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TEAKDMFH, 433, 3= R AR -1- (1,2, 4 - =6 — 1-5E) —2-T B f9 DMV VBUZ T N ENat]
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WAL B4, A= R -1 (4 R IR —2- (1,20, 4 -1 -38) 3K EE , nae /D
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& JTEARL o

BEEAR

[0002]  Z 7 (Paclobutrazol) J& 201 22 804F AAHIF il B D (14 Ry AU FR 1 =M A A K
YA o AT 3 R K ARG IR B SAALE TS M PR ARG DY YR LAARY 7K P o BH 5. 08k 555 8 1 10 oy
AL B AR BRI 2R A K o 22 R0 (1) B2 R (ELAE T B B AR I 43 1l RURY , B A k3R e
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R IAAE PR AR DL b, HOR S AR B AR B — AR I A o 22 30 R T 22 S50 AN 5 4 AR R e
B B A, DR St 1 7 22 a5 S 0 1) ) 0 AR AR AR R

[0003] G0t {EWH 2 20 I 52 5 i A da T B A BT B R AH A TS B AR AZTEAS U e AR
R~ JEHAC S B AR BB BB, AN IE T R AT 37 075 25 o T 7 EBC 9 9% 7 A B R LA 4 1 i
B R R S PR AR TR L I e I b e A RO R AR o I e SR o IR X 2 A
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[0007] A% BH I 88 AN 5 T A B A — P i A 5 BH 55 — N 5 T BT 3 149 22 R >t Ji 14 i
#ITE, BFELL TN AP IR

[0008]  DER1, HX1,2,4- =20, INJC/KERIR P . £ 1,60 °C R B 58 4%, 4lifk, 13 33, 3- - F
B-1-(U,2 4 =108 —2- TR, a2 Rl (2) fras, Hop L, 2, 4- =0 il
ToAKBR BRI & b - 8.4g 1 15-20g (L1548 4g:17-19g, ALk} :8.4g:18. 4g)
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[0010]  DE%2,H13,3- —HI-1-(1",2 ,4 —=FM-1-3L) -2-T B T /K DMFH , BXNaH
VT TKDME 43, 3- R 3E-1- (17,2, 4 —= % M- 1-55) —2— "1 W DMFVA VR 2 i i 3|
NaHF I DMEIA R, [ B 58 7% H1 G, INA-TE AR S AR V8 T Jo /K DMF VAR, BT R 4-H 2L &
AR 1K DM 58 TN 2 S AR R, S R SE 4, AL, 3 7204, 4- R -1- (4 —fg 2R L) -2~
(17,2, 4 —=Fm-1-58) -3- /LB, Ko F 25 ) Fros, 3, 3-HF E-1- (1,
2,4 = Me-1-0) —2-T Fi \NaH 4-FH A SRR HE N :3.388:0.4-0. 681 3-4g (flLik
H3.38g:0.45-0.55g:3.2-3.6g, HALIE H:3.38g:0.5g:3.4316g) ;

[0011]

[0012]  BIR3, B4, 4- H -1 (4 B3 2RI —2- (1,2 4 —=%s-1-3) -3-1%
Fiil FINaBHA{E T R BE 1, i N 584, 240, 13 704, 4- R -1- (4 -fEHE 2R L) —2- (1,
24 M- -0 -3, Ko iRk (4) B, B 4- R -1 (40 - RE R
H)-2- (1,2 4 -=5Me—1-3E) -3 R B FINaBHaf¥) &= b 7:0.923g:0.16-0.2g (fLik A
0.923g:0.18-0.19g, HALE A:0.923g:0.185g) ;
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[0014]  JDURA, HX4 ,4- = H HE-1- (47 AR —2- (1,2 47 - =5 —1-28) -3,
/NE LB E A, R HEE I N 4-6 1Y EFel, £90.8-1. 50158, X S 584,
sk, 1574, 4- TR -1 (4 EIEE R —2- (1,20, 4 —=Me-1-3E) -3k, o
gkt 6) B
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[0015]

{53
[0016]  JDUR5, HX4,4-—H H-1- (4 —F ORI —2- (U, 2 47 —=%Me—1-J8) -3 E, N
CH2CHa T PRIF = i, I B TE AT, 24k , 13 BIBURZE R BT IR ) 22 20 5 it
Hopg 4-—H3E-1- (@ -FHZER) —2- (1,2, 4 = M-1-3E) —3— 1R CHoCHa . T 2
BF .= FHEE A 1. 2mmol ©4-6ml:2.5-3.5mmol 1 1.5-2.5mmol (L% N1 . 2mmol:4.5-
5.5ml:2.8-3.2mmol:1.8-2.2mmol, EALiE N :1.2mmol :5ml : 3mmo]l : 2mmol) .
[0017] A BH ) 58 = A7 [ 2 et — b 22 e b S5, HH AR BH 58— 77 T Pirads (1) 22 2k ke
PR S BAAE AR, Ko 4=t 6) Pros:

3
; §

) G
- S Y S " N SRERE
N N R g R
N, N \§\\ Y B
H
[0018] . i i N 31
o '\-.bz.o"‘ \\;\“;.o"‘ N
& !
§
3
i
FUENN
® S
L&

[00191 A J B BC 55 DU AN Jy 1D A B A3 — ol ] 28 1A R W 38 = A0 i P adk 1) 22 580 470 L )
7, AFE LT IR D BRa, BUBURER LT IR ) 2 A0 30 )57, 0o 7K = A9 2L FR i Jl 7R
SYJa s TN 3R S i — i FIN-F2 B BRI W e , =i R R A, Horp, 2 380 e i L
PO ek O e FIN- 2 2L R F L g ) &= EE 28 :0.09mmo1:0.08-0. 12mmo1:0.08~
0.12mmol s P ERb, B0, HUE I, IS N2 NN SR 8 VTP, BT iR e A = R
Py RS EA E A I EEREE 1560 11t B BRe, [l ML SEA fa , BT, 49 3 2 20 H i

[0020]  fLifeth, FiRD BRar, 2 R R LEIUR  IR O R Ol RIN-F SR B BT IS P
&N :0.09mmo1:0. lmmol: 0. lmmol ,

[0021] AR BH 1) 58 TiAN T T & e it — Fh 22 B0 A , B A B B8 = AN J7 T AT I (1) 22 2o
PUE S IZ B i A3 H)

[0022] 2% B I B8 7S AN T T A e A FH A O BH 588 4 77 10 I O () 22 00 Mt 0 44 ol 24 1 22 250
WA il K 2 )

[0023] A% B I B8 -EAN T T A Fe AR & B B8 — AN U7 1 Pk 1) 22 25~ 0 iR B AR I 5
ZANTT I FITAR I 22 R i A ] 2% 22 R A e B R

[0024] 2 BH I 585 )\ AN J7 1D A A AR % B 58 AN T T Bk 1) 22 20 AR B AR R B 5 7S
AT 1D FT I 1) 22 250 MA il B 13 ) A2 7 00 08 7K A AR 7K SR i o 22 R B B X R
[0025] A BRI 22 2o 4 S B e KRR S - IR BE T 2 AR 1) A2 2 4, S et Ak 2
ARGEFIN T AL S & A AR B —COOH, A il 77 V2 11 B, 4l B L 7= 288 iy s i 2F i
IR, il 243 T Bl e % B B AR B G B , B A IR B 20 VAR e T S R 7T B #L
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U s BT AS R A FH T I8 3 S0 12 k7 6, 450 FH 7 A58 G 000 S AR AR, A ) 7 92 v 208 TR A L BRI L 7]
(] s A M O HE S A REAS, 3@ T 38 /KA R K SR o v 22 R i B8 1 I3 R 38 AR SRR AT
Tt 2 o AN R IH ) 22 250 2 4 S 7 22 20 RS D R HE B A E .

B [=135¢ BA

[0026] |17y 2 RO~ 470 S it 2 1
[0027] 208 Z Ao LR IZ R IR BRAE I
[0028] B304 % A SR IR IREIE K
[0029] &40 2 R R)FEEL T SAbRAE T 2k .

BREHEST

[0030] "I [ 25 A L A4 I St 91 ok 3 — 0 B IR AR R B o BB i, 3 e S e 461 T U B AR
R T AS A PR il A B I S e

[0031]  sEjita i1« 22 KM 3 ) B ik

[0032] ﬁg}m:

[0033] 1 .FRELS.4gl¥1,2,4- =% M (0.12mol) ,18. 4gTo/KIRERER , WO B RSB L
50ml B , ISR T A1 P28 BB IR 2 N60°C, s iy, #515.67ml (0. 12mol) () 1-5UH
R £ 30min—1h2 P B BT A , 4k 2 b 3h, 1 /2 ik I 45 I R 5a 4, Ih I AR 1)
ERAFNCREE IEC =11,

[0034] 2. s W44 % HE 3N 35 €8V BRI | 8 [T A U » 0 2 MU (RN S — TR EC R A 5 T
T (B2 B RN =) o sk 26ml T4 [ AT e i R R Bem b, 789 il Ja
A, BN 25 K MR R IR, BN , 8 50, A8 8 B T SE A A A BN S WU S,
100m1 FIE toAc P HEERIK , BIN - R 3, #85min, ## & 10min, B2, 55 12 e T4
7T50m1 K 5 BN 2380 2 > F50m 1 (KIE toAc e P I, BIN 2 VR =) » BB JZ - B AR L= 4
RAET =AM, INTEKNazS04 T4 .

[0035] 3. = IR R AR RN R R BEIR T, FHE toAc i T2 K NaaSOa g IK 5 E T o F 7= )
S B KNG s IEC AR STAER A CHE T B RO A, TEEA
[RIUTE o

[0036] ﬁgj%&

[0037] 1 B ERIR A R M43, 38g (20mmo 1) YT 10m1 [ 5 7K DMFHT , #REX 0 . 5gNaHiZ
T 10m1 o /KDME A, % 11 €27 4 ) DME V0 V0 7 N BINaHIF I DMEVE Y (30min) , i $:3h, 7K
WA H115min,

[0038] 2. FRHL3.4316g (20mmol) 4-HHIEG AR A T 10ml (¥ oK DMEVA R, FF 385 1 4T
S B T2 7K DMFVA VRS N30 74 20 Na ) DME R o, S I8 IR R sh & 3 4 o 1 2 (i v I 5
SE, I R & R RN IR R IEC fi =111,

[0039]  3./1300ml/KT e Bifhk &, #2450, & B, W9 VA TRAEN RO IE
=1 LR R A RS B ATE M, W H 45 57 LR, R 450 (TLC % %
R, BICHFUNE ) FEDLIE H NG S R EE (Z910mD) , IR 25 AR, 50 B 15 B O b 44
ULVE -
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[0040] 59%3:

[0041] 1. BUBIR2M972470.923 (3.046mmo1) FINaBHs (185mg, 4. 89mmol) ¥4 T-40m1 1) B iz
IR CRE2. 5ho  E SR I R N, I R B R RN AR R IEE ke =111,
[0042]  2./n5mlf¥) 7K, 50E toAc R U™ M TG 7K Nao S04 18, i+, R BE 45 - (&7
TNE VAR, ACHAHD)

[0043] 59534:

[0044] | FREUE B3I =210, 4458, 7E45°CIKIB T, IR /NE 2 IR E 2 VAR .5 24 &
IR /U , LI Th 58 o [ B 29 4h 8 J2 E0 18 v I 44 I 7, b 2 ) 368 J8 P 37 M 21
Ll IECE=6:4,

[0045] 2 Jx NI VR FH Fh 8 O Sk SRR ARER 22 D00 , F G BE PPt UCER VA VR, YPH-9 (M N
NaHCO3 1) -EtoAciZ V4R, Y& & I VAR . EtoAc R L, BET o FHHEFINaC] FEIR 2R HY , g4
AR HET ORI E NA0°C, 5 5160) ARG ZE BIE LS B, BRI AN R L ER
IEC e =614, Y08, 137710 . 1605g .

[0046] L ER5.

[0047] 1 EUPIRAR SN =41 . 2mmo 1 (328mg) , fi15m1 CH2CHe « 3mmo1 (300mg) ] - FREF .
2mmol (278 F) = 2% . EIRPEFE IR N, 1 J2 vk W 45 SR, P RE I Bl R N 4 1R
LR A =173,

[0048] 2./ FEEL (EtoAc 50ml+30ml¥fl FINHACL) , NS ZK NaoSO« -4, jig T . J2 fh i v
BT, AR SR e R EE =9 LW, 157 )49 150mg

[0049]  SEifif4]2 : 22 50~ B IR ) 25 5

[0050] 3 st 491 1 20 BRO 1 P WD 48 i B L PR A 1 AN Bl I e L A% W LR a0, 1 A
B A R -

[0051]  1H NMR (500MHz ,CD30D) 68.55 (s,1H) ,7.85 (s, 1H) ,7.40 (d,J=8.4Hz,2H) ,7.01
(d,J=8.4Hz,2H) ,4.86-4.80 (m,1H) ,3.66 (s,1H) ,3.51 (d,J=1.1Hz,1H) ,3.20 (ddd, J=
20.2,13.8,7.9Hz,2H) ,2.67-2.60 (m,4H) ,0.69 (s,9H) .

[0052]  13C NMR (126MHz,CD30D) §176.30 (s) ,172.71 (s) ,150.33 (s) ,145.33(s) ,138.59
(s),134.23(s) ,130.33(s) ,121.08(s) ,78.81 (s) ,64.39(s) ,41.26 (s) ,36.06 (s) ,32.29
(s),29.97(s) ,26.29(s) .

[0053]  SEjifaf5i]3 : 22 R4 Ji

[0054]  [A]0. 09mmo | iy 38 3% FT 5 flig 7 22 208 W~ 450 S5 R N0 . 6m 1 [ G 7K DMF , VR &) i 5 I
0. 1mmo1f¥JDCCHN0. Immo1 FINHSYE APt Jit b FR BRI A, S bk I N A )i 5 B8 /0 5 UTTE ,
T30 00 =0 43 B I BUAS [ 1) 284k 2 VR R » BTk 38044 85 11 BSA, OVALKLH
S, B i R 1 R 2 BN IR R SR 2% MR BN RR SR 22 v, Fr R B B R S
HAMEERE15-60 LA ARSI PR S &8 5+ FE AR RS G, ’
NS R B E b, 48 ] LomMIK) pHT . 2K PBSZE #HiR T4 CiEMT3-5 K , (S BRI R , 42 %%
AR TE , 2 R B IR S A AR R R o R BT e BRIV VR BB A R A =
PBSH: Bl Img /m1

[0055]  sijifa 54 - i I35 il 4%

[0056] % Img/m1[{] 2 ZG M —KLHAE Ay 5 38 Jii -5 SR AR I o IR A VR & P FLAL , B IR g
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HIB R 58 A5, LA G Sl F 96 ER AN 58 4 Ve 70, A ) B 10 22 15 R R/ BR S e — K, 3 =Kk
G i /) B MR SR I e 00 AL 75 285 AT AA 457 7 P

[0057] St ol5 « HLiE RN R oAt e VA

[0058]  Kf 1mg/m1 1) 2 R M —OVA LD AR I AT HI B 12 £ 2 VUM BE 5 3 (9 1 80U » NN 396 41
BEARAR T 37 CAA 3/ N, R 22 S ot it i AR ARV (PBS TR 574370 1 % [ I 2040
W) # Ji » B FL AN B0u L , AR S BB AR I FL S B, B 5 I N e A5 ot A B VR
MR @ RN LIS , 37 CI30minm, BEAE , EHINASE ST RS DU AL30min, Y
BEbR —JUa » I 54T OPDER TMBIR) JI A 2% 1k 451 0min , TR AR CAS INODAEL -

[0059] A5 WY BL 2 20 —OVAPRE A 4 iR, 2 250 —K LIy S % Jd i 3R A3 ) AL 75 » P 4
NERIBELTSARRE th 22 a0 4P , #1 F 8N 786ng /m1 o

(00601 DA _b=5%of AR 5 Y ) LA S HtE () BEAT 17 R A i34, AHHL SR AR 1], AR B IR AR
il T LA BRI R B AR SE ] o 0 T A GRS AN G S 5 AR AR AR e B BEAT ) S5 [ A R
B A AR A AR S ) YW 22 o o DRI S A i 85 AR B F e e R 0 L o A ) 259 55 A2 4 T
T, 8 R30S AE AN PR YRR A

10
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