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C) FERFRZEHREFNCCEE, BEEXRTHF I RE
TRETF, REARILCHINSERGEEZDLWIRETF, HCHL
NEERETEEL—INRETF, FEEEERE—IRENMEAT
FIEAMBRERRA: FEE. BREE., RANFEE. K.
CcColii. REE. BMEE. RMAMCC.FHE. FE. FRER
. BE. KE. K. BE. -CO)0R. -SO).B°. ¥WHEFAORL
RYE—1TEHENTEGTHNEANBRREFT RN EE, PR
EE. BEEL. GCoHE. RRMCC KR, FE. VRES
. ¥R, BE. HiRE. RARKNFRE. -CO)R, -SOX. #
HE. HE. WE. XA BFD 0,

KRR EgRE,

nz0-2,

RRERHEE, A

RPRE. Fdk. CC.FE. IRNHFRE. RARNCC,TH
i RERF - IRELNERGTARANRREFBULHSE, B
REAE: REE. REEL. FEE. §5. FRESE. 5. B
. -C(OOR -S5(0).R, WE. W&, Fni. RANKEE. ¥
# CeCroF5 B, BULMCCoI5 BB A MO0H, R Rt

%, ng0-2, RRERKE.
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ELRFXZHANBER=YF, REANLEDERERFARSE
-2 BRRFRHER X &, WM RN EENLSY.

ELRFEHANBER=Ds, YHALENESDENE, H
17 {7 Y

OH
LR
BACEERET B (L.

REASYHRHZTELTERAMELNERSAEENRE (B
HE 1\ RWAAER) SUERFAFRRERS, 5- g, mRRRAES
AREFHRA, EURERERY, AEATERMELOERE,
AFRIR.

WEDERTEMNKEFEAEFRY, CEERE0CRET
Hi7, REAER T ELS B EATY. KBS RIEIER
15— o HR IR EE R .

EXFARE “RHH-Vilsmeieridf]” RIS TFEABERT
B RY BF e B A

9

R H

N

SN=—=—C
10/
R \x@\{

HeRAMR G Fl R g RE, FERFRE, XEBrk];, YEFR&H
F, BRI AR & R A
) MEAEFERT, #RENERFALIRBE S —RAHFER
JEE R T RERAN T BRI E AT RREEENER
RE_AFRFTINERAR-Vilsneieri A, FREAR
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“Vilsmeler MM EERE TRE SREDRRE R ER LGS &L
TTRMN; B

D) REERBET, HREXMEREZERRS — Bt K 5B
EA M A B P RN PR EE TR R
E_RFRFHITEY.

AXBRAAE ‘MR BEETC, RE-15F15C, BEA%
0Z10C.

AXMBAERPFARE ‘WA BHREEINESET
B 5 o B H R By A R WAL B9 4 & W s i

BT 38 Ak 22 B O 356 3 o 7E FHR T 765 B 0 8] o R B 9 4R
2 SFAAAREERNE, EERBENONN-—FEN -EER
(DMPu) , N, N-— BF 2 BF Bt ik (DMF) sN— 69 252 ik 1 1 Bl (NMP) | 7 %
DMF,

AXMBAERTHFARE “B4H RENEWREESE
MG TS 5 XN 4 RRREBUR I EH 0 —fh ik S W et it et
— &R EMN. FRRBRANEANHEREEA B TEESTNS
MMZ 8, RAMRZEREZE RN RES S8y
VERAEER NP KFRFITEN, EERL.

FXHBABRFFARE “FR” BHEEBFHC, KRBER
REET.

T2 & B2 FF 8 5 3% P R AL R A WA E 4% i
Richard C.Larock, Comphvehensive Organic Transformations. A
Guide to Functional Group Preparations. Pub. VCH Publishers,

Inc. (1989)p. 861. A CBr A M WAL W 8L & % 40 52 B & B3 KON,
-34



NiBr, (PPhs) ., In, PPhs gt i BR A SL B W M ST A A3E: Co(CN) T
KNi, (CH) ¢, KCN; KCH, it 41 7A|Pd (PPhy) (; Co (CN) #°; CuCNAiINaCu (CN) .. &
Bt i RTE “NaCu (CN),” 2 4§ Bk K CuCNFI NaCN 3t iR i i L A9 ik
o

£ LR AW, A ZCUCNANaCu (CN) ..

ELRWAERSYY, FHIUENZENaC CN)..

Bt sk NaCu (CN) . B2 £ ¥y £ 36 3 13 B b 4 1 R /R 25 B WAL 8 n B
FAL T PR

AXMBHERFFAAE BN R “BENEN ZEF
Mm_EmER, “RLK, K, 28, DEAR, EEKN
(THF), Z 8, B, 282k, CKR, “FEZRONS0), NNV -Z
RE-NN-FHK FFL-2-HEREN, B8, RAE, _HFER
Bofie (DMF) , K, WkBE, MoKl LB

ELR, ZxGBEAARLANTE, HEXDAAV 4
YN ETEINE, K EWHERNLY.

EREFEZRANKX (D AESF, SR THFAKL AT PR

2

3

R (III)

KR 22-RAMEERE, PEFRRALRANE.
EEBEAEHNAD kEYd, L& THARK OV) piEE.
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R (IV)

Haams (11) g 3L, RRMR (1) @ L MR B 1 K B vl #
H¥44 AR EHE, fberek Barton HU.S. Ollis, Comprehensive
Organic Chemistry. The Synthesis omd Reactions of Organic

Compounds, Pub. Pergamon  Press (1979) ik, RERBERHE,

KK, WE&-CHo.
EeRFERARA (D AEPd, hE&THRR D) R E

CHO

(VI)

EARAEAMK D) AEEF, HEETHHR VD) S EE.

HO
8
-A-R

HO
(VID)

R AFIRT AN 2 (1V) g Lo
HAEX(ID AW RAEE LURENE, KW, BRkY
-3b-



H-0-C (1)

HPARGHI-IZMAREFRESRE, WM AR ReE, R
mERKXAD REXL, EHEAFHAKXVIID iy

Q

|

C-A-R

(VD

ReAmEm (V) 2L, 5RRRFMMELKE, 5-RTE-3-F
Hh N B 7 7 0 O — R e R AR LR (1) fk & -

o

I ]

C-A-R

FO,S0 o0

HAPAMR W EBrik, BERRRLEPESENBEEAKE K

EREFETHETERBLBEGRE, RE. NEFENE, HiTE

EBRKBRE, ERE, RAEEEREN R, AMRSR 0D 4k
-37-



Y. REEER&AE LTE2HE, KEHRBENLY.
LERXVIIDhEYHRERAEARERNTRRRE L5
LEXTANR D LAPMITRRRRAE, RET52 2-—RA
A BE I b A AR AL RE AR, RS A A SCBTR AN M R R ) 4 3B
HEXAD AW REAFLTERNE, KoW, wAky
1 G B9 D0 2 7 k-

FHPATIRIN_ESE L,
BB EEERETH T4

COO0H

EﬁﬁWHmﬁwﬁﬂﬁﬁﬂFETﬁﬁﬁﬁ,%Eﬁﬁﬂﬁﬁﬂ
RE, ERTAMLEY:

7

8
C-A-R

o
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HaAfRPm s (V) FErik, 88, EEENERTPHRLEYS
WALER RN ER T AL EW:

7

8
C-A-R

N

Ii

HeAMRm L2, BE2AFTREEY, HRETLEHCEL
AR, AIRBXAD G, REEARBAL ETEZNE, K
EWRERLY .

HETALEWRKEY LAEZNE, K&, BRLHA
P B O

BN

C-A-R

mﬁ§5
B R

(i) #FAK VI e

Q
Y 8
N C-A-R

o5

-39
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FrAmRm (IV) &,
(11) #HKAD &Y

o]
CFy§
o

HEAMR M EFrg, EAENRSINRE—EAREETHITS
REABRERE, BF, DMEFENE, FTEENKREN,
(i11) AR XD {ba-

XI)

C-A-F

C,52kyi0

AR - Brig,
FHMRBTENGE, TERERPEMAR, ASERASEEEET
EZNE, KeWRBEA LY.

HTREHNGYEELSYMA LK o -BEMEE, Bt
B AN ¥y 8 1 M ADHT i B = 4 B J T M R M B AR S e B
HETT . RERRANEQELARN, Xy, t%H2E

fiE, BARE, FFRERDM RGP RIE X B
-4p-



EMENHASa-LEBOIF, FATHFB®:
& AR R4 6 385 a —1E [ Re (R D A 1 95 A% BN

fiDounce B 3 5 B HE K F 31194k 3¢ (Kontes Glass Cao.,
Vineland, N.J.), $EHFREZEAANE XS a - FRRFE N+ B
& & 59 &R (CHO) 44 jQ (Andersson, S. , Berman, D, M., Jenkins, E. P. , f
Russell,D.W. (1991) HNature 354, 159-161) ZE20mMBEER 4T , pHb. 5,
FH0.IIMEERE, ImA RS0 M NADPH 48 ¥l (48 2hHEA)
PR, B E O (100, 000X gAT o044 S H B, BE
ZF20mMBERE 4, pHO.5, & H20XH MW, ImM_—H AWM RSO LN
NADPHI) 22 rp ¥ (B ¥ #B) b, M B ZHNBRERE-80C TR,
il 2 P 4 285 o - KR R NG 5] 5 B2 3 A0 1 7 R IO

{4 7% Uk B9 B0 7 BB 3 YT ML/ (Brinkmann Polytron Sybron
Corp. ,Westbury, New York). fSonifier (Branson Sonic Power
Co ) BFABERIZSH, BEAElounceEH HBHRFHHY
ft. B1AN[ERYEBE7EO00E R 1000X 920434, 140, 000X g 6044k,
ICTHOHBBBGFIRBR. #1140, 000X gB O M BB B
N A ZIMEHRAERN LRE e, H 21140, 000X g 3 BE R
LA, BIBANERETEMEDY, HENEFRE-WCTR
o
S AERAE R o - B RN AR A BB

MiDounce F 5 b3, B EAREIELAEES- o -BEMF
K200 o 3 & B0 5 (CHO) 40 72 20mMB A 57, pHb. 5,5 %0, 33M}%
¥, IaMZRARERS) um NADPHAS Brbigk (B A) ik, &

AR L& (100,000 ACTO0440) 40 &4 TE AR BN
._41,_



B, FEET20mMBEE, pHo. 5, FAH20%HM, InM R
S0p M NADPHE) B (B HB) . BEFHPRERE-SUCTR
FEEMHEH.
BRI AN R S iR R

#ERM (FC) 28 (G0 E55mCi/mmol) W ZMBEATERNAY
MEARNN ZEREARXTIPAERZ TREET. AE—EE PN
AZwWR, O  (BEEFRYMI KELAFEH2) £20u L (B AFTIR
HABZEMFTINEZ) (910m¥  NADPHER AN 45 43 B B9 165355 o - B R MG
AEEEXEHRN0.5ml. AKESo-AENRIBINAREFRH
A TECHOZE i o 19 B 4 B B A9 SOmMBR BR 3 2% v ¥ikpHT. SR RE AT
RS, T EIIRE2E IR A A7) R BN B 3 B/ B3 2 7 CHO 41
R EH BB A S0mA¥r &R 1 22 vF WpHS. 04T /Y.

BEBEITCTHA0H3I02 85, HxdmAdml Z 82 BER
0.25p molfENRAEMBE, So-—E28, BERE_BAEHE—
Mz —ERNEL. BEWEBEE _SUAE T, ESpeed Vach
ZET. REBRRYE T LA P, #ELE20X 20cn B %R
MR RERTLCAR (Si 250F-PA, Baker Chemical) Fp9&#d, HAKR
Ml &A5(1:9) BIFFk. FABIOSCAN Imaging Scanner (Bioscan
Inc., Washington,D. C.) M @EHA =P HN R T HETE. TEE
A=Y EEA RS HICHBESER, AR EENEE. g
REEYERZ T0%KY (&) TH#17.

BEREENESE O/ EE SWRARETRAEE, BB
BHEFA BN SR L AR, HFiaDixonsy#r (Dixon, M. 1953) 5
E AW w5 (KL, app) .
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Al B 7% (Levy, M. (1989), Biochemistry, 29; 2815-2824) +5
1 il % H (K1) B1E.

FEHBENAYERALSYH TR FED ST R 3
BaEE A

F EAEBE NS Y SRR E TN F R 85K (nM) =
2Ki (nM) , %] 5y WE 23 & ¥ 97K (nM) 20, 2Ki (nM) . 7oA % B 19 4k
SUHATERENEYAEYAEEAFTENLEY S, BB
EBHEEWRITB - (KRERE) -FE-3,5-"H-3- 0%, 178-
(FERE) -EH-3,5-Z-- 08, 1T8-(ROHRZERE) K
~3,-TH-3-RE, 17B-G5,55-ZF-1-HRRE) -#§-3,5-—
M-3R, 1TB-(-HEE-1-HRZH) - -3, 5-—#%-3-%
B, 17-Q-FE-3-FHE-I-HRTHE -BK-I, 5-—5#-3- 08,
1TB - (RZERE) - H-3, 5-—4-3-%8, 17-3--HELE
2)-1-HAWEE) -EE-3,5-25%-3- R, 17p-3-U-BEE) -1-
BRAE) -EH-3,5- %008, 178-(-REZEBE) B
=3, -3 RBMITB- (2, - TR ER D) - K-3, 5-—#-3-
R

FEHRNBYERLEYTRARSENAR BN, B3
REHEMN. TEABASBEAZYRE, RERALERE, 4
W, RRE_KEY, 9, B8, BoK, #HE. 308, BE,
FIAE R, EIRRENMERR. RARKQIER, H4H,
M, EARHAK. £, RESRBATAEEMELBREY
B, MERRESE S ANH W —F R E e,

BARBHBRTRCREL, HEREKX%25ngE kd1g/RE %
-43-



. AMABERER, W TRATHRNE: KRN, A, 4
M, KERER, TEEFANEER, RIABFaKNRESS
o
AYEATEARNTOERTERE, GEMNTAMNLBEN
ETRE ERNMERN, RELYNBTRE, AXNRERE, B
FprRA OB B EH =5,
ELRAYNBEVFNELZAADEELSWHANREET SR
W, TREH, &N RHERZ 01-1000mg/kgfE e &Y,
0. 1-100mg/kge 4357 75 B 59 265- o — 75 IR M0 SR 4 A O AR,
EEONBRESXORRBENMEHI-6R. RENHEINAHE
AEFERAY, HEHEN, EdERAEEENTEE THAER
Ao ARAMORABREVRETH 1 E500ng3E kS, Kk
HARRENORSR. KW, SHAKRESEZLHNER, B
A RANRN B EIRA.
7K T B4 o R AL S 0 095 A 09 19 265 o R ERG IS HE R ik,
BEAREDNEAHMBERANREXS- - ERRIFTRRNE
ERNAYEELEY.
FRARRBETAD LEPRRAV LW EREHTHH Y
Ki-o-BEMHAYF KA.
FEHLRETAFRTRENARBXNEYELSY, Ba
FRD) aPHA V) LAY MAY L TESHRE.
FRAVRETHTHRTHARBNERE S, BaB)
e V) hEPHEY LTERRRE,
FEHERRBTHEEHAY LTESHREIHEARR )
-4



e RX V) LSRN AYE SRS, EFEaEE0) &
SYEAVLEYSEY L TEZNRERBEARS,

SERAUEYEFRALEN, REURTESHHEESE
A

AN, FRHNAPERCSDTSHMEERBXALSH,
MERMAFRAEERA, RIEE SHEZEE BRRE, B#
Al 9 B AE KT PRI IE A AL &9, 322455~ a — 3B AT
AESHEANCAREIENLEY. BIRENREXATFH
o -ERRAHASATRTERARENKECERALS, BIRK

a-ZERBAMKFALER, RkARRTAFNT- a5 RN A
SH TR RIEF AR AHF ERMHALFALE, RENES
XoFHS-o-BREMHRNSH T RTRENAREXY a -2k
EOAMEERNHAXFALE.

LRmAE—FRAME, BEFTORERAREHEFHRM
METBRRBESFARRS, BT P SORHUT T35 94 % 5
0T AN 2 5 2 5 B 915 B B 4 4 PR o1

SCHLBI- 3 R F R
VB - (ELHEBRE) -# -3, 5-—4%-3-RM.
(1) 173 - (X ZHEBRE) - #-3-18-3,5- 4
RART, MEPMAID0mL Z &G 56, 1201 (2. 5EE/R Y
B)_FAFRE. BERSHE-5C, A6 Inl (2 5ERNB) S
MR EFENRFREN-10C., 2RAGAR, REUIIE, B
—45—



90. 1g(19. 6BE RUB) M RA BT ARENE A FRANRFRE N
0-10C. BRR#HAEREFELARRL. EdEZREEFREHELD
KA—F¥, Wl FHRES ReA R RfEFRKAERE
H. EEWRE/EEH®E, H10. 0g(1 R Y &) #§-4-4%-3-8
~1Tb-BREMBFENEAEERT, ReRESHNAREZEIMR
H2phat. GREBESWTATHI00nl _KE SRR Y ERAE
LERNFRTER YR, FARFEFEEN-10C. HREBR
#3080, MAKRAI0mUK, FAdLEadERmEEsY, S
B, EdAZREERFBRSZHAREBEN— ¥ AREWER
BEKEEZRER. EERE/ B BRED L. HHrEMaRER
(K #300ml) n#a ERAS0C, FHARL100mtK b B> PR,
HEFZBRSH, SRS EATRERFYITE - EZERE) - B
-3-®-3, 5-— %,

(1) 178 - (KRZERE) - B §-3- A3, 5- =%

HEFENITB - (FZERD) -HE-3-8-3, 5- 4% (509, 17
ARER), FACEH (11, 0g, {8 /R % &) 71— 6 2 5 Bk (200ml) 418
SYMAERI. S/HR. BREASHEI-100C, B THA100m
WEAKM200miAKFE LTS, A25ml —FEAF R E R HSE,
BERME EATSER T, BFrEE T A E0200ml — &P iR
AR, HEELERSEENERBE. & 648K =4200mt
S0/50v/viR EoK/ Kk, BEAFER200mIARE. ESREEH
MELSml, REMAIMIZ B, AT TEHERKEE150n,
A250miZ B, AEREFEAEI0M, MANUKRESER. Brid
BEBEI-SCTRH2NM. FEKEEE>WIHESC TEETF
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R, BENTB-(EZERD -HH-3-ME-3,5- 24,
(111) 1T - (F Z EREL) - M H-3, 5- —#-3-BR

FITB - (L EIRE) -4 §-3-WE-3, 5- 45 (20. 0g, 188K 24
B)50% A HMAMAKHERK (B0ml, J0EERLB HZ B (200ml) MRS
WMAERRISNE . XY BERSHESIC, REHEmBIREE
HI6NE B (300m 1) 1 — 4 ¥ 4% (200ml) BB & W . 7K A B BskpH
1.5-2.0. 2 BAVAF 20 —EFRFERKM. SHMHEHN
MH20RARBAVD, REAEELBRTE. XESREFIE
E120ml, MA200mlZBMZ 0. HEBHEEZREE1200l, WA
20miZ Ml HEREPRBASKRESRAKTI2 0L, Hix
REIF2/00t. BEBWE-SCTAMFEELME, 65CTRET
REETYBETB - (R ZEBRED K-35~ " H-3-REK.

S A 2 % T AR ]

178 - (HZ BB K-35~ #H-3-B8
(i) 3- (SR PRB AL -3, 5- 4178 -3m

B -4 -3-B1-17 B -3 M (8. 0g, 25mmol) , 2, b- — 4 T -4
2 B (16. 6g; 62mmol) 1 = & F BT (11ml, bbmmol) f — 56§ 42
BTESC TR0/ . RERA IR H R R YR TN Sk A
(99.5: 0.5) M4-" R EEEME (9. 00) o, RS ARBBEL, B2
AT H RGBSR F AW (FHIK) , WP 182C,
(i1) S-(2-MEBE ) -3 (Z A MBAE) -8 15-3, 5~ H-178 -®A
¥R

W3- (=R PR E ) B K -3, 5-— M-178 - % & (6. 2,

—47-



14, 9mmol) , =H L% (9. 929, 38mmol) F2, 2’ - Ik E X —B4LY
(8. bBg, 39. Smmol) #CH, CR{50m ) B SN TR0/ B, K
ENREY, HRKYVEEEIER, BRSENERBEA. Ogts
Ay (50XP=%) , MP120-122C,
(11D 17B - (RZERE) - -3, 5- " H-3- =W F M As

EXH-0CTF, mS- - --(ZHPHBRED -§H
-3, 5- #1738 - B A BB AL (0. 3g; 0. 56mmol) A9 0SBk mE (20ml) 3
WEMARCEZZE (1. ommol), BENBELSU MBS KH
-10C, FHRAEALKERRR, TALER, EEREAERSN
B, f22|166mgty &k &9 (7~ %60%), MPI8-99C,
(V1T - (FZERE) -HEKH-3,5-—H-3-RR

BT - (BRZERE)-BEH-3,5-ZR--=ZFKERMEM
(0. 125g; 0. 253mmo i) , Z #8488 (0. 130g, 1. 32mmol) FIX (=K ZH5k) —
Z B4R (11) (D. 015g, 0. 02mmal) gDMF (3ml) I8 441 B — B AL e k2
a8, FEOSK, 60° FTHRHA2N. RNBREEVAAERE; A
0.5N HCIM{HHZMIMER, BIBZEERBAAKKR, T
R MS0) HEREREKR. RRYHITREEAEHEL, AR 2R
ZBE: ZBET0: 30: 1%k, FrizEEsZBrELER, 8817ng
(17%) B &4k, MP218-220C,

SCHEBI3- 3 B T AR
1718 - (A-F A Z R E) -HEH-3, 5- ZH-3- KR
HREZEA20-1V) Ak, AR TEZERRNES R
FHRGEZER, HARELEY.
-4



A4S TR
178 -(ERERE) -#K-3,5-—iF-I- M.
HEREHA2G-1VI MR, ARCEFEZEREL T 1iHH
Rk ERE, wEn3ksy. WP 208-210C,

S BIS -SRI
178 - (FERE) -HH-3, 5- -3 RE.
EREEAG-IV e, ARETEZRATFLEIIIPRER
EZEE, HEREALSY. NP 258C.

3G g0 B TR AR
17B- (AT HEZERE) -HEH-3, 5-"H-3-RK.
HERLHEA2G-IV) M FE, ARMACEZEEAHFS R
FRRIELEE, #HEHREALESY. W 24TC,

KA T- S T RAEL
178 -(2, b- @ T EKE) - H-3, 5-_F-3-RE.
EREBMANG- VO FTE, ARLZ - _RFXERRESR
iR, 4, 4- =T R, HERIELEY.

K 18- N T AR
173 - (K ZERE) -#H-3, 5-—H-3-R%.
(1) - (FRB E &) -8 -3,5-Z#H-178 -RM
B -A-5-3-8-178 -RE, 2,0~ H T H—4- 5 Hlt iz il i
. Lt .



WA —F P B AESC TR0, RNIREEY ALK
k. WEAUM, AHRBRKWALAKALEAFELEY.
(11)5-(2-MtBE 2) -3~ (WM B &) -#6-3, 5S-—H- 173 -MA R
B

FI- (BB EE) -#H-3,5-"R-178 -8, =HZBF2
2 -ZMLREE TR P EERER SR T RE0/00. WERN
BEY, HERKYERAIER, RETENAHEHELS
.
(111) 178 - (E L ERE) -HE K -3, 5- 453~ FHR R

TERA-50CT, mS-(2-npne &) -3- (BB ER) -#K-3, 5-
THE-TTB-RARBRREN NERMERTMARMEZER. ¥R
MESUWMAZRA-10C, FHRNEEEKERBE. ¥A0E
B, BEEAESH, SERELEY-
(V173 - (EZERE) K-S, 5- —H-3-RMFH

1T -(RZARE) -HEK-3,5- —F-3-FHRERE, =%&%
B, Zmiell, ZZ2K, FEN_FEPFRBEAERE—HSLEE
R TRAEHE . FRLER, BEREAENN, BKE
e,
WM 178 - (R ZERE) - K-3, 5- " #H-3-R%

B1TR - (R ZERE) -BE-3,5- " H-3-RmE g, KC0;, X
MEENBESOMRRASNE, BRLE, BEERTERLE, 53
wELEY.



SCHE 819 Y T AR

1TB - (K ZERE) - K-, 5- —H-3- 8.
(1) - (BB EE) -#K-3,5-“8-17p-8®m

HWCHAB (1) M ERHERALED.
(1) 3-wE-#E -3, 5-—H-17B -RM

- (OB ) - -3, 5- Z/-178 - RER 0 — 5 2 F ML
BRERRT AL ENNATHALE. REEREAZEKPHELR
%, HEWE. FEHNEEET SFR/E8AER. SRLE
B. HEGESTH, BSERELEY.
(111) S-(2-MLBEH) -3- A -3, 5- — 4178 -RA R BR MK

EMEHA2G) KT, ASHAIG) &3
"I -RBARBE- CRAMRED -HK-3,5-— &
-118-RE, ®HEFRIELEY.
(V) -ME-1TB - (EZERE) -H -3, 5- %

LRKBH2G1) WHE, ATEAIGI) HEHS- -
) -3-WEEE-3, 5-T8-178 -RARMBEAES- Q-nLs &) -3-
(ZRFHBEE) - K-3,5-2H-1T3-RARMAE, wWomEL
CE/B
V1TB - (R ZERE) -#K-3, 5-—5%-3-RM.

FI-MAE-1T8 - (RZERE) - K3, 5- 55, o B AR
LENESOMARR. FEEGYARBKERLE F_&F
RER, WALEE, AHAESE, SIRELLY.
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SCHEA10-% Y TR

178 -(5,5,5-=ZF-1-HRRE) -#K-3, 5-"H-I- AR
(i) 178 B K-8, 5- —H-3- R F 8

¥ B Bk 4% (40ml, 42%mmol) fn B (17Q)-17T-N-X T 2P RS A8 &
-3, 5- T 4-3- % (15. 59, 39mmol) R4 2 (500ml) B, FEmE
o 12/hptjE, KRB AMeOH(10ml) 2b38, X5 R NalCO;K F # 4&
H, ACHCLZR, T MgS0,),  =i§, &&E, GAfsik(ER,
20%EtDAc/C4x), E4 R (EtlAc/Ci) , BEGELEY, HRA
& .
(i) 1TR-FREE-BH-3,5-"H-3-H8

EZERT, BEAZRTHEB(Q IMEERE , 60ml, 60mmol)
B (178)-17-#ZE-#HEK-3, 5- _#5-3- % F R (109, 29mmol) HH
(200m1) R, 3.5/pETJS, FIR.SO, (T00ml) KR WS AL, FF{
20T, BOLBAEK. KER, R5TR MaS0,), S8, REH
i (20% EiDAc/T4#), SBRHRALESY, IRAE &,
(1i)17B-(5,5, 0-=F-1-B &) -HH-3,5-"H-3-¥8

FEOCT, HiR4, 4,4-=F T E8 (0. 25MWTHER, 4. Oml,
1. 0mmol) pn %l (178 )-17T-F BE -HK -3, 5- —#-3-F B (50mg,
0. 16mmol) WTHFEFMR H, 0.5/hEt/E, ARIEKERELN RS
KEFELDACEK R, HAFHNMEIEBR TR MS0,), F18, KEH
it aifh (e, 20% EtOAc), BREELESY.
(iN178-(5,5, - =F-1-EARE -#K-3,5-"H--F R,

EERT, BUEEESE ML (10mg, 0. 028mmal) HnB| (178)
-17-(5,5,5-=Z=R-1-BR&)-#E K -3, 5-_&H-3-F ¥ (bSmg,
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0. 15mma L) 14— 5 & 1 ik N- S 4k hidmg, 0. 68mmol) fCH,CL (2. Oml) 7§
Be. IhRE, GRNEBREOAREABAL(BER, 20%
EtOAc/B0% 2 %%) , BEIHRIALEY.
(V) 178-05,3,5-=F-1-HALHE) -EK-3, 5-—§-3-0%
EZRT, HEREH (53mg, 0. bmmol) MBIITR -5, 5, 5-=K
~I-EAARE) -#E -3, 5- —#-3-F 8 (50mg, 0. 12mmol) , M-
~7K &Y (140mg, 1. 18mmol) 7E2- 8 Z-2- T # &4 THF (2. OM, 3. OmD) 7§
B, B0(0.5ml) FA T8 (0. 5ml) BPMESY . 6/HIE, MAZ
B (3. 0mi), SRJ5/KZHELDAC(10ml) 2B, 44 HMANERET
R (MgS0), T M, WM&, 23 AH44(BKR, 1%

AcOH/19%ET0Ac/B0XE t) BB SFE LAY, HEAKRE &, ESNS
m/e 439 [M+H]*,

SCRCAY -3 F R
TB-(2-3FC& 1-EAZE) -HEK-3, 5-—#%-3-%K
i) 178-(2 -HCE-1-ERZEH) -EK-3, 5- ~H-3-0m
HRLEAIND) -V KT, REARCKRCEFEERES
RiniFHREALLL-ZFHTEE, HEEELESY, YAAE
&, MP25TC43#&, MS(DCI/NH;)m/e 425 [M+H]",

SKREFI12-% B FRARIL
T - (- H & 3-FH-1-HATH -# -3, 5- —H-3-0m
) 178-Q-F&-3-HE-I-HATH B3, 5-—5-3-m
HRLHEAI0() -V Mk, REARK-FE-2-FERE
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ERESTIIIFHRMLLL-ZHTEE, ABKELESY, ¥
B A E &, MP192°C4r#%, MS(DCI/NH;)m/e 461 [M+H] ",

KA 133 TR
178~ (HA-HHEAXER) -1-HARAAR) -#K-3,5- _#H-3-RR
i) 178 -(4-FHEXE) -1-HAFRH -# -3, 5-—#H-3- R
HRMLTHEBAI0) -V RFE, AEARAA-FEEEXD 284
ERELRIIIPNRELL L4, -=HTEE, AERELESY, »
B fa, & &, MS(DC1/NH;)m/e 463 [M+H]*,

A 14- A 1300 B Bk B

176 ~(HA-R AR E) -1-HMAHH -BEH-3, 5-“4H-3-B%

#HOCT, =4 (0. 4mi, 0. dmmol, 1. OMAYGCH.C L3K) & hu
- (HA-FEAEAXR -1-FRAWER) -EH-3,5-2H-3-18
(60mg, 0. 129mmol) #CH,CL, (2. Omt) BEdk e, HBEH0. S/hET, REM
REZR, FHHE2 S/pF. FHOSN HCLEG. Oml) FRV %, RE
FICH.CL, (2X 10ml) B, ¥ & 3 MF VLB T48 (MgS0,) , 113k,
HEWY, fitaiin (R, 1% Ac OH/19% EiDAc/80%CE4%), B3
LAY, NEAEME, WS(OCI/ Nh)m/e 449 [M+H]*,

SC B 153 B T — My BEA
1Ta-(CRLERE) -HH-3,5- _H-3-BR
M250ml =3 RS P MALTB - (R ZERE) -#K-3,5-—
H--RBRATENIEMH. RERBRPTMAERERH _FE
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P, #ESOMARRIDE. FRLEE, AW EHPLCAHE,
BE AL

EHA16

178 - [3- (4-WFEHR) - 1-HAHE] -3, 5—HH —%-3- %

(1) S— (2-WikBe 3) - i -4- 4 -3-W-17B - R MK

Hr3-FAX-A-HE 5 517 8 - 3R 88 (0. 959, 3mmol), = FEZRE (1. 6g,
bmmol), 2, 2" - — it uE 2 — 54k (1. 329, bmmol) I & 3 (250ml) 48
SVERRR. ZETHEIH. ASKREFENBEER, #6
EAAG (BB, 30X EtOACKI MWD . BE0. 879(T1%) & B E .
()17 -[3-(4-WER - 1-ERFE] -#E-1-%-3-%

E-T8CT, MR R EZEE Gomolfh10ml  THFR) B8 %
ES- (2-nmepe B) - 1-# K -4-5-3-M-17p -RAREEE (1. 29,
3mmol) BTHF (30ml) FH &, 304 8r/5, AMHMNLCUEES YN
¥, FAEtOACKR. MEVNER WAL K%K, T8 MgS0,),
08, RERGH Al (RE15% EtOACH T mE—20% EtDAcH S
FH) , BEIMRY0. 78g(62%) .

(111)17B - [3- (4-E ) - 1-FREE] - K-35, 5- —#%-3-#m=
B

170 - [3-(4-FER) - 1-HRFE] -# & -4- 53-8 (0. TTq,
1. 8mmal) A2, 6- T E-4-5 HE ks (0. 519, 2. 5mmol)
CH.C1, (20ml) ¥ ¥ = 22 18 i A = 5 FF A AR AT (0. 759, 2. Tmmol) , & E
BTRHAZNHE, RNBREHARBOECT, XHBEMNLC,, &
kpudk, T4 (MgSC.), T, ESKE, AR (BE, sy
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—EtOACKI T i), B30, 498 & FE (= R44%) .
(V178 -[3- 4-WED -1-HARFNE] -3, 5- 88 —%-3-R%
#1788 - [3-(A-WER) -1-HAFE -#H-3, 5- —H-3-#,=
# A (0. 28g, 0. Smmol), ZBRSE(11) (5. bmg, 0. 025mmol), = 3EZERE
(13mg, 0. 05mmal) , Z Eg#H (0. 19q, 2mmal) FIDMF (bml) RSB &
60°C, COSETMMAR2 S/ . HAHMBEYWHKKARE, AR
HClme {3 FCH.CLEB . AHERBAK. A%, T
(MgS0,) , 38, AR, Aikaiih (@R, 1% AcOH/19%
EtOAc/BUXC %) . WA E-WETELR, SAAFTALESHO. 129
(93%) » mp220-220°C . FTE#rCxslsF0; 0. 25H,0(455. 1)

HHE o2 T
C 76. 54 76. b1
H 7. 8b 7. 88

MS (DCI1/NH;) m/e 451 {M+H] ",

KT

1TB-IR)-BE-I-EEFR)]-EK-3,5-#H-3-R@\Au
178-1(S)-BA-3-EEFHE) | -#HK-3,5- —4-3-8%
(1) H B SCMAI2 (1-1V) FERRENITR - (KZERE) -#1K-3, 5-
TH-3-328 (S0mgii10ml  MeOHAIImU  HOMB%) XM H2NEMN
LiBHL b EH. BEYMAZFTI0CHEATE. WAEOACHBESY
S, FTRIKE, B4k (BE, HASKEIACHC R,
0. SXHOACH¥EAR) . BEIFHEC-20 b2 inEL S,
(il)) AFFABEAANRFZEBHHNE AN 2B, SR&H R
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i (S) B Ko

SCifi18
HETRIFAWLH, HEFASERGELIH, BE, BHEE
HEERT, WERAXESYN ORAR.

# 1
B W B
178 - (R ZERE) -#HE-3,5-"#H-3-RM  50mg
HiRmEE Smg
A T5mgq
S pi19

BT RIFANER. RRE_XAPHR (D HEWEFRL
A1 RBERBAFEN. 8RR EH. TR, SES, BA
BHERRES, REdtENRAN.

= 11
B % B
173 -(RZERE) -#EK -3, 5-—H-3-EE  100mg
RS KEY 150mg
R 20mg
TE B 10mg
Ha% mg

¥ Jmg
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3 $120
MTSmglTR - (EZ BRE) -#H-3,5- 13- R T25al %
HELK o B S BN
RELBRAATHFRHNAEKEF R, BELER: £
ANBERETFERASFHBARADR, FEEABUEM TRAMFE
SR i BBV A 1] B A B B
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