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— M BERNERTE A

BRARGE
[0001] A B Ja Ak 2 5 AR AR AT, JEH e — o 28 Y P 45 FOT ¥ o

EREA

[0002]  ZE%&EIH (Yakuchinone-A) , /b5 44 :1- (4-F20E -3- FEA L 2K IE) -7- 2R3 - 3- BRI,
CAS#:78954-23-1, s —FP A FABE OR AR BLER B35 TR A o 531, R SEARUE 9 — Fb
i BB RMEIE N2 B TR R IEYS 2 PRANE Ji - 3, [ P A AE G AT
FLFEH , i B B R AR 9 R s AL ) 2 BUE M R Or 2 — B 2 M0 sf AR, — 5 T, %
AR LA ZUF I AR VDA B 2R 8 AR R 12 1T R B % B A S RN A ST
T A A A AR P COX -2 NOA Fsililg DA K i I IR BB IRl FamRNA )23 , A7 2004 3t 1 ke
S N BRI 20 B (3 I ms 40 A) BT s S —J7 T, 2 &4 B FR AR — PN & FH LR S Y
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[0003]  H A, A LA PG SCHRHRGE T 2 B R FH K& T V2

[0004] [ £k1 W.J&I13Chem.Pharm.Bull.2006,54 (3) ,377-379.

[0005]  PX#E2 WP 14Bull.Chem.Soc. Jpn,1989,62,1682-1684.

[0006] & ZE 172 LAAaAaRE (2) Attt ik, FAERKIEAE F R AITBSCL 46 & 13 2L & 43 . 28
Ja IR 28 3 4% 20 B A B2MnO, 7 FH T R Jef PR A 8 A S 245 B HR TRJ RS, FRZETBAF 1 F R i
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[0010]  PTiR 4R 7 [0 CL 4 « FE 4, S A A, SR LB, oK R B , TC /K Bk BR Y , Tk IR
SN BRI AT , = %, DBU, MERE , 450 T B4, DK, FL IR DK I, T 7K Al R 8 5

[0011]  FRIREHLIEFV FE: LW, HlE, Z& b, USRI, N, O B8, &7, &
i, CM5K, H RS RUT E N N- — B BEE T R i, 16328 1 DY S0k e W N, N- — R FR B iz

[0012] PP ik 76 4 75 11 4 F S FITBDSCL T8 WLIE AV rb 38 i o Ak 2 3 11 2 1 2% A1
N:0°C-100°C M 1h-24h,

[0013]  2.iEIdL EMI8H AL AW : Fridfb &9 L &8 F (2- A (FE) &) -
2-FA CH) BER — CRAE SR AER T T-78C~0CHiliidwitig-horner R B, FJE B 45
AT L R A L 1S RS9, IR 45 VAR L8 : B, 0, L8R 4T A3 Jh ek ,
FRCT E, PSR, Bk ) — Ml 2 M S B TR A 55

[0014] 3B EMIIE AL A Y10 TR & 104 S Y97EDNY T HE LM ER T
T WL e i 7K S A5 21, B A WLE A IS - R, OB, 15T B, DYV ,
N, N- ZH R R i, — & e b i — Fol

[0015] 4 EIILEWI0E LG : TR EDTHA AW I0EFEHLE R T4, 78
PA\CHEAL T T-H, 2838 I I 37 il #5453 21, ik A HLve 1) a4 R, 87, N, LR TR,
FhEE, 1, 4- 5 ONE, AR, FERUT K
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TR AR S AE A ML TR TR R 2 B ) 24 15 2], 20 B 465 it I 771 B 445 i 45 v 40 P 2 I, B
A B TELFE : THE, 2K, 2%, 1,4- 50N 30, THE /B 2RAE & L VR & W s ik 4 - K
F-1-m AR T Be A 1 -JRAR-4- SR T, -3 -4- R Te, 1- &R -4- R8T e, 1- it
PR-A-ZRIE T s ke T 1 -JRAR-4- L T e, 1- AR - 4- 2R 36 T e s TR FE 45 VA 57 R -
B, 2 O8O AT, A Yl , 2.0k, BB T I, SR U, IE QU R I — Fhal 2 b
[0017]  Horpr, Frik A& V9 Hil 4 T7 1500 - 4 (2- AR (T AR) ) -2- 50 iR — ¢
BRIE T A VBRIV, F:7£-30°C ~30°C N 5FriR SR AR & , 7E0°C~100°C 1) 25 T [ i
1h-24h, [ B 45 R J5 75 -50°C ~50°C N i itk & 18 HLAEAIVIETR , fe e, /£ 0°C-100°C
()2 A T 4k 82 S N 1-24h, 13 2B 19 BTk A WL IV A oK DY SRR , oK IE T B,
TooK & W, oK, LBk, To/K B FERUT SERE .

[0018] Mo, Fridk 4k & W9 /K i s S FR 2% A4 N AE-10°C -80°C R X .0 5h-24h.

[0019]  Hoor, Bk AEPA\ CEAL ™ T-H, 2030 J5 s B0 0 2% 1 2 < ZEAL B WD 1OV VR I
PA\CHEAL, , 8 NH, < % M /1250~ 30atm, 7E0°C-100°C T, = J# 1h-48h.

[0020]  Hirb, iR &1L 4- 2R3 - 1- i AT e R 2 B A 2R B 26 A1 - 1 e 4 - o
Fe- - AR T BEFEE SRR A, 0°C~100C F )W Th~ 10h, 5 8745 3 J i I &0 L LI I
FE-10°C~100C T J ¥ 1h-24h.
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[0022] Ak BHDLBRAY 25 15 1 7 Bl (7) i i Rk, IR IR & e B4 S B wwit tig-horner
LIRSS BE 38 5 I A B 86 3 I I e 24445 IR it 2 2 D, 7 2246 L 71 B 8 ot 1) 519
| v 4 R 25 B (1)

[0023] AUk BHAE & RS B ide 3% 77 1 K FH BRAN 2015 1 25 B (7) i 4h JERHE A2 7 e AR K
WA o R B, AR B it wi t tig-horner R MAEN A IH 5| AweinebBE 2444, FEAE Pd\
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CHEAL T ZEAT B AL SN, A FHBL AL A 25 B SAL RS i, ARG8T a, B- AL AT £E AR TR
SR AT OUBEE AT B 22k R B AR S R IG5 T e AORE JEETRE B 17 i W R 2 FE o B B B AL, AR
KA L [Frwe i ne b 45 F 7 Ja JUTR A% 2 s I R T DA v ORI L e A i AT 1 3t S 17
R 5 SR P [ AR R R IMIO , 0 7 A o £ 7 il Joi B 42 1105 T 5 A T W i A k) % A ke T
T HEEE R SRR, B e iR 58 i 45 AT 44k, A0k 1 A
HIT 4T85 32 P DR JE A AL 3 S0 A [ AR R AL A P R RS B s 45 B
FITid , A B ARGE 1 — M JEORE 5315 R A B B L 22 AP OR SO A v L A ] R ) 2 R R
TP A RS 2 A KA A 7 vy it Jo e 5 Y 9 T E

[0024] A< B B8k — ol A0 ) e B8 T Y 0 A 958 5 o A2 — Pl DU A AR 2 77 ) 2
R P ) 1) TV o AR D S I B G T BT B v 0 R B B R o AN R I ) 5 VR AT
JEURL 45 AR R 2 T84 e R s YN Al fa] B S i A A

F3 15 RF

[0025] |1« A i B ot R ol 5 D P ) B 2 ST
[0026] &2 75 BLf )4k 7 S5 i 2

[0027]  3: LA YI8HIML LM

[0028]  [&|4: A WIORIf AR

[0029] K5 LA ML0MIAL A =

[0030]  KE6: LA MLIIAL A =

[0031] P& 7 2 P FH IR A 2 4
[0032] I8 LA WI8HI & Bk 4 A s

[0033]  [E9: LAV & R 42 A s

[0034]  [&[10: 4k &0 & A% 2 K 5
[0035]  PE11:4b BRI E g 26 5
[0036]  [&I12: 75 B 111 A it 26 1
[0037]  [&]13: 75 SCHRER E 11 A g 12
[0038]  [&14: 275 SRR 4210 & LR AT I

BASHEA

(00391 DA S 5] A i T 1 i B0 751 G oA e 30 156 B T A e oMl A 72 i 5 S 0 R 4
AR Ak A R Ak R R L Al R T IR R I AR RE A i B BT AR R B B R IR R, DL BT 1
H AR S5t 51 06 A B 64T 1 B3k — 2 TE AU B o b Ak o 1) LA S it A1 AN TR A K
B, AN T PR E AR .

[0040]  Sjii %11

[0041]  —Fjdct B B & R ot B R R () O V2, ARG O P SR U

[0042]  fLEW8II il &, & RER A2 B AR L8 TR -

[0043] [ 10LJ IR H AR K TN . Okg B K% 7 (6.6mol,1.0e.q) FISL & 5, fE= | T
PEPEE 40, INNA489. 6glKME (7.2mol,1.1e.q) , TR A 5E G E E iR BEFE8 ~ 15min, BN
1.1kg TBDSC1(7.2mol,1.1le.q) , & iR N4k N 12h, TLCHE M, S b5, 398 , W SE I8 VR, JiE
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4335 COHPR A, BT S R A B SL & H e v i, (BEUE /b i & H e e B UK, BT
W Bk SR BRI A 0 AU K BE IR AT S BB 5 — IR, T /KRB AN T8 »
JiET , 43 R 1 . 6ke, AL A8, IR 94% . 'H NMR (500MHz,CDC1,) 89.86 (s, 1H) ,
7.42(d,J=1.6Hz,1H) ,7.39(dd,J=1.6Hz,8.0 Hz,1H) ,6.98(d,]=8.0Hz,1H) ,3.89 (s,
3H) ,1.03 (s,91) ,-0.22(s,6H) ;°C NMR (125 MHz,CDC1,) 8190.85,151.65,151.33,131.01,
126.11,120.72,110.25,55.41,25.60,18.49, -4.57;MS (ESI) :m/z=267.4[M+H]".

[0044] LA PIIN i , B BCER AR H AR I 8FTR

[0045]  [a] LOL S NI H 40 AN (2- FRARZE (R ) &(38) -2- A 450 R — 4.6 (1. 6kg,
6.7mol,1.2e.q) « TR VUSRI (4L) , VKB FAHE0C, o HEIM AR T B4 (751.7¢,
6.7mol,1.2e.q) (FHIANEFELOCLLT) , ke, 0°C N HiH:1h, HEIEMH I &Y8 1MIIA
R VAR (ca.3M THF,1.9L,5.6mol,1.0e.q) (GEHIANIRAESCLAT) , 05, 0°CF e Bilh, It
Z kSR ) N 12h, TLCHS I, [ 8258 6 I B BN K A IR A HLE , K2 FH R TR
WU IR, & A VLA TS A WK IR 27K B — IR AT GBS 5 — IR, To/K BB AN T8 »
i 45 8 G DR VR, BT A AL S 4 B 45 5 (EA:PE= 1:5) 15 th B 58 K 1. 8kg, LA
)9, I %92% . 'H NMR (500MHz ,DMSO-d,) 67.34 (d,J=1.6Hz,1H) ,7.20(dd,J=1.6Hz,
8.1Hz,1H) ,7.0(d,J=15.7Hz,1H) ,6.87(d,J= 8.1Hz,1H),3.85(s,3H) ,3.77 (s,3H) ,3.24
(s,3H),0.98(s,9H) ,0.16 (s,6H) ; '°C NMR (125 MHz,DMSO-d,) 6166.12,150.66,146.14,
142.36,128.86,121.51,120.54,114.40,111.91, 61.61,55.44,32.23,25.43,18.06, -
4.80;MS (EST) :m/z=352.5[M+H]".

[0046]  LAEWILONI 4%, & L 12 B AR WL 10FTR o

[0047] [ 10L s B AR AR IR IONAL &7409 (1. 6kg ,4.6mol,1.1e.q) JTHF 5L.JY T & fb4%
THF¥ R (3M,1.8L,5.5mol,1.2e.q) , HEE, iR T R MN30min, TLCYEI , S 58, F IMER R 1
PhZE 1, 9 Bk 25 THF o BT A3 W0 FH R S B H I = IR, & FE A HLAH o BT 43 ATLAH 53 731 Fi A 0
B TR AN K VA T 7K TR B 3R K Pk, WA LA, TE /K R EA T4, Dol ok 25 ARk 3
R Tkg, R A 10, R H98% . 'H NMR (500MHz,CDC1,) 8 (d, J=15.7Hz, 1H) ,
7.08(dd,J=1.4Hz,8.2Hz,1H) ,6.99 (s, 1H),6.89(d,J=8.2Hz,6.83(d,J=15.7Hz) ,1H),
3.86 (s,3H) ,3.72(s,3H) ,3.27 (s, 3H) ;'°C NMR (125MHz,CDC1,) 6167.30,147.85,146.89,
143.79,127.37,122.20,114.90, 112.76,110.28,61.68,55.85,32.44 .MS (ESI) :m/z=
238.2[M+H]".

[0048]  fLAEWILLHIHI , & B2 B AR TR .

[0049] [ 10L& M H AR R In ANAG A 4910 (1. Okg, 4. 2mo1) \Pd/C (50g) « B (4L) . hne,
i E TN TAA P B30, TLCR I, e BiEe , i, W EE I, e T 159 7% 3% iR )
964.6g, 153 96% . 'H NVR (500MHz,CDC1,) 86.82 (d,J=7.9Hz, 1) ,6.71 (m, 2H),5.72 (br,
1H) ,3.86 (s,3H) ,3.60(s,3H) ,3.18(s,3H) ,2.88 (t,J=7.4Hz,2H) ,2.71(t,] =7.4Hz,
2H) ;'°C NMR (125MHz,CDC1,) 6207 .56,146.54,144.05,133.31,120.92,114.44, 111.33,
110.01,61.32,55.91,34.18,30.51:MS (EST) :m/z=240.1[M+H] .

[0050] &5 #7HAH (1) (11l & s A2 2R L 1 2B

[0051] 10L& M H KK IINT88.5g 1-¥R4X-4- 2K T 4% (3.7mol,1.0e.q) \97gEL %k
(4.1mol,1.1e.q) FIBLFHEM DU SN , INEE , SRS FAE40°C F R M Lh, RN 5E 555 H
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SN PEZE0C, 228 N 9L, 2MAI 4L &1 1 DU SRR R (3. 7Tmol,1.0 e.q) , inke, 7F
ZE RIS R B Th, TLCRZ I, [ REEE , e 0 P v AN A 2 K (1L 33K, 3 FH LM 26
BRI RPh 2 1 K B AV R BIN K, KA R B AL =%, B IR WA, BT 3 HLAH
IR TE /K BRBR AN T L 38 S e+, 15 3 iR R, BT AL 3 e/ A ik = 3/1
2 A LR 14888 . 8¢, B Ay 2 BB, U 77% . 'H NMR (500MHz, CDC1,) 87.32 (¢,
J=7.4Hz,2H) ,7.24-7.19 (m,3H) ,6.87 (d,J= 7.9Hz,1H) ,6.72(d,J=7.9Hz,1H) ,6.70 (d,
J=8.0Hz,1H) ,5.56 (s,1H) ,3.90 (s,3H) ,2.87 (t,J=7.4Hz,2H) ,2.72 (t,J=7.4Hz,2H) ,
2.65(t,J=7.0Hz,2H) ,2.44 (t,J=7.0Hz,2H) , 1.68-1.65 (m,4H) ;"°C NMR (125MHz,CDC1,)
6210.18,146.42,143.94,142.16,133.06, 128.35,128.30,125.75,120.78,114.35,
111.11,55.88,44.60,42.90,35.71,3094,29.55, 23.41;MS (ESD) :m/z=311.4[M-H] .
[0052]  sEjii%12

[0053] g ik Fr FA A Bk 2 R W R 1K 7V LR A OB BRI R

[0054] b &8I il « A) S S HF AR IR I . Okg , B S FIBL &0 F 6 , 7E80 C N 4t
AV, M 2mo 1 B ZH IR 77, VR A 5¢ G fE E # B #:8~15min, 1. 1kg TBDSC, f£100°C 4k
B ) B h, [N 58 G I E  WCEETE VR, e T15 28 itk , B etk — SR b s A, 75
A WU K BE P IR, VAN S A e — IR, TEKBRBR AN T8, e T, 15 2L & 428

[0055]  fb & HOm il & « 1A) S SR 43 AN L . 6kg ) (2- FHAAZE (FR3E) &) -2- A 4 3)
BEIR — R ALTE/K & e, ¥ E1220°C , I 2mo 1 To/KBRER 4, 7E0°C R #iHE 1h, FE 25 123
I 9L, SMAL A P8I — S e i i, FEAEO C I 261 N R ML Lh, 5 S5 TH 2504k 82 M 12h, )
IEZE G B RN BEINKH S IEERHLE K EH G BR CBEZE IR, & 3 B WA BT S A
BRI IR 2 7K P — IR AT S AL R P i — IR, To/K IR BN T4, e 15 2L & o &y , B fs
FEAA RS H OB R B 25 5, 13 B s Al AL S 49
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