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B &3 Si0y(3F TH)R(0.30

a4 2
7-R-F ko -4- 8

3 N-F A Dok-N-BAL W (37 642) 4 3 AT 15 (36.62)8 LAK
(370ml)#9 35k AE £ BB A kB4, AeN 48 FRE7-R-FHF
%v#8(39.44g)89 T A (90ml)#y 5k A& 0 CHEH A 4 D Ef. IR
LMHAEBEERET. BRPLHLENRIZGH T Fo B EAN
A8, FRMNaS0,). AA, HARFE BRTAAILEM(2] 3g).
Bt i% SOy L8 TE/FR TR 1:6)R¢ 0.40
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F A4k 3
(E)-3(7-R-EHkob-4-£)- AH B A(2)-3-(7-R- K rw-4-K)-A %
L)

dKAEZT R 5 440 — LR R T AMBKE(7.349)% TR @ Sk
(20ml)Z& e AN BALHH(60 % sh 48 1.65g)#9 THF (40ml)#d &i%ik
Y. 15545, A T-R-EHvkedh-4-84) THF Q0ml)iE&fo 5 4540
JERHERFETRIEH 2 I, A EKEO0ml)Fe Z B 285 (40ml),
S B EAMF R LB TEQ2 * 2.0mDBBURIE R, FIRMgSO) B 5
EEFa) CHERBEG YW, FEKGWRHEATRM(2.958)8(E)-3-(7-&-
ek -4- ) AR
Jii& MNH' =221

REBRAEALBRLE TROSTEIHERREENEY
¥i(6g), H1FE %89 E-FHAR(1.19g)F Z-FA A+ 55(0.62g).
Jii# MNH =221
B EEE SIO LB LB/ T 15 E-FMH R 0.55, Z-FH#MIKR,
0.35

P 8] 4 4

3-(2,3- A xh-4-A)-R AR i

W (B)-3-(7-8- 3 3wk vd-4-4k)- o 1 B (F 1846 3)(1.0g)#) ZBR(30ml)
FA4HA 10 % %£42(50mg; 50%E#)F 5 % K 46(50mg)¢h &£ 100 psi
F250° £33 X, @it hyflo iLRERF KK ETFHAIFRBEL S
B, WRAF G KRGS H(583mg).

BB &% SiOy(=-#. T 1T/ 7 82/0.880 £ 75:8:1)R; 0.25
Jii MH" 178
1% Z-F W 240 i o) SR F AR F 4.

- 16 -
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A M Tkt ve £k (12ml)E k4 22 2-2,3- = &K 5ok vdh-4-
2£)-5 A (1.20g)49 v Aok (12ml) 495k FF e = AR R 1 D E,
Wm A3 £ 20 CH A PEOSm)ME R SM £8(8ml)E4A, g
AR 30 o4r, HREAHE 20 TH 10M L FEALMN(Tml)sAt, A -
TAFERQSm+12mRBUR A4, T R(K.COs)E-FH R IBUR H AL
ER, RIFFE BRI SW(1.430)8 5% & 4.

JiiE MH' 178

FIE] 4R 5
3-(5-i8-2,3-=-&-FKikodh-4-K)- Ak

KM 3-(2,3-= £ K ok -4-25)-F B L BLAF o sk
(200mg)Fe N-£48 T —BL T 4:(215mg) ¢4 LB (Sm)idik i 5Bt
B, BREAERETHBRGHETARP, AN ELKALAERBE
pHO-10 5 7l LR B3R, TIREHCY, AKX, FHRFEHRME
#RALALA-H7(256mg)
# 6,38 SiOy(= £ P 5/ P 5E/0.880 & 75:8:1)R¢ 0.53
JiiE MH" 256/258
AR AL M AR T P BE6Y HC P4 & 3 8 5 A ZE M TR AL
&, B . ‘

P a4k 6
2-(7-F-EHrkodh-4- AT R)-R M= L&

EOCRAT, A =8=TE(1.7ml) At HALHA(60%; 0.3g)
#F % THF(40mD)# &b, RASWEBEAETRISFHAL, &K
o, — RN 4-38 P R-T- - F Ik 69 TR THF(10ml)E & 5 84
R R, REAK(100m)A LER TE(3 *x SomD)X H o8, F
HAR(SOmI) kS H A APIRIGE, TRMgSO) AL, BIEAKE

-17 -
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K 89 AR RAL -9 (2.466g).
H ek AL (TR TR 1:5) R 0.33

PR T
3-(7- - F Fokod-4- 1K) A W B T BS

£0° A TH = FEAMM T HE(363mg) 4 F 1% DME(1ml)i /=
# L4 (60%; 329mg)#) T & DME (20ml)#) &% 7. £ £RHH 40
SAPRRN G LIRS, REETRRA | 94N T-8-F5=d-4-
BE(F HIK 2)(1.238g)% 5 DME(15Sm)#) ik, i =ik REeH 2 /)
B, 440 £ FI8, A6 £K(150mi)F=8(100ml)Z 1§ 4~ &. A #&K(100ml)
koIt A VIR BUR T 1R (MgSO,). REE A T2 4 L E B KA
A-#1(1.59g).
B &3k SiO)( = TR/ LK 1:1)R, 0.35

P A 4 8
3-(7-8-FFokodh-4-)-H B LES

W 2-(7-R-E b4 AP H)-F 2 = LEEQ47g) e R4
(0.656g)#1 DMSO(12ml)Fz K (0.5ml) 5 R4 £ 200° KA T w4 1)
B, 45430 6B A 25 K (S0ml)Fe ZBE(3 x S0mI)Z 18] 4B Hf A B K (3 x
50ml) kg &3 69 A AR BOR A= T B-(MgSO4). AZEHFEAFE dIR
AL A4 (1.28g).
B & SiOLEB/FRTIE 1:5) R4

14 9
3-(7-R-F Hkod-4-4)-RE-1-8
B4 A
J 0° RAT # AM4542(1.0M L 8ks&;  0.24ml)ii dnik 3-(7-R-%
Fokvd-4-2)- @B T E(F MR 7)(0.1g)% T8 THFSmh)# iR ¥, &
-18 -
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0° WA S 54y, KB R K0 2ml)4 THEQmlYE. AL R Fo
5% 8 £ B (2N; 10mi)fe Z84(3 X 20ml)Z [d] 482, A 2K (20ml)
Bk S I 69 A AR EBUR I F (MgSO,). R A IEFH B h B i 8
W, BB 2] IR E L E R AH(29mg).
&% SiIO LB/ 2:1) RO.25

%% B

£ 0°RATHEA4242(1.0M L8k, 2.5ml)id it 3-(7-F-% 5
ok 7 -4-2L)- 7 BR LR (F 1E1 4k 8)(0.588g) %% T4 THF( a4k 8) (Sml)#9 %
R RRESWBREERHEH0S DB, AFE0° , Fik(lm)
# THE(Smi)i&. Ao 3 8 (2N; 2ml), K& Aok (10ml)F A 28 TE(3
20mlRBCGRAH. A EAKQ0ml) sk S 84 H WAL BCE TR
(MgSOQy). #HZ AN FZREMANEGY, B LB/ 32 il
13| L & I B AT AL -4 (360mg).
B G SIO)(TR/ZRTIE 2:1) RO.25

P &4k 10
2-[3-(7-R-F ok vl-4-)- R A )-F 3l %-1,3- =5

£ 0° RAT I8 = B — L 85(0.35ml) i Amit = K A (587mg) A=
FARZ T B R B (329mg)#) T 8k THF(10m)#9 55& F . R 5 A 3-(7-
F-F I ekodh-4-24)-A-1-85(364mg) 9 THE(Sml)iE#&, ER4MiEHhE
TR 2 Do, REEMN 2R ENAAEGY, ARCKE/ TE
31 Bl 3 A E BRI SHH(521mg).
B & SIO(BR T/ T8k 3:1)R;0.24

F a4 11
-8 -4-2,2-—TEA-THL)-2-FEA-X
W 4-8-3-F 8(47g), & L& = Tk T4 85(45ml)Fo £ R AL 49(33.6g)

-19-
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= F EAQ50ml) %A 120 Chedh 2 DB, Adpimddn, sk
(750ml)A= FEG = 500ml)Z 14 485 A A/ 1:1(3 x 300ml)#%4
FHHPARBGR, THRNaSO,). ALZBEMFE R FEBRIFANLS
#(67.9g).

# B3k SiO)(SHIR:0.2

P a4k 12
5-f-4-F ARk b 5-F-6-FA- XA heRe D

A£100° EATH1-R-4-Q22-=LEA-THHA)-2-FE-%(36.29)
8 P K (150mg)a & i At $ BEER(72g) F A (200ml)E & . £ 100°
miRA Y 1 e, A E TR RARRAAARM, 400ml). 5B &
A BN A FEQ2 x 200ml)it — FRBKER, TREHFOH MBI
A(NaSO)FEL. BHEWHAEGY. ARCRENFINLLE
i WA AL S (20.1g).
% B &1 Si0,(3F TR 0.54

¥ a4k 13
4-38 P RE-5-R-F kb S 6-18 FAS-F-KiA it Red

¥ 5-F-4-FA- KAk 5 5-R-6-FE-FHFx(19.6g). N-EK
T B B (23g)Fo % F B4 1 B4 (160mg) 4 & RALHK(350ml) R4
Yrie 200W A7 F An#v =ik 36 B, @it hyflo Wi Asr e Re- ek
Bk, 1358 & dKARAILS4(28.8g).
B €38 SIO(3R TH)R 0.6

R 14
5-F- K I rkoh-4-8 5 5-R-FIA-6-B RS
E10° RATH 4 FES-R-Fodh 68 FAS-R-KH
vk v 65 SRA-H(30.54g) 8 T 1R T AR(80m)iE & i Amit N-F A Gk-N-£,
<20 -
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#(29.14g)4» 4 A 5-F & TR IA(00m)RSH 7. A EBIEHR
G4 58, @it hyflo iR AKX ER ATR(00m)THERY
MAitiR, RABRANAKIRELARTAGH. FIRXFEH KM
1¢-8-42(10.95g).

B 63 SIO(= A TH/THE 1:1)R0.3

FE K 15
(E)-3-(5-F-F sk w0-4-K)- AH 5 (E)-3-(5-R-E H vhib-6-5K)- @M%
R4 R A |
FO0° RATHRFTARE - LE(1LSm)HFRL BT
Bt (DME; 10ml)i& & i Aot £AL4A(60 % ; 2.914g)4) DME(S0ml) & i
T oE0° HWHRESW 20 4. KB S-R-E I ervh4-8
5 5-f-FHokoh-6-8200%44(10.95g)% DME(S0ml)i&x &, /£ 60 ° Jm
MRS 2 e, dp £ FIE S EK(50m)Fe LE(3 x 100ml) X [6) 4
e, A K2 x 100ml)zkEE-FF A HIRBCE I T R(MS0s). REE
R EMGEAKG Y. BIROKE/ L8 TE 201 RFE A E B A&
HAREAL B (6.759).
B & 10,3 TR/ L8R T8 8:1)R; 0.31

P a4k 16

3-(5-R-EHokw-4-4)- A5 3-(5-R-EIFkdh-6-1)- B4 244
W (E)-3-(5-F- 5t okd-4-2K)- R B 5 (B)-3-(5- 8- K I ok g -6-

)-8 K B (7 a4 15)(1g)iR 44 49 T B3 S8 (ethanolic ammonia)(1.0M,

50ml)iE sk 2 § b4 a4 LS4k 18 /B, iR AL AR RR,

i EWUAKRED Y, AR PR/ LEH/E 10081 IG5 EFER

AR A AL At (616mg).

& B &% SiOy(=H TR/ LE/E 100:8:1)R; 0.15
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a4k 17

2-22-—F RA-LRA)1-A-4-FA-F
EERRATHELHE_FEIHE@2m)mA 2-A-5-FLAES

(22.05g)#= HLEALET F (19.6g)4 — F ZA(160ml) 89 R4 . £ 100°

AR iRAM 16 B, A £ FIRHAK(S00ml)Fe ZEE(3 x 200ml)Z

58, B HEARK 11 (3 x 200ml)3eikA-H 9 A MR BRI TR

(MgSOy). AKEMFEEE bk ey 4 M4 (48g).

W EEHGLIE)R 0.4

A& 1: SinghS%¥, J. Amer. Chem Soc 1987, 109, (23), 7194-7196

T IE 4R 18
7-R-4-F & -F Jekod

ERATH2-Q2-—FHRA ZHL)-1-A-4-FEFKU)H TR
(50ml)iz 4 id Amitt % %82 (100g)8) F 3 (350ml) ey @ iRE & T, mRbs
WrElik 3 e, AE R ERFMALLAMARN,; 800ml). A ZEKG x
300ml)i2 RS Ao A K (2 x 300mi)sbik4-FF M A IIRIE H T
(MgSO,). REBEMF B HEM AR EGH. AR AFH R EFE
K G AR AL 4 (14 28).
% B &% SiOy( TH)R 0.4

a4 19
4-3% P A-7-A-F kb

W 7-RA4-F AR Hkeh(14.2g), N-2 T _BEEA(19.7g), &7
Bt EACH(0.5g)Fova RALAK(600mI)#S S4-H & 80W 2 AT B E T m
SR 20 A, 4IRS Foid IR A A KRR TR B RARE Bk RAR
AACAH(23 4g).
R € #(R TR 0.18

-22 -
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F 1E] 44 20
7- R K Hekvh-4-8

2 E R N-F A Dok-N-RALH 84 TAEQS0m)S A 3 A 5T 5%
(8.71 )8R MHIL R, ABABAH, JoA 48 TR 7-F-KHok
(23.45g)%9 TAF(SOml)iaid - Bt oM 4 D at, IRRAMIIFALE
RET. AR LREBIKGH T4 B EAIAR, A EAQ x 200ml)
ik, TRMgSO)H AL, £ LEE(SOmI) P &7 B2 8 M i R 13 5%
# & B R AR AL A4 (5.45g).
2 63 SiO(= R FH/ T 1:1)R; 0.30

F R 21
(E)-3(7-f- Kok ri-4-5)- A

£0° SATAS 4R ERTAMR - TE(G35g8 TR
— B — P E£(DME; 20ml)i& @A £ALH(60 % maH;  1.32g)49
DMEQOmD)Ei$& F. 15 0476, WA 7-R-F ik h-4-8(4.519)8
DMEQOml)i&#& Ao 5 547 B W R 2R 2 £ £IREH 2 DB, AR
45 3% (200ml)F= 288 T8 (150ml), %~ & &-48 5+ R L8R L85 (2 x 150ml)
RBOUKRZE®R, TRMgSO)RIUERF KL, £ LBQIm)THEXRED
FHit B3 8 K & B4k 8 E FH15(3.079).

KX B RITE EFo Z F MRS H(4.25g)

B E &% SiOy T/ =R F I 1:1)R; 0.40

P JE] 44 22
3-(7-#-2,3-= £.- % ek vi-4-K)- R K
H4(E)-3-(7- B~ F =k o -4-3)- A 35 (0,25 )99 LB3(25ml). £.(0.88;
10mly&-7A 10 % 485 (S0mg; 50%iB#1)F= 5 % 48X (50mg) & & & /& 70 psi
F270° £k 18 JoBF, @it hyflo TBERF AL LT, GHEWNLEL
HGY., AR PR/ CE/R 100:8:1 SRR B AL A (256me).
-23.
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7 J& &, 38(= FUF 5/ F 85/0.880 £, 100:8:1)R¢ 0.20
Rk Z R 1E MH 196

7 8] 4 23
3-(5-8-2,3- = A- B rkvp-4- ) R A i

B F R 3-(2,3-= 8- K vk vh-4-2) 8 B 28 & (150mg) = N-£,
R T B EA(100mg)H T8 AR (SOm)BE &, AR ERETFHK
HGHAETAY, BN ABAMBF A R FRER, FRER
RIFAEZ Fo A GHERTRCBEFTHOGERY. ALFATRE
G5 R @B X644 6-41(159mg).
Fit MH 212214

P Ja] 4 24
AR BR[3-(3-BA-FK)- R A]- B

JE SUA T kB P 44 3R A 3 80 £(0.063ml) i Anitt 3-(3-84-AA)-
£5 1(0.1g)Fo NN-=F 5 A B (0.23m) 85 = £ FH(15ml) &5 F. %
G EERBHFRAYI D, REELEMARRESAL. AKGHEE
R T 8% LB AT B R & B ARARAAL 51 (122mg).
B &3k SiOy( ZLEER, 0.34
1. T Kametani %, J.Chem. Soc. Perkin Trans 1, 1974, 22, 2602-2604

F 8] 4k 25

A B [3-3-A-2- e A AR ) - R A B
ERATRSTHRAAREB0 % FEF, 0.091ml)# it KR

B BR[3-(3- B A )-B A )- BB (122me) Ao 5% B 47(154mg) 8 T 12

DMF(10ml)# R4, #ER4GMABKRIER, REBEEG6 CTh#H18

e AdRAY, EK(GOm)f LEEG * ISm)ZEgE. AL

A/ 1:1(3 * 20ml)Bek-4-5F 69 A AR BUR I T R(MgSO,). AAEH|

-24 -
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Fo B AR BN EEGH. FR/LBRTE 2] RFIAE
B 4 84 472 A0 4540 (T9mg).
B &3 SiON T/ LB TE 2:1)R;0.18

P ia) 4k 26
1-22-—FRLEA)4-R-3-FAXK

¥ 4-8-3-PEBN36.7g). ERAA (195t LRE_TFTA LY
B5(34.6ml)85 = F T (240m) 89 RAMAE 110 ° Aeik 24 bad, A%
&4, AKGSOm)MEF A ORI, RZRBCET D) AR 694740
&-4#1(52.3g).
R M4 MNH, 232

A4 27
S-F4-FEEFrh S 5-A-6-FEEF BN REY

3 % BB (185g)m#k 2 100° H AN 1-Q,2-=FRLEHK)-4-£.-3-
PR R(52.3g)% FARER(S20ml). EATHARAY 5 D E, At
TR, REER, AEGHild - AE0000g), A Trrb., AX
33| £ &R AT M (14.95g).
B &35 (2R, 0.60

F JE] 44 28
4-if PRS- AR E R S 6-i8 FA-S-BRREHRmt)REm

W 5-F-4-F A E kAo 5-R-6-F A FHx8(14.95g), N-i&T
Z B EAR(16.57g). K P BT £4(0.32g)Fr w0 BALEK(375ml) 89 RA
£ 8OW 2 RATR A T ek ik 20 /I BE, AHpRsd, TERFXKE
R E TR MRS (24.0g). Wik RAL & 8 D HARF AR R #48
R S i, 2 2 FACA(900g) BAF SiAL, 42 ) LEK TIER4-4(1:30)
£ A BeBLA 13 5 i Ak 29 AR AL B (13.5g).

-25-
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% B3 (TH)R 0.38

P E] 4k 29
5- BAX IR v -4- BE(A) 5 5- B K 7k 4h-6-B5(B)

B BB A KB4 T 4 N-F A Dok -N- A (13.62)8 THE
(135my&# 3 A4 FR(13.2g)00 BT &, AeN 4-38 9 2 -5- S48,
F kv 6-38 FAR-5-BARFE Ak (13.33g)89 THGSmI)ERHF AL 5
CHHRSW AN, SRREWFELBRET. GERGHMAK
FLRLEFSBERANAR, TRARL FIBRSW. B_A4
FE(600g) BHT 4 & B iR8-4, 12 1 LB LB Ao TI(1.9)640 18640 Fy 2 L
fl, KRR H(A)2.199);

BB 6 (LR LB/ T 1:9)R; 0.47
J ik gl {8 MNH', 182
FoAr AL E-H(B) (2.17g)

BB & (LB LES/ T 1:.9)R: 0.35
Jig R 4E MNH, 182

F & 44 30
(E)-3-[5- RAE I vk ob-4- K] A5 i Ao (2)-3-[5- RARE Sk -4-2K ) A %
o |

R 5 4P vA B eb L R KA H T RAMS = TEQ2.79)8 T iEw
.ok (10ml)is g e A S AL48(60% 28, 0.63g)40 THF(16ml) &%
R, 154545, AN 5-BRAREIHkui-4-85(2.15g)% THF(10ml)%
R, 54T ERAGERIEAE TIRHEH 3 DL A KM LB T
B5(20ml), 2 & &Aaf ) L8 B2 * 25SmRBUKE R, THRBIUE
FERR, 2EM ALK E H(Biotage Flash 40; 90g, LEA L& TIE
1:9), ®FF R ERG4FAIEH(1.97g).

% B 6% Si0,(Z. 88 T8/ T4% 1:9)R; 0.25
-26 -
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Jii& MNH', 205

¥ JE] 4k 31
3-23-=A-5-AAREFkm-4-K) R ag i

H# N-[3-[2,3- = £-5- B E vk wh-4-£ ) R A LB (0.55g) 4 2M
HE(10m) P AR 24 b et AHRSHIAETIRES, A 2M
SAMNABF R TR, ALRBGEFR GRS, B2EHR
F 0.7M F B3 69 AL SR (BmI) P, ALIFE K E BARGITHIL S
(0.28g).
i MH' 196

P E] 4k 32
2,3-MQ2-FLA)- K&

H5,8-— 5 E-1-B8(2.00g) %9 F BE(40ml)iE & 440 £-70 C H e1iE R
BARATHLE, LR EC L TFHARERARLIAIL. XM
£ 8 AN R S 4. KB A EALA(454me) B R R
1BBHE 20 C. A FH—FoMEAA22TmE), G 10 54N T
Bi(1ml)FF R ZEH. £ 2M &8 (S0ml)fe LB LEG(2 * S0ml)= 4] 4B
BB, FHRNLSO)EH 6 LB LEBRIUEFRLENKEHE D
Kih, BAEREAHA, B UBUBRM, RFXRAEE KRN
A(1.49g), BRKEFLER.

B 6t — F LA L8R LESR; 0.46

P &) 4 33
2-(23-= A& Fhdh-4-5)- 8
3 2,3-M(2-2 TA)-EB(1.29)A 36 % HELKIER(24ml)iR A e
HENA 2 R AERA, AARQAml)FER A LER LERIR(Q2 x
24ml). FHENa,SO.) A3 13 BUR Fo B AE MR 245 &0 KM e A5 4L
-27 -
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14-4(1.2g).
BB G H# AL B LER;0.67

P ] 4k 34
VAR Bk 2-(2,3-= B Hkrh-4-K)- LE

A = TE(1.25ml) A 2. 2-(2,3- = S K H ok vd-4-25)- L BR(1.13g) 85 —
AFHR(Im)E&, MER FHBEEO04mYEE. Sp4E, KA
RAHAEA 2M #38(10ml)F HF A =K P2 * 10ml)IRE, A A (10ml)
Pk et ARG, T IR(Nay SO, A LA M 178 % & KARMAL S
#(1.76g).
% B & SiOy(F- b/ LB T8 1:1)R; 0.43

P &) 4k 35
3-23-= A X Hkvh-4-K)- A

A FACH(38 1 mg) AL B P 8k dg 2-(2,3-= A K ok wh-4-2 ) LB
(1.71g)8 = F A EAR(14ml)E R H /£ 80 Chusk 1 Ied, K& iFmb
£20°C, BA4mDF#HFERD L TEBEQRx 1Tm)RR. A 5 % fiLH
Ak (1m0 AU, TIRWN2S0)HF AR EHF 2K E 4
a8 47 & W KAFARAL S (1.22g).
R 6 R AAR(R- T/ LB TES 1:1)R; 0.62

L34 1
N-[3-(5-if-2,3-= f-F ek vb-4-5)- A &) LabE

f 4 C R LB EF0.11ml)&L 5 3-(5-38-2,3- = K- F H ok r-4-%)- &
B (256me)f PR Gml)iE ki £ 4 CRAadat &, A 2N Sasiesd
W ERAR LB UGS, TRERR AL i
(Q0g)BHT R G4, AR FKR: FE: £K100:8:1)4F2) %1% B
R AR AL A4 (17 5mg).

.28 -
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B &3 SiOy(= £ P 1/ P BE/0.880 £ 75:8:1)R;0.67
Jiig MH' 3844 297/299

E364] 2
N-[3-(7-#- % F7kd-4-4)- R A ]- L8k

B F B 2-[3-(7-R-F ko -4- K )- R K- 53 %k-1,3-282(0.5g)
8 LB F A (10ml)E & 44 4 /) B, A ZE M Ao B T 4% THF(15ml) &%
BE WA E0C, AR (027mD)Aw LEEFF(0.2m]), 1£%4%i5
HRETRAEHS 18 b, AKX EMFELEENANLEGH, ALK
FIT/F 82 100:1 AL, 133 A & B4R~ 2-4(230mg) mp 61-62
.
&3 SiO( = £ T/ FBE 50:1)R:0.16

3 E-Fo Z-3-[7-REHokoh-4-% ) R HH(4.0g)4 LE(100mD)F=
BF(3.7ml)}&A 10 % 422 (200mg; 50%:240)%= 5 % 48 £ (200mg)#d 5 ik 42
100 psi #= 60 'C S4L 24 I 8. 8 £ —F4-(10ml) H & F AN F B (1ml).
16 B 5, &AL Foifi it BAT(Biotage Flash 40, T8 L&)
YL R 15 B i R AR AL A4 BL A (99mg).
& (LB LEHR: 0.30
Jiig MH'252/254

364 3
N-[3-(7-§.-2,3- = 8- % Frkvh-4-85) H K- CBERE

A N-[3-(7-R-K ok vh-4-25)-F K ]- T B (48mg) 4 T BE(15ml)iE
RAEEHG % K L; 15mg)ffb 7 bk, JEEEAKFEL
Tk, ZHEENEAEG Y, AR TR/ FE 501 ZAFELERK
#A7A 1L 6-H(37.6mg). mp 76-78 C
A MH' 254/256
B & SiOy =R FH/PBE 50:1)R;0.16
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LA 4
N-[3-(2,3-= f-E HF%h-4-5)- A R]- T8k

& N-[3-(7-8-2,3- = £- K 3ok oh-4-K) R AL - T BLE(78mg) ) L8
R AE4E(10%; 20mg) AL 64 BTl L, R A E LT RER
B, BHEEHCEK G, AR FR/FEE 501 AR E A EBERN T
A AL 8- (54mg) mp 66-67 C
E4E: C,71.0;H, 8.1; N, 6.6;
it H44: C,71.2;H, 7.8; N, 6.4% (C;3H,7NO,)
& SiO(=- R T EE/ T B 50:1)R;0.16

BRI L

¥ E-Fn Z-3-[7-8F S okvh-4- K- 75 5 (152) 89 T85(330ml), T
(19.6ml)F= = ZA:(30.75ml) 2 10%48 %.(0.75g; 50%BH)F= 5 % 48 %
(0.75g)#9:5 % 42 150 psi # 75 C £AL 4 K. A £ S HEAH (Jo ik 6)
Fak R F S 24 DEF, LRERF AL Fe e = AT IR(Q250ml)F Kk
(150mi) 8] - Be 5% @ % . AAK(150ml), 2M %8 (2 x 100ml), A& (100ml)
Fo 2M B BRAA(100mIR A A A ILE, ARG TRIFALF G BAKY
HAALEH(15.4g)
# B & (R F /T B 50:1)R.0.16
Ji# MH' 220

%A 5
N-[3-(5-F- =k dh-4-2)-R A]- TR
£0° RATHTE(.95m)E A 3-(5-R-FHkh-4-%)-A Bk
5 3-(5-F- K vk h-6-55)- R B (2.86g) 89 A M Fovlk "2 (2. 2ml) ) T 1R
THF(70ml)&E& F. EERBHRSHI b0, KEAZVTELET.
# HPLC(CN-PK5-10530)464t 55 G 4. A 5 % 5+ R B/ RS BLIFE| L
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&, B hAr A 144 (1.37g) mp 82-83 C.
B & SiO(=F T H/ T 8/0.880 & 100:8:1)R;0.39

LA 6
N-[3-(5-§.-2,3-=- - K frkm-4-K)- A A]- LBk
HF N-[3-(5-F- % F =k h-4-2)-F A )- TBLAR(0.25) %) ZBE(15ml)iE
BAE S % HAEBOmME)EAL 18 Do af. EEBAEAA AL KR, 284
AR BAT ALK G, B R TR/ P 8401 BT 3 A & Bk ica
¢4~ (131mg) mp 91-92
Jiik A MH = 254.094828
CyaHi7,CINO, #H F4A:  254.094782
B3 SiO( =& T I/ ¥ 5% 50:1)Re 0.22
S 7
N-[3-(5,7- = £.-2,3- = §.-FFfkh-4-15)- A K] Tk
EEBAATHN-R T8 EH(173mg)mA N-[3-(5-#-2,3- = &,
CE ek ed4- 3-8 A )- LEEE(0.2g) % vk T E(Sml)ER RS
M 64 JoBE. FIBEERAA(IN; 10ml)4$5 %38 pH 4 9 A B LB LB ~
15ml)#R A, F 2K Q20ml) #4456 A AR EUEFo T R (MgSOy). A&
H A Anifit HPLC 4L @4, A 50 % ZAE/AK+0.1% TFA AL, &
131 AR AR AL S (9Tmg)
Jii# 55 MH = 288.055872
C13HicCLNO, #+ H44:  288.055809
#EE# SiO)(— R TR/ FE 50:1)R¢0.22

A 8
N-[3-(7-A-2,3-= - KA xd-4-£)-AK]- TR
£ 0° RATH ZEO.18ml)i# v 3-(7-#-2,3-= £-F kb -4-
A)-7 B (256mg)#) T 1% THF(10ml)A-A 2 (0. 21mg) ¥ 5 R ¥ A £
-31 -
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mMH LR, AL BERABITEENEAEGYH. A _RTFK T8
(50:1)ZBEAT 2] A & i 4R 69 A7 AL 49 (133mg)

% EEE(— R TFIR/PH S0:1)R0.18

Ji i 52 m4E MH' 238, MNHY, 255

EHH] 9

N-[3-(5-%-7-#-2,3- = &-Ftxm-4-1)- B 1 |- LB
BEERAATHN-RT B EE47. 7Tmg)mA N-[3-(7-#-2,3-=

S-F ok h-4-2)- A K- LR (TTmg) 8 K LB (Sml)#y K3 ¥ Bt

Wbt 72 D EE, ARG A BL4AQN; 10ml)Fe B Z85(10ml)Z 4]

S EFRG . B EAR(10ml)sk %S5 60 A AR BUR H TR (MgS0) &K

R Foilit A EAT MK G, R TR/ T8 501 AR AER

HH 20 B T 4 & 69 4R -4 (67mg)

Jiig& MH' =272/274

2 &k SiO(=— R T/ T B 50:1)R(0.18

441 10
N-[3-(5-1&-7-#-2,3- = f-F 3ok od-4-2)- R K- LBk
LFREATH NGEAT B EA(569mg) A\ N-[3-(7-#.-2,3-
ZE-Fokdh-4-4)-& K- LBUE(690me) ¢ Kk TER(1Sml)iE R P 5t
RS 48 I RF, AK R S A BRAA(2N, 20ml)Fe T B8 T B8 (20ml)
Z B G4, A EKRQSml)#ASH A AR BUR S TR
(MgSO,). REBEMHf2HEMELKGH. AR TR/ FE 501 %
BLi% 3| 1 & B i A7 AL L 6 (644mg).

Jiik e MH' = 316/318
#2638 SiOy( = £ F &/ F 8% 50:1)R; 0.18
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F3%4 11
SRR P B [3-(2,3-— £ K HFrkvi-4-4)-% K )-8k

4 2N £ A A4 (10ml)Fe — £ F1(10ml) 2 18 582 3-(2,3-= - K
kvl-4-K)- A B 38 3 (200mg) 3 4 B B AL, FHRMNaSO)F %
A, 8558 895 & #(160mg)Fe = L B(110mg)A M T = £ 7% (2ml)
P, KBS F AT AR FEE(03mg). 2 DG, FERBRE
FiR I A 2N £ 8 (10ml), A= H TG x 20mRBRAH A A 8 %
B EANERBUR, THRNaSO &K, BRACs BT AL,
Rih, B BB THR:1)RAH A RBATE G & BARiriit
2 (95mg)
Ja i R MH' 246
HE & SION LB LEE/ S 1:1)R0.26

544 12

A T ER3-(5-R-2,3-— 8- K HFrkvh-4-K) R A ]-Bore

B 3-(5-A-2,3-—A-FFrkmp4- )R £(142mg). —F4
FELA(S #), = TA(0.64ml)Fe = F F H(Sml)4 i S-M f2 ok F L H 20
47, NIRRT R(66mg) it 4k S ditH 5 I, 2R AL BT
AR A, LB LE/ CIR(1)RBLITE & & B AR e AR LA
(80mg). '

% EE (T TE/TH 1: 1R 0.17
FiE Sl {E MH" 2807282

£34) 13
AL P BR[3-(5-38-2,3- = B-F ek ed-4-K) R A -BLEk
3 3-(5-18-2.3- — A- K HFeki-4-K)-F A £ 8 £ (100mg), —F &
FELEE( W), = ZHe(0.35ml)de = T A (3ml) A f2 ok LA 15
NAF. AIRAK FPEERA(36me) 4 M 2 D, B F AL EAT
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HALRSMITE] & & B AR A HAL 54 (86mg).
% B #(T B LB/ T% 1:1)Re0.33
JRE R {E MH" 324/326

E 34 14
IR AR P B8R [3-(7- A2, 3-= B ek 4- ) A A ]-BhAR

B 3-(7-R-2,3- = B-F kb -4-R) BB (1 14mg), =LAk
(0.089ml). =4 Fkc(5Sml)Fe IR & F BLE(67mg) A vk 7 HLH 20 5473 42
TRBEHHIR. AN AEP_RTRZE S EEEHF A 8 %
BB EAMEER YA AL, A EHRAENANEGH, 7
3| g & B AR5 (16mg)
HEE (LB TE/TH 1:1)R:0.12
J S MH' 264

34 15
IREILF BR[3-(5- R-T- B2, 3-= B kb -4- ) A K- BBk

IR AR P B [3-(7-8-2,3- = - K FF ko -4-K) A K )-BE AR (445mg)
Fo N-T =Bt T B:(248mg) &4 7k 285 (1 5ml) &9 A4 2 iR A 72 /1
B, A RN A AR(OmL) ¥ A B A G B fe il B 17 5| £ & Bl AR89 47
AL 44 (236mg). '
Fiik 52 m{E MH™ 298.1/300.1
BEE#(TH/TETE 1:1)R0.18

4] 16
B AR T R [3-(5-R-T- R jhekvh-4-4) R AR BB
¥ vg TEAE(313mg) M A IR AIE F B [3-(5- 8- T-#-2,3-= 8- K
ok w-4-2) 8 £ - B (0.2g) 89 vk TER(Sml)E ik £ £ IR R A4 18
DB, REEA Fe B84 & HORA BT HALE G HITE) G & BRI AR
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A AL A (20mg).
Ji vk R4 MH" 296.1/298.1
& # SiOy(TI/ LB TS 1:1) R 0.18

A 17
N-[3-(F Hfekrd-4-5)-A K- LB

£10° #v9 ZER4E(210mg) A N-[3-(2,3-= &% ok vih-4-2)-
AR ]- LBLAR(100mg)#) ZEB(1 . Sml)Ek F. A TBHEHREM 2 D
Fode 50° BEHE 16 DBt RN HFZ BN UK B HITE] bk e 4R
A5 (41mg).
J3é A4E MH' 218
B EE (LB LE/ TR 2:1)R0.43

%A 18
AP BR[3-(F Fkvh-4-A)-RAK]-BhE

£10° #v9 ZE45(194me) A 3k AR F B [3-(2,3- = A-¥ itk
wh-4-2)-7 2K )-BLA(100me)# T88(1 . SmliEd P, AL RBHREW 4
B AR S0 ° BEAE 24 B, BRAIEA FE RALE BT AL G,
R S5 288 B AT B i 3k 49 AR AL 54 (15mg).
R ZR4E MH' 244 |
B & Si0,( L8 LB/ T 1:1)R,0.13

EAA 19
FTR T E[3-2,3-=A-% fkub-4-%)-AL)-Bik
W 3-2,3- = B-EHkvh-4-R)- RS E(100mg) & iF TR =
CE(0.33ml) g = R TGl ¥ A Ak P4, AT FBRE
(0.054ml)#) = £ F (1 ml)iE & A kis-F AR 3 Do, @il
WL B AR IR BUE S0 RS- 1T 3] & & B AR 89 ARAAL 8- (110mg).
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#E &% SiO)( LB L/ 25 1:1)R: 0.33
JR i SR {A MH' 260

64 20
RS T B [3-2 3- = R-F i hwh-4-5)- R A )- B
B KA 19 PRE &G F 5S04, ERRRRTEE
(0.058ml)f¥ 2| & & B4k 69 47 M AL B4 (90mg).
BB &1k SiO)( T8 L85/ T3 1:1)R; 0.43
R MH" 274

%349 21
2-F K M ER[3-(2,3- = B-F Hokvh-4- )R )-8 A
Wit FAH) 19 PREG T RH A, 2R 22-FTAABRE
(0.05ml)#% 2] & & B 4k e4 A7 M AL 4-1(93mg).
638 SiO,( T8 LB/ TR 1:1)R0.35
Fiié MH' 248

34 22

A E[3-(2,3- = f-F it ohb-4-4)- R A -Bukk
Bt RS 19 PR F EH EEH, £ ABLE0.044ml)

%3] & & B e 4741089 (7 lmg).

BB &% SiOy( L8R TE/TH 1:1)R; 0.22

JRiE MH' 234

kA4 23
T8 [3-2,3-= f-F k-4 )R A ] -BRaE

it RS 19 PREGF EH S0, A TEA0.05m)F

3] & & B R4 AR AL S (6Tmg).
-36 -
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% B &3 SiONT B LA/ T 1:1)R0.27
Jii MH' 248

%364 24
IR AP BR[3-(CH-F = kd-7-K)- R A - BB (A) Ao 38 B8 F BR [3-
(QH-F 3 = A otkoy-5-4)- % A -8 B:(B)

IR RS T BR[3-(3--2- e A M- )-8 A - B8R (415mg) %9
NN-=Z A EBQm)ERA 215 Chok 24 Jovt, @iz Fibsh e
A s S iRAH, RO/ LB LB 31 2R E A6 B
1L6-4(A)(16mg)

Fu {8 MH™ 258

&3 SiOy(TH/ LBE T8 2:1)R; 0.27
o K &, b R 8 A7 AL 640 (B)(79mg).

% B &% SO/ TE TES 2:1)R; 0.23

34 25
FAES T B (G-F = Eokvg-5-4- 5 K-8k

2R A T BR[3-QH- K H ik rd-5-2)- A K -BLAE (7T6mg) ¥ T B
(Sml)iEAR A4 (5%E 5, 10mg) EAL 16 D ad. EHEAH FELER,
% FAEEAR BT UK G Y. AR/ CRLE 2 AL ER
8 AR AR AL A (56mg).
Fiig Eml{E MH' 260.2
R 63 SiOy(THR/ LB TES 2:1)R;0.23

%48 26

N-[3-[2,3-=£-5-RAREHkvm-4- KR X TRk

3 E-Fo Z-3-[5-RAR K H vk vh-4- 2] R AR (0.5g) %9 T8 (20ml)Fe Z.
BF(1.25mD)AH 10%48 % (50mg; 50%2#1)F 5 % 48 £ (50me) ¥ KR A
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150psi#=75° AA3 K. L hyflo idiBERH AL EFFEEN
(Biotage Flash 40; 90g; ZEAZ B T 1:1 REHAR LB LE) UMK G
AFE| BA N-[3-[4-RAR Kok 4-R )8 &) L BB 75 2 69473 LA
MRS, EWRE IAGE AR PRI 4 SR ik —
YA TBRQ25ml)yEAE 10 % 485 (50mg; 50%:BH)F= 5 % 44 % (50mg) ¥ £
170 psi = 75° AL 24 bbf. SRIBRABLFBEGHERT L
FEPH R 4 % KB R L, TRAKLIFI R
(0.68g)

HECEE(TBRLEHR027

Ji#& MH' 238

%A 27
FART B[32,3-=4-5-RRF A km-4- L) R A -8

H3-(2,3- = F-5- AR EHokh-4-2) Rk B (027909 = 4.7
B(Smly S = TH(0.5ml)e9 5 b7 Tk b, Ao AR &I F 8L £(0.12ml)
A 5 BREEBH 2 A A TR 16 K. AKRERSY, @&
B AR, %A LB LB/ TIR(1:1)1%3) & &, B e A7 M AL -3
(0.21g).

BEC (LM TE/TH 1:1R0.25
Fri#& MH" 263
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