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FFIaEFeCls A1CL3BF3+ SbCls\NaHaP0u o 1% S P LLZE AN IS INER » (U AE K H (945 00 T 3
17

[0094] Bl A M AE TEATLBRER) A7 AE T SE Tt , Firids o iLma 9] o Bl 8 S A, 9 A
T8 NS A A B SRR L £, 1 AN CO3 Ko COs FITBR 43 J& 2, R #h , 15| WINaOAc |
KOAc~LiOAc, FIHs 4 J& B2 £ , 45| triNaOMe \NaOE t - NaOt-BuKOt—Bu , B¢ 75 A HLAR 1 4776 R 52
Jite » B i A LA G0 = e S i e L e VRIS AT, 8- R XA [5. 4.0+ 1% (DBU)
Pk TEH LR, , 11 TINaOH . KOH. Na2CO3 B K2C0s

[0095]  fLadetth, ik AR PR AK g1 7 AT B Ak

[0096] A HH ) 5 1L AR AE 20 °C E+150 C IR EIEE W , EALIEAES0CE+110CH
BET, BIUAE30%E80°C N T.

(00971 ZRJR BRI (¥ 75 920 BRI AEARE 77 T 3EAT o SR, T b, ot m] DAAE B2 TN ERAE
FHEI 777 (B0 7E & 58 S HCT K S IR S N JE4T

[0098]  Jsz SR ) ] DA KR 4 b &R /N Rl B A 1 /NI 23 JL /N 2 T8 (1) 95 ] N 32 8

[0099]  Jsx WA BB AT DAAEY) o H BRAE ¥ A R B AT o DRI M, IR BEAE I 7R RT3 B A )
Bltnide B LN KBRS, B0 R B R SRR R BT TR R RN O RS, Bl IE-2
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Be R IR R, HAT g R SR B i 0 A R e A S e BB AU R3S, il
LTk R R AT R TR R s R PR, L L
A 258 (DME ) BCTHE s IS S8, B a0 R I T IS BRI s e A%, 461t — FR 5 FR {8t Jie (DMIF ) BRON-
FR ALk gt A5 i (NMP) B S E R VR A, Hoh el ik K L B SR e B (LB o
[0100] A% BAIALA Y (Ta) F1(Th) F T il 40 1k 2% B T8 A4 o

[0101] AR iR (VD) B4 &4

[0102]

[0103] Hrh

[0104]  REAIR®AH M7 Hb 1% [ CFs CFoH L CFaCl 5

[0105] R*%&H (C=0)0R’;

[0106]  ROFIROAH T A 7 13k H Cros—Hidk

[0107] DA SEJfa 5] Hh it — ik 1 AR 4B AR W 53, SR, AN B2 DARR il P 14 77 2Ok g
PRI LL S 41

[0108]  Hii) 4k &4 (YI) B RAE -

[0109]  2-(2-(-2,2- OB -3-( ZH R E L) 4, 4- 2 T 2- AR 85

[0110]  7EEFFHIR P AR N #BF3.0Et2 (0.12 m1,1.0 mmol) MIAFITFEDMA (0.12
ml,1.0 mmol)ZEF# S HE(L ml) AR o AE = I T ZIE R 159 802 5 , £k
JE N2 A R AR R AR E T 2 2 (1 mD) P AR AR
4-5-4,4-—RLB TR 2. HE(0.20 g,1.0 mmol) IIAFBIFALEN(0.18 g,3.0 mmol)7F
CD3CN (2 ml) W, IR = NI Z IR A5 Bh ARG 7E-30°C T , B 55— Mhr
BRI AN S BRI IR S, Z N IR AW =18 N B %, 48 S sk 'H
FEC NMRIEIE A4 AL A4 (2-(2-8-2, 2- R A B ) -3- (& ) -4, 4- 3
T2~ ER ) P AR AR N AES3-( R B E0E) 4, 4- 5 T 2- IR L BEIMAFAE 921
RSP ('H NMR) .

[0113]

10
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[0114]

[0115]

[o116]
(01171 il 46 S it 51
[0118] Sl -

[0119]  N-FFJE-3- - f FF B -5 =G FF S 4L M ER R 2, T

[0120]

[0121]  7EEFF IR P AR F  HBF3.0Et2 (0.62 m1,5.0 mmol)MIAFITFEDMA (0.59
ml,5.0 mmol)fE T —~EFKE(5 ml) PHIERP ALWIE T gL —FF R . EZEET
PRI L5 5 B SR TR R R IS T IR 415 (5 ml) W AESE MR eI 154,
4,4-Z OB AR BE(0.73 m1,5.0 mmol) AN BIFRALAH (0.88 g,15.0 mmol ) 7ETF-1EZ,
& (10 m1) HFEERF , AR R TR G155 8 AE-30°C R, B — MR A
TWE IR S Y AR W PR R SR A R E IR IR R R EIR T
BN R 0,32 m1,6.0 mmol) , IR GWIFEIS A o FEIBE T B 2234 ) FF il i Pk 4 1%
EAERERE R/ QBB A (9:1 — 8:2) 4l bR . 3R15 2 28 iR 1) V- FE -3~
TR -5 = R -4

£

[0122]

EE

[0123]  =ZjEf2:
[0124]  usEyEl L« B 1 8 AL AR B AL B2 b o 7= 2 R63%.
[0125]  SEji@Ehi3:

[0126]  N-FFB:-3- i FF 25— = FU A4 -TL e F 7R «

[0127]

OHy

[0128] KiAEZLEE(3 ml) H AN F-3- S —5- =9 -4 R 2 F5 (0.5 ¢,
1.84 mmol) 58N FELANAKIEW (0.7 m1)IZHTR A, I AL =L N HEHE3 /N o I e 78

11
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KR ZIEN s B RAR I REAEK (10 m1)H, FEH A TE(10 ml) ZHL . FIM HC1fR{L Z2pH 1.2
JE R CHE(3 x 10 ml) FHL A I 1A HLAH AR BR 88 -5 1 1 38 , Ak e i 2% kb %
A B B AR V- S -3- R 5= P -4 R (0.44 g,1.80
mmo1 ,98%) o

ML NCHD

[0130]  SEjtafsl4 -

[0131]  N-H-3- 5 -5 = FF A4t FF R 2 T -
HE,C COOE

[0132] NN

S
[0133]  7EEFHRAHIR TSN #BF3.0Et2 (0.31 m1,2.5 mmol)MIAFITFEDMA (0.30
ml,2.5 mmol )FETF1E —EH e (2.5 ml) W VR « FEIRE TR 2 —E P b2 1, /£ =i
DNRFEZIE LS B AR R AR E T TR S (2.5 ml)h AR5 AR e b,
B4 ,4,4- =R BB (0.37 ml,2.5 mmol ) A BIHEAL(0.44 ¢,7.5 mmol ) AEF
BEONE (5 ml) PRIER T, FFEFE T ZIR W50 B AE-30°CF B — AN
IS AT M EIR S AR PR MR AT 2 BRI AR R =R
BT ZEREIAKEH.15 m1,3.0 mmol) , HUEEIR G40 HE 24/ N0 o FE T T BR EVE 713
I PR AR e/ IR A (9:1-7:3) 2L R ) - IR15 2 28 C IR 1)
NH-3- 5 -5 -=F F F 4L R 2.5 (0. 48 g,1.88 mmol,75%) , HoA/E & I 45

=
HH o

[0134]

[0135]  SCIE 5
[0136]  Gnsiyifafs3: bk 1 AF AL e A S 2 Ah o 7= 2 K67 %,
[0137]  SKiE 6 -
[0138]  N-HE 3,5 FF %) -4 e R IR 2L 1

HE.C COOR

[0139] N Dy

[0140] 7E4FE BB AEES T, ¥%BF3.0Et2 (1.24 m1,10.0 mmol) A F|TFEDMA

12
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(1.20 m1,10.0 mmol) AEF1E =G L (10 ml) HHIETRF AEWE T Fr 2= =& P i,
FEEIR T 2 IE R L5708 SR G R B R VE T IR L5 (10 m1) A5 M e ke
B, B4, 4- OB R AR (1,03 ml,10.0 mmol) IIAFIMERE (1.6 ml,20.0 mmol)7E
THECTE (20 ml) FRGVERH , HAEZE T IHZIR G165 81 AE-30°C R G5 — el
W) B IR NGRS o AR W RS % R RTR A B R I R RS A
FIRTEFMAFRPE0.79 m1,15.0 mmol) , FUEIR AR AR DE TR 294 797
T RS O VR AR RE B b TR/ L BEIR A0 (10:0-8: 2) 44k i 2 . 3145 2 T iR i)
N-FR -3, 5 5 B S —A-ME M R FR 2.5 (1. 75 g,6.89 mmol,69%) , Ho7r ¥k B I 45 6 o

R e e LR b T
S TR W U

RN v 3G My LR

[0141]

[0142]  =ZjEf7 .
[0143]  N-HE -3, 50 ( # B ) —4—nfp i R %
MF.C COOH

[0144] " CFH

OHy
[0145]  J&AEZBE(3 ml) KN —FF -3, 5- R JE—4-MEME AR 2,5 (0.5 g,2.0 mmol)
L NAEALANKIET (0.8 ml)IBWIR A, FF7E 2 T P 2/Ny o i 1 e 4 28 Kk Bk V77 5
WIFRAYDVESRAE K (10 m1)H, 3F FHZBEC(10 ml) ZEE . FH6M HC1Eafk ZpH 1,38 H 2R 7,
BE(3 x 10 m1)ZEHL & I AUH DR EREN T8 I 08, il e A R Bg BiE A E 2
T f0 [ AR g VR -3, 5- g R - 4-NE MR R (0.44 g,1.95 mmol,97%) .

[0146]
N

[0147]  =ZjEf8 .
[0148]  N—H-3,5-XL( 5 FF ) 4L e FF IR 2. B

[0149]

i««
[0150] R4 BB AEES T, %BF3.0Et2 (1.85 ml,15.0 mmol) A Z|TFEDMA
(1.76 m1,15.0 mmol)7ZETF 5 —EF (15 ml) FHIER P - fEIRE TR 2 SR He 2 /i,
TEEIE N IHZIER 50 B SRR RS T TR 15 (15 ml)Hh AESE AR R

13
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K4, 4- R OB AR R (1.55 ml, 15 mmol) I BIFALHH(2.61 g,45 mmol)7ETF

BRI (30 ml) tP IR, IR IR N EHZIR AW 55 3. 7E-30°C R B 5 — e

I SR R ISR A 0 B AR 1% I NIR S B R AR ARG R

/mTL_{F%ﬁ?JD)uKAH#(I 1 ml,22.5 mmol) , UGV AW H I 4 o 76 IR T B 2238 57 9@
DL PR AR R e/ R A (9 1T 3) AL R R - 4 8 R E AR N3,
aﬁﬁa% 4— ﬂttﬂéléqaﬁﬁia@a@ 02 g, 8 40 mmol 56%)

"’?\ Gy
i

[0151]

em, g

pyan,
[0152]  SEjafhl9 -
[0153] ISyt fa8 « [ 1 50 FHRCL g AR AL B o 7 Z229%.
[0154]  SEZjaf510-
[0155]  NV-H BE-3— 3R FF k-5 FF A4 F R 2 i

HELC,  CODE

[0156]

[0157] 7F ’%Eﬁjﬁ}ikﬁﬁqj?‘fﬂ/—:mT #4BF3.0Et2 (1.24 m1,10.0 mmol)AFITFEDMA (.20
ml,10.0 mmol )7EFJ8 SR LE(10 ml) HHIVE B o AEJE B2 @R bt 21l , /£ =1
DN FZIE IR LS B AR SRR R AR YE T TR NG (10 m1) v o £E 58 —Mr s e
BA-5-4,4- "R IB B 2B (2.0 g,10.0 mmol) AIABIMERE(2.42 m1,30.0 mmol)7E
THECTE (20 ml) FRVERH , HAEZE T HEZIR G165 81 AE-30°C R IG5 — el
WS B TN GRS AR W P R SO A YT B IR IR SR R A
%’JmTuﬁﬂJﬂ)\Eﬁﬂﬁ(o 79 m1,15.0 mmol) , FUKHVE G FE LA  AEIE T BR 957198

T R O VAR RE I T e/ L BEIR A0 (10:0-8: 2) 4L 7R AW o0 B 52 T (VA 1) V-
H-F -3~ Jﬁ\ﬁﬂﬁt 5— ;g ﬁEﬁﬁ@ 4 nttﬂJ:EF'EzzZEa(z 07 g,7 18 mmol, 72@)

[0158]

[0159]  =ZjEfl1l .
[0160]  N-FF J&-3- 5 FF 2L -5 5 FF 24— e FR g
HELC,  QOOH

[0161]

14
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[0162] I AEZFE (3 ml)HHGN-F B -3- g B -5-S P AR -4 M 2 2085 (0.5
g,1.73 mmol) HNF AN /KIEW (0.7 ml)IEWR G, FEAEE I T BeFr 3/ o Ji it e % 2%
KRR ZVEA) s B R AR VE A (10 ml)H, JF FHZ (10 ml) Z2H0. FH6M HC1f{k % pH 1,
AN O3 x 10 m1) ZEH A I VLA FIRR B AN T o 1ok U, e ik e A 28 R o 2=
VTR o 43 B8 S 0 FR AR P VR -3 R R - R R R -4 R R (0.36 g, 1.38
mmo1 ,80%) o

[0163]

[0164]  SLjEHI12:
[0165]  NAI- 3_#5@ —5—51 R -4 R G 2 T

[0166]

[0167]  FR4FE P AR ST 4B 0Et2 (0.62 m1,5.0 mmol) I AZE|TFEDMA(0.59
ml,5.0 mmol)fEFHE =& HF LT (5 ml) HHIVER AL NI E AR ml  /fEEE T
WAL IE TS5 B0 SR G R AR ME T TR I (5 ml) W AE 5 = AMFEm e, 14—
R4, 4-—ROB LR ABE(1.0 g,5.0 mmol ) IIARIALENE (1.19 g,15 mmol ) 7E T L E
(10 mD)HFER A, FFAEZER T AR AW 15580 AE-30C T, 4%%—/\)1%31‘11438@#\1
YIZE TN SR A AEA Wz R MR SV 2 S EIF A SR SRR ERT
WA KA HEC0.37 m1,7.5 mmol) ,%Hﬂ%?ﬁﬁ%ﬁﬁ’:ﬁ&‘JEE?}&ETB%&E?%%H;‘#@@H&@
VR AERE RS b e/ CBER A (9: 1-7: 3) AiAb 3R AR W . 70 5 5 vk o (o Jn IR M i V13-
Jﬁﬁﬁﬁ 5— ;\ ﬁEﬁﬁ@ 4 ntth:Eﬁ@gzaﬁa(o 99 g,3.61 mmol, 724))

[0168]

[0169] jgﬁﬁfﬂw
[0170]  N-FHE-3- -5 L -4 R R 2 S -

[0171]

[0172] E%ﬁﬁ%ﬁﬁtﬁﬁﬁ%? J4BF3.0Ets (1.24 m1,10.0 mmol) A F|TFEDMA(1.20
ml,10.0 mmol)ZETF 4 S F K (10 ml) FHIER P /ERE ThR 22 SR 0, /L=

15
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D FZVE IR LS B AR R R R AR YIVE T TR NG (10 m1) v o AE 5 —Mr R Ie IR
#4,4,5,5,5- HIMLEE TR ZHE(1.75 m1,10.0 mmol) IIABIALIE(2.42 ml1,30.0 mmol)
FETFEECHE (20 mD) R EERF , FAEZER N ZIE AW 155480 AE-30C T, I EE— ke
B B YE T ISR A YR AR W T Z S SR S 2 Z= i R Rt AR
TR FEFMAFRE0.79 ml,15.0 mmol) , FUKVR AW FEIE A - R0 R B 95 779F
I PO BB EAERERR b e/ G REIR A (10:0-8: 2) 2UALER AR M - 43 B8 2 T (A% 1)
N-FR 23— -5 T £ -4 - R R 2, 18R (2. 42 g, 7 )o

54 : Fhhe e R0y 8

............

[0173]

P

[0174]  sZjfi14.
[0175] N E-3- R A5 T L FE 4TI F R

[0176]

CHy
[0177]  GAEZBE (3 ml) P N-F 2 -3- P A -5- ML -4 R 2.5 (0.5 g,
1.55 mmo ) 5 8NE A A N/KIER (0.6 ml)IZBWR G, FF7E IR N HEHE 3/ ol et 78 Kk
bR LV IR RMDVEFRAE K (10 mL)H, A TE(10 ml) ZEEL . H6M HC1Efk 2 pH 1, 4%
EHBR TR (3 x 10 m1)FEL A FF 0 MU AR R0 T-4 1k 98 , a0 b e 28 B 257
F o 43 B 2 I A AR N-FF e -3- R P R -5- TR 2 -4 S (0.44 g,1.50 mmol,

97%)

[0178]

[0179]  SZjEfH15:
[0180] N-H-3-—F H HL-5-TLR 2 -4 5 7, 16

[0181]

Oy
N Py
[0182]  ZEASEFE ISP AEE N B3 0Bt (1.24 m1,10.0 mmol) M FITFEDMA(L .20
ml,10.0 mmol ) /EF 4 =S HLE(10 ml) HHEH AERE N & S P el fEE iR
N RFEZIE L0 B AR R R AR A T TR JE (10 m1) AR S = AMEm e et

16
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#4,4,5,5,5- HIMLEE TR ZHE(1.75 m1,10.0 mmol) IIAFBIAEIE(2.42 ml1,30.0 mmol)
FETHECNE (20 m1) W VAR, FRAE =0 T I FZIR 159387 AE-30°C R B 5 — e
RN SRR IR S ARSI P R MR AT 2 =R I A% R E
EZR NZERIMAKEHEC0.74 m1,15.0 mmol) , MR A VIR 26960 Rk 167
FRad ik PR AR AR R R R/ SRR A (10:0-8: 2) Al iR R - 75 2 o E iR
%E‘JN—H—S— ﬁ*ﬁﬂ% 5- ﬂ‘ﬁ@% 4~ ﬂttﬂJ:Eﬁ@aZ@E.(z 06 ¢,6.70 mmo1 , 67/o>

[0183]

[0184] jgﬁﬁfﬁjw
[0185] N-FREL-3- -5 =F B S —4-ML e R ip 2 S
HF{: fuale o

[0186] N e

[0187]  {E4FR B AER ST, #BFs. (0.34 g,5 mmol )FEZLNE (0.76 ml)HfI17%
(K9 I BITFEDMA(0.59 m1,5.0 mmol)7ECHCN (5 ml)H [M¥ER o 7E = I8 T HiH %
W5 B AL AR R R 4,4, 4- =R OB LR AR (0.73 ml,5.0 mmol ) A
FIFALE(0.88 g,15.0 mmol )FETEZHE (10 ml) TP AVER T, IF7E IR P I FHZIE &)
155351 AE-30°C R, 45— FEIRH B9 5 W NN IR S A5V T i R R TR
AARZRIHAS A AR EAEZEE T EFMARP0.32 m1,6.0 mmol) , FKGIEEY)
P I A o AE VR T B 2 v ) S i e PR s A R A R e/ R A (9:1-8:2) 46
HRAR YD 3R 2 3 EHPIR M V- -3 - U -5 = R0 R -4 - e R RS 2,185 (0. 95
g)o

[0188]  SLJff17

[0189]  N—EJE-3— —f R -5 =F B -4t FR R 2 B

[0190] N

[0191]  FEEFF IR AER N, ¥BF3.0Et2 (2.5 m1,20.0 mmol) I AF|TFEDMA (2.4
ml,20.0 mmol)/EF1E & HF L2 (20 ml)H VR o FEIRE TR 2 —E R b2 1, /£ =i
T FIZIE IR LS B R E R R AR YE T TR NG (20 m1) v oAE S —MFRIe IR
$4,4,4- =B R ZEE(2.8 ml1,20.0 mmol ) IO AFIMENE (4.7 ¢,60.0 mmol) £E T2
5 (40 ml) FRIERH, AR N IFHZIR S 1558 AE-30°C T B — R A
FET AR EY R AL B P Z R SR A YA 2 R I ARG EE T

17
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B IMAZEHE(3.0 m1,30.0 mmol) , FIRH VR G W FE ISR o FEIR T T B 2598 77 FF e i s
BV RE RS b e/ BRR AW (9: 1) A R AW« 73 88 B Tt MR B N2R -3 -4
FA 5= FF AN S 25 (4.47 ¢,13.4 mmol,67%) o

l‘.'.‘i‘:f SRR OTY N AT e Ny

a8 R

[0192]

[0193]  =jiE |18
[0194]  N-oRJE-3- 5 FE -5 =35 FF Sk~ 4 TL P F R -
HF,C COOH

[0195]

[0196]  RAEZRE (15 ml) TP NTREE-3- 50 1 B -5- =3 1 B4 - R LR (3.0 g,
9.0 mmol) 58NFEALBAKIEB(3. 4 ml)BHTR A, AL N HEFES /DI ol el &k
B LA R PR AR RAE K (40 mD) o, 3F IR (20 m1) ZEHL . Al6M HC1ERAL 2 pH 1, 4%
EMOR B3 x 30 ml) AR A IF AU BT IR B TR0 0 , i e 28 A Bk 259
7o 78 B T A N IR -3 T AP -5 - = 4 R (2.58 ¢,8.43 mmol ,
94%) -

[0197]

b il PR
[0198]  SEjif19:
[0199]  N-IRHE-3- 3R FF A5G o A A4k F iR 2 i

AEl CORR

[0200] N Pcro

[0201]  7EEFF BT AER S ,¥BF3.0Et2 (2.5 m1,20.0 mmol) I AF|TFEDMA (2.4
ml,20.0 mmol)/EF1E =S HF L2 (20 ml)H VR  FEIRE T B2 SR b2 1, /£ =i
T FIZIE IR L5 B AR E R R AR VE T TR NG (20 m1) v oAE S —MF R Ie I
HA-H-4,4- OB AR AR (4.0 g,20.0 mmol) IMABIMERE(4.7 g,60.0 mmol ) fETF15
ZEAO mD)HEER D, R R TR ERZIR A58 AE-30°C R g E— IR
NS EFEIMAIR G AR PR MR G YA 2 2RI R E =R
TNIEFEIMAZLE(3.0 m1,30.0 mmol), FUREIER G M4 Fidt & o AR T B 25 77 - Ji ik B

18
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RO TEVELERERR R/ CRRR &) (9: 1) i R R W) o« 73 8 B T o [E AR R VR FE -3
P AL -5- %L ﬁEﬁﬁ 4- nl;tﬂJEEF'E&ZEa (3 67 g,10.5 mmol, 53%)

[0202]

[0203] %Bﬁfﬂ 20:
[0204]  NoRHE-3- G 35— R FL-4- LM R

[0205] gq

[0206] Jﬂ”Zjﬁa:(IS ml) RN -3 - TR P S-S R A4 R R 28R (3.0
g,8.56 mmol) H8NE SAMM/KIAW (3.2 ml)IZHR G, FEAEEIE T HEFES/IN o J it e % 7%
KR EER R RIS AR (40 ml)H, FF HZBE(20 ml) ZEHL, Hl6M HC1f&{k %pH 1,
BEMORAER(3 x 30 ml) AR A FF 1A VA PR BN TR 1 Ok, Il e i A kbR 2
VTR o 43 B8 B B T AR I VR -3 - R R -5 R R A R R (2,74 g,8.49
mmol,99%) o

HRIR SO0, QRN B
[0208]  sLjiEfsi21
[0209]  N-FJE-3- R -5 Tifm £ -4 PR R 2 B

MPLC COOE

[0210] N

[0211]  fEEE BRI P AR T, ¥BF3. 06t (2.5 m1,20.0 mmol) JIAFITFEDMA (2.4

ml,20.0 mmol )7E T & F (20 ml)HHIERH AEWE N L S P L2l £ =R
T FZIE L5 B R R AR A T TR G (20 ml)H AR MR e+
#4,4,5,5, 5—55\&@9@&@&&%(3 5ml,11.4 mmol)IARIMERE (2.7 g,34.4 mmol )7ET
W2 (40 ml) FR IR IR N HREEZIR AW 55 80 E-30C R B E— e
N EEFEIIMAIR A AR B P Z SR EYA R EEIF LR SRR
BT ZERMAZEHSE (2.0 m1,20.0 mmol), MR AW RIS A - 7280 T s 259 77 s i
POk AR AR B OE/ CREIR G (9: 1) 2EAb R R - 43 B8 B K 8 [ i Vo -

19
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- B RS- HEL AR 2 (3.73 g,9.70 mmol ,85%) .

B Rt

[0212]

[0213]
[0214]

[0215]

[0216]  RAEZREE (15 ml) PRINTRE-3- "/ 2L -5 L L -4 R R (3.0 g,
7.81 mmol) SN AAMANKIEM (3.0 ml)ZBHIEA , AL =L N PR3/ Il e &%
B VAT s R PR RV RAE K (40 mD) o, 3F I ZBE(20 m1) ZEHL . Al6M HC1ERAL 2 pH 1, 4%
EMOR B3 x 30 ml) AR A IF AU BT IR B TR0 10 , e 28 A Bk 57
o7 B ORI N IR -3- " R P -5 T L -4 R (2,71 ¢,7.61 mmol,
98%)

pony O NMEB G

[0217]

SHER

-8 S
[0218]  =jiE 23

[02191 N~ T -3~ 45U 35 =4 P - Y B Z,
HE,C_  COCE

[0220] MN A~ CF,

By

[0221]  fEdFE BT AR ST 5B, 0Et2(2.7 ml,22.0 mmol) IO AFITFEDMA (2.5
ml,22.0 mmol)/EF1E =S HF L2 (20 ml) W VR « FEIRE TR 2 SR b2 1, /£ =i
TEFRIE IR L5 B AR E R R AR YIVE T TR NG (20 ml) v AR5 —MF R IE IR
$4,4,4- =B R ZBE(2.8 m1,20.0 mmol ) IIAFIMENE (7.1 g,90.0 mmol) £ T2
5 (40 m1) HRIER A, AR N IHFZIR G558 AE-30°C T R I A
BRI IR S Y AR W AT R NR A B IR IR A R BT B kR
fRER (3.74 ,30.0 mmol ) MIABIEAALAT(1.68 g,30 mmol )ZEFFEE(10 ml) FKVER T ,
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HAEZ IR N HZIB A Y300 8, SRS I LR S VI Z R fil & b AL & (2-(2, 2,
2-= RO IAE) -3 ( "R R ) -4, 4- ] 2R L ER) T, IR S IR I A - AL
FE TR R AR R PR R AR b ke LREIR A (9: D AR . I 2
E PRI V=BT 3 -3 - 90 2 -5- = P S -4 - IR 26 (3. 29 g,10.5 mmol ,
53%) o

[0222]

b ppe D

[0223] M‘@@JM
[0224]  N-KUT 23— 55 FF 2 -5 =30 FF k-4 e FR R
HFLC COOH

[0225]

[0226] EAELEE(15 ml) R N-UT FE-3- g B -5 R 24N e R IR 2L B (2. 48
g,7.9 mmol) 58N FH AN /KIEW (3.0 ml)ZEWIR A, F L =W D Bedk 3/ o i i e 4% 2%
RBRZVE ) B R ARV RAEK (40 ml) I FHZTE (20 ml) Z2H0 . FH6M HC1f{k % pH 1,
FE MR AER(3 x 30 ml) AR A FF A HIAH BT BN TR 1 8 , 1 e 5 A kbR 2
VTR o4 B B B AR VBT -3 - P RS- =R P -4 R R (2,15 g,7.52
mmo1,94%) o

e

[0228] S fsi25:

[0229] /ﬁ(Tﬁ S—Q‘ﬁh R -5 TL IR 2, AW I R 5 7 T -
HEC e

[0230]

[0231]  ZEAR@ LR T /EE SN, #BF3.0Et2(2.7 m1,22.0 mmol) A FITFEDMA(2.5
ml,22.0 mmol)/EF1E =& HF L2 (20 ml)H VAR o FEIRE TR 2 R b2 1, /£ =R
DNEFIZIE IR L5 B AR E R R AR YIVE T TR NG (20 ml) v A2 —Mr R Ie IR
$44,4,5,5,5- HLRLBEL LR AR (4.68 g,20.0 mmol) JRABIMENE (7.1 g,90.0 mmol)/EF
BEZE (40 m1) FREERR , FFAE R P EZIR A W15 B /E-30°C R I 5 — MBI
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(I SR ISR A P AEA W 1% R NIR S YA 2 B IR  SR RS
B TR IS T R 2R (3.74 g,30.0 mmol) , FUBHR AW IHE % - 76 & T 1% 2
VAT I I P BV AAERE IR b e/ BRI A (9: 1) 24 R AR W - 43 B8 B LR
[RIN=HT F—3- 5 P I -5- T He—4- ML R 7, B (2.41 g,6.61 mmol,33%).

MNMRE O W

N

[0232]

[0233]

[0234]  N-KUT -3 5 FF 2L -5 9 & B4 e FR s -

[0235]

[0236] YEAEZEE(10 ml) I N—H T Bo-3- 50 Ho-5-F 4.2 Fa- -k B 7, 15 (2.0
g,5.50 mmol) S8NFUAMMKIER (2.0 ml)BHIR A, JFAE S T HEFR 3/ S 1 e 7%
KEREHER B RRIE K (40 ml) A, FFHZBE(20 ml) ZHL Ai6M HC1ER{b Z2pH 1,
BENRRCEE(3 x 30 ml)FHL. & I (A HUR FIBRRR AN T 97 1 08 , 0 e 2 A o 22
VR 4B B AR N~ T H-3- E R RS- TR L AN S (1.83 g,5.44
mmol,99%) o

HNMRR

[0237]

HIH3 (0P e
[0238]  SEjifh27 -

[0239]  N-KUT -3, 5- X0 ( 50 FF 2 ) — 4L e R R 2, 1 -
HEC Coos

[0240]

N
B
[0241]  7EAFRBEIRT AR T #5BF. 0Et2(2.7 m1,22.0 mmol) I AFITFEDMA (2.5
ml,22.0 mmol)/EF1E =& HF L2 (20 ml) W ¥R o FERE TR 2 R b2 1l , /£ =i
DNFIZIE IR L5 B AR E R R AR YVE T TR NG (20 m1) v A2 —MFRIE IR
B4, 4- B R EE (2.8 m1,20.0 mmol ) IMIABIRERE (7.1 ¢,90.0 mmol)7E T2 ik
(40 m1)HEERT, IR R IR T IFZIR AW 157 8 AE-30C T, BB — DR RN
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YT IR A P ARV W AT 1% R BLIR AW 2 Sl IR IR A K BT S SR R
££(3.74 2,30.0 mmol ) IIAFIEEALE(1.68 g,30 mmol )ZEFEE(10 ml) BT, IF
TEZE T HAZIR G305 80, S8 54 TR AW N 2 F 2 il & 1w alfe &4 (2-(2,2-
BOWERL) - 3-( ZH EE )4, 4-2F T 2- MR AW IR S MBS AERE T
S 25 A I e e PR R AR e L RRIR A (9 D AR AR - 73 B R 3
RIDEFIN-RUT -3, 5~ (PR ) -4t R IR 2.8 (1.77 g,5.98 mmol,30%) .

}i{ R RN SN

N

35

SN

[0242]

[0243]  SEjfs]28

[0244]  N=fUT -3, 5- A ( 5 B AL ) —4- L e B g
§{F§£;3 _fﬁi,Q?i

[0245]

[0246] HAEZEE(23 ml) HPIN-FUT #-3,5- ("R HE) -4-M M F IR 2. B5(3.40 g,
11.5 mmo ) 58N AAALN/KIETR (4.3 ml)IBBIR G, JF7E IR T HEFE /N ol e L 78 K
R LV e R R MDA FRAE K (40 mL)H, A ZTE(20 ml)ZEEL . HH6M HC1E {2 pH 1,42
EHOMREE(3 x 30 ml)ZEEL A FH AU DR B AN T8 JF ok vl , 8 e 4% 28 kb 94
o o3 B VR AL AR I VBT JE -3, 5 (R R 2 ) —4- Mk M R (3.0 g,11.2 mmol,
97%) o

[0247]
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