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Tab. 1 Physical constants and elemental analysis of compounds 3a~ 3k

\/\0/

oG

Flemental analysis( Caled) %%

Compound R Formula mp/C Yield M c H
3a 4-Cl Ci5 Hy; C10, 81~ 82 40 70. 01( 69. 57) 4. 49(4. 25
3b 3NO2 Cis Hu NO4 140~ 142 38 66. 70( 66. 91) 4. 23(4. 09
3¢ 2-C1 Cis Hu Cl02 95~ 97 30 69. 34(69. 57) 4. 51(4. 25
3 3l Cis Hu Cl02 88 90 32 69. 73(69. 57) 4. 58(4. 25
3e 4-0CH Ci6 Hia O3 84~ 86 21 75. 24(75. 59) 5. 47(5. 51)
3f 4-CHs Ci6His O, 62~ 64 32 80. 52(80. 67) 6. 05(5. 89
3 2-F Cis Hy FO, - 30 74. 61(74. 38) 4. 73(4. 54
3h 4-F Cis Hy FO, 79~ 81 37 74. 15(74. 38) 4. 81(4. 54
3 4-0CH, Ph (G2 His O3 105~ 107 43 80. 35(80. 00) 5. 76(5. 45)
3j 4-0CH, Ph-pCl (G2 Hi7 C103 96~ 98 42 72. 57(72. 36) 4. 33(4. 65
3k 2-Cl-6-F Cis Ho C1FO, 94 96 21 65. 34(65. 05) 3. 54(3. 61)

Yields were based on chromatography. All compounds are yellow crystals.
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Tab. 2

'"HNMR and MS data of compounds 3a~ 3k

Compd. THNM R(VV, CDCl3, TMS)

M S(m Iz % )

3 2. 62 3.20(m,2H, CHy), 5. 36(dd, 1H, CH, 3J53=
8. 25 Hz), 6. 88~ 7.88(m, 8H, CoHy+ CoHy)

3h 3. 6 4.21(m,2H, CHy), 6 53(dd, 1H, CH, 3J53=
8 25 Hz),8 O~ 9.38(m, 8H, Cs Hs+ CoHa)

3c 2 60~ 3.06(m,2H, CH2),5 76(dd, L H, CH. 3J2,3=
8. 25 Hz), 6. 89~ 7.89(m, 8H, CoHy+ CoHy)

3d 2 69~ 3.04(m,2H, CH2), 5 31(dd, I H, CH, *J2.3=
8 25 Hz), 6. 82~ 7.82(m, 8H, CsHs+ CoHi)

3e 2. 61~ 3.24(m,2H, CH),3.80(s,3H, OCHs), 5. 34
(dd, 1H, CH,3J,3= 8 25 Hz), 6. 82~ 7. 80( m, 8H,

Cs H Cs Hy)

3f 2. 28(s,3H, CH), 2 64 3. 22(m, 2H, CH2), 5. 34
(dd, 1H, CH,3J,3= 8 25 Hz), 6. 86~ 7. 88( m, 8H,
Gs H+ (s Hi)

2 69~ 3.20(m,2H, CH,),5 71(dd, 1H, CH,3J, 3=

8 25 Hz), 6. 86- 7.88(m, 8H, CsHy+ CoHy)

3h 259~ 3.22(m,2H, CH,), 5. 36(dd, 1H, CH, 3J, 3=
825 Hz), 6 86~ 7.88(m, 8H, Cs Hat CsHa)

3 2 60~ 3.22(m, 2H, CHy), 5. 25(s, 2H, CHy), 5. 34
(dd, 1H, CH,%J,3= 8.25 Hz), 6. 86~ 7. 87(m, 13H,
G Hr G Ht G H)

3 2. 60~ 3.22(m, 2H, CHy), 5. 03(s, 2H, CHy), 5. 34
(dd, 1H, CH,3J2.5= 8.25 Hz), 6. 84 7. 86(m, I12H,
Cs H+ Cs Ht+ coHy)

3k 2 60~ 3.08(m,2H, CH2), 5 96(dd, 1 H, CH, *J2.3=

8 25 Hz), 6. 86- 7.89(m, 7TH, CsHy+ G Ha)

o

258( M+ , 72 1), 257(M* — 1,69. 66), 147(36. 34), 138(34. 58),
120( 100) , 103(24. 57), 92(73. 35), 63(56. 53), 39( 6. 23)

269( M+ , 30. 37), 268(M* — 1, 15. 76), 147(36. 60), 120( 100), 92
(55. 15),77(13. 25), 64( 12. 22), 39( 3. 20)

258(M* , 12 67), 257(M* — 1,22. 49),223(100), 121( 41. 04),
120(96. 52), 103 (43. 75),92(90. 59) , 77 (32 42), 51( 20. 46) , 39
(13. 20)

258(M* , 69. 0), 257(M* — 1,52 98), 147(70. 86), 138( 14. 21),
121(37. 00), 120( 100), 103 (29. 94), 92( 90. 67), 64(44.06) , 39
(15. 46)

254( M+ , 85. 10), 253(M* — 1,66. 00), 147(5. 12), 134( 100), 120
(28. 54),92(83. 38), 77(21.96) , 63(59. 25) , 39( 16. 04)

238 (M- , 2 17), 223( 4. 70), 147(45. 14), 120(44. 23), 118
(100), 92(75. 09), 77( 15. 34) , 63(43. 65), 39( 19. 81)

242( M, 70. 98), 241(M* — 1,55 99),222(35. 22), 147(47. 53),
121(48. 43), 120( 100) , 92( 89. 35) , 63(29. 95), 39( 12 06)
242( M ,20.87),241(M* — 1,20 39), 120(25. 87), 92(23. 33),
86(60. 93), 84(91. 77), 43(30.99) , 31( 100)

330( M, 42 64), 197(5. 62), 120( 8. 43), 92( 35. 00) , 91( 100) , 65
(26. 59), 63(8. 76), 45(13. 67), 31(26. 29)

364( M- , 14. 68), 127(40.47), 125(100), 120( 3. 56),92( 11.07),
89(16. 18),65(9. 00), 63( 11. 10), 39(5. 69)

276( M, 35.62),275(M* — 1,7. 09), 241(81. 43), 147(26. 63),
121(38. 45), 120( 100) , 92( 82. 27) , 64(31. 28)
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2.2 , , B
(Rhizoctonia solani). (Fusarium 3b B
oxysporum » ( Physalospora , . 3 3 ,
piricola ) (Fusarium gramineum ) 1 )
(Cercospora beticola) 5 , ,
3. B (OCH:Ph
) ) Ham mett - 0.23, OCHPhp-
3b 3¢ 3h 3j , Cl  Hammett 0),

3b 3j 50tg/L

3 3a- 3k ( Jo )
Tab. 3 Fungicidal activity of compounds 3a~ 3k( Inhibition rate, % )

Compd. c/(*g° L™ ') Rhizoctonia solani  Fusarium oxysporum Physalospora piriola Fusarium gramineum Cercospora beticola

3a 50 58 17 58 40 12
10 32 8 13 12 15
1 0 0 0 0 0
3b 50 100 100 100 100 100
10 100 100 100 100 100
1 100 100 100 100 100
3c 50 - - - 100 100
10 24 8 58 60 35
1 - - - 19 19
i 50 40 0 0 12
10 52 0 0 16
1 - - - 0
3e 50 - - - 0
10 0 25 0 0 65
1 0 0 0 0 0
3f 50 - - - 24 31
10 0 8 0 0 0
1 0 0 0 0 0
3g 50 58 40 46 8 23
10 30 17 0 0 0
1 0 13 0 0 0
3h 50 100 100 75 72 73
10 68 25 54 32 2
1 0 48 0 0 0
3 50 0 29 0 0 0
10 60 0 0 0 0
1 - - 0 0 0
3j 50 100 100 100 100 100
10 60 0 58 60 0
1 - - - 0 0
3k 50 - - - 0 0
10 0 0 0 0 0
1 0 17 17 0 0

* No data. Inhibition rate= [(D.— Ds) /ID.X 100/ ,D: colony diameter of the contrast; Ds colony diameter of the sample.
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Syntheses and Fugicidal Activity of Flavanone
Derivatives with Substitution in B Cycle

DING Yu', YANG Guang—Fuaﬁ
(“ Institute of Organic Synthesis,Central China Normal University, Wuhan 430079
*State Key Laboratory of Elemental Organic Chemistry ,N ankai University, Tianjin)

Abstract In order to study the relationship between the fungicidal activity and the substituents on
B—cycle of flavanone derivatives, a series of flavanone derivatives containing various subtituents on
B—cycle were designed and synthesized starting from 2-hydroxylacetophenone. The structures of all
compounds synthesized were confirmed by spectroscopic methods and microanalyses. Preliminary
bioassays indicated that some compounds e. g. 3b, 3e, 3h and 3j showed excellent fungicidal activities
against Rhizoctonia solani, Fusarium oxysporum , Physalospora piricola, Fusarium gramineum and
Cerwspora betiwla at the dosage of 50 ¢/1. Preliminary structure-activity relationship analysis
indicated that the hydrophobicity and electronic effect of the substituents on B cycle have important
effect on the fungicidal activity.
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