S Bp
1% ) % #90.9% NaClUE R e A IE, ARE LR 5 70, BR3E 5 A 5
B, PTA BAEHALCT AT, BA4H025 MAEE. 62 mMAFER 474 &+
#(pH 7.0). 0.15 M KCIl. 1.5 mM N-ZBLAFEEE. 5 mM MgClf=
0.1 mM EDTA# & (1:3 w/v)¥ , 1 F 9 7 42 8¢9 Potter-Elvehjem#E 4% &)
REBWEIFIESD A, H9RAE0,400xgF B S5 B2004F, ARK4%
MR Femi g R, B LFARZIEY AR SIEFAE105000%g F B S B
6054 . AL N 69 BB /45 B 9 R B AR BRI B2 FE R
BiF TAIR 6949 RALBR T, FFAE-T0°CT i, B LEP N ALK
KARTF R, AT FOZOEIIFERNERE RIKE.

A PRA 40 % F D AT AR

S0 Ao Bl E MEAR I F 4 PH,0 A[9,10-"H]AE B5 Bt CoA F ¢4 8
FF—ME SR LT 2 pL 1.5 mM AEREBE CoA. 0.25 pL 1
mCi/mL *H A2 f5 B CoA. 10 pL 20 mM NADH. 36.75 uL 0.1 M PK %
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3% (K,HPO4/NaH,PO,, pH 7.2). VA 1 pL #94R A Jm AR XA A 2R 4T
BB s BT AN 50 pl #94 LR (1.25 mg/mL) i 5] KL R . ¥ AR b,
F A2 B (25°C) LB F 15 4t , @it Am A 10 pL 60% PCA 4% 1E &
B, REH 100 uL 69 XA B 2 Fie A A R A2 eg LR L,
F B I A 4000 rpm F B8 1 44, H4A & SCD1 FAbFe R 3K
8 *H,0 #9227 A B A k& F, F 4 Packard TopCount F & X 4t
M, TR AR A A R XA Ao A b A A4 68 1Csq.

AAFIRBARA R fo i 347 W 2 T #AT S A8, ZHB BT A TR
M XA AWy 3 AL AR R 4m e 69 B S B CoA 246 B 7E M 64 39
#.

LA F HATRKE, REAGH KRB EH BT TS
SCD¥7 4| 7] 69 & M. F M T LA AR KA o) I RE T # &
SCD& 7% M 69 F o b 3T L A 1CsoiR .

AILHERGA B FRAGLFEREFFH., 2EEHPHFLF. £
BEA$E. srEEH . SNEE A R EEE S AR A 69 2R B3]
NAE A B

IETIEFTAIERE, REAT THMILIAG B HAET ALAH
EREHRFTE, 1226 TRB AL GAFANF 0 E 69 574 T TR
G, B, REBR AL AT AR F R AR,
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