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OH

(5) AL EMI6 I K520 TR (4) Fr AL 5551, 4- 8T Ke L ZMOHJ BAS AL &4
6; H FFMOH NaOH , T iR AL 5 P06 1) £5 4 X -

O'P\?;‘Br H

Hdr MANa';

(6) B ZHATAEWIN A B KD IR (5) IS AL &6 5 BUK R L, 13 B MR = AT AR s H
o, BT IR B N ARG 2 , FL A5 ON -

CoHig~ -Ra

l
Ry=CgH;7

3 MR AR AR B SR 2 i 8 (1) 5 AR AT AE I 2% 7 v, AR AE T P BR (1) 19 B AR A
TEN AEE TR MG T8 G RERE AL e 2B, 2 G MA CRRET, Wi T
P E25-35min, I N E 18-24h i3 IR S WA, ¥R & WA B B BN VKoK, 78 20 Btk
HOR A, ShIEAFE RA [ R A F SR B I A, TIN5 %6 BB IR S BN/ L, 5 I T 1
F£45-60min, F5 MR REE A HLZ , B HLZ R BRI 2 45 6 4B , B /48B4
FE AT JZ AT, DA STk — 20 R £ s A e It ) b A7 10 B, B A ik 5 2 FR B AR AR EE R
152 TEF RIS 50 43, [RIWSCi 751 501 FH T B 465 s, 154 S 425

Hr a1 S CERE ) EE/REE 91:8-1:10.

4 R BRI EE SR 2 BT I 1 B AR 2= AT AE W 1) 4% T v, HURFAEAE T 2P 3R (2) 1 B AR A

TEN:
a. FA IR A BE 1) 1l 2% 0 IR e SN-SAR T Ik WP e e 85 S A g iR
—RE;

b KB B (1) Fr 3 AL S 28 i+ — & B I 5 N5 L%, SR T 4 S B AR 2
RO P R 2 0°C L A s ML AR 2 g i S IR — "R IR ) Y 29 T I e BR i, s
10-12h, 155 S S 45 A 5 1) B SR 28 FFOIIAN K S 28 Ja A F S0P Joe A B WA B ke, T
IKBRIR AT 1oRA5 B 513

5. MR IEBUM ZERAPIIA K S R ZATAE W) 1) 26 7 1%, AP AEAE T« 20 BRal AR T i -
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B NS5 R S I8 W AR IR, P73 A R R — S T 1) R ORI R

6 . MR A BRI B SR 2 i 8 1Y) 5 AR Z AT AR I il 2% 7 v, AR AE T P BR (3) Iy AR HAE
TEN KPR (2) A AL A 43 R BV f , IDNG %6 #0808k , fEE SR N & f2-3 /M,
I TLORE I e BLHERE , 157 I L4555 I 98, WO AR DB, RT3 BT iR AL A 4.

7 AR AEBRN B SR 2 B I8 1) 5 AR AT AR I il 2% 7 v, AR AE T P BR (4) 1 B AR A
TEN:

WP BR (3) I3 &4 T, 2 JE AN ZUK, SBIEFE3 -4/, 457 18 OB,
SR NER R T 4 5 T 7R P 7K A S PRS2 b g A B2, 3ot 308, 8 VR sk R 3k 4, 13- B AL B 05

8. MR A BRI B R 2 B 8 (1Y) 3 AR Z AT AR I bl 2% D7 v, AR AE T D3R (5) 1 AR H A
T332 FNaOHE T I B, IIANTG/K £ BE , 7£85-90°C T 13/ 30-45min ZEMOHA fif , 2 J&
NGB B (4) T304k &405, kB2 [m i 2-3Sh EAL A W5 fR , e B B INNT, 4- R T e, 4k
SR[AI S S 10-12h, fF SONE 25 3R, ek (RTS8 771, 1510 2 EEu Tl 4ok R, VR 80 € ] 44 A
FH W I E s it TR 31 B Bk KR & 46
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[0001] A BAPE Je—AhBAT R AP AV E R S AR R AT A B FL 45 D50 A SR

BEEEA

[0002] EIRELEZFEASGRHHEYE S (Pueraria Lobata Willd.) ohwi) B¢ H & (X FR
¥ %5) (Pueraria thomsonii Benth) 4R $EUH) —Fh s R A2 2 N7, 47 -5
J—8—B-D—H %) ¥ 7 B, 73 N Caitlao09, 73 F E2416. 38, CAS 5 482373-94-3 A N AR
IR AT A AT R Ak 22 G5 0 A s e RN 2 B P o B AR A 1 9K et R sl Ak R i i
VB H, [F) Iy ELAT % A A G S oS8 Ak s o s 0 78 FH o SR, B9 AR 2R 707K VA R P 31, 1%
MR B REMR 1 58 MR 25 1458 FH DA Bon) Lk AT SR R R IR P 25 BE L 25 30T 9 3 9 TE B AR 2R 1
2380 9T T THD , R 22 AN 9 LA O i I A2 95 7 T ) A P T X e g 7 T PR A e L2

RAAE

[0003] 7R H H BUAE T-H it —Fhv& 5 ik Bl 5 AR R AP /KR I 5 38 MR ACR— Y
AR B B RIS R B AR R AT SR % A L N

[0004] A BAH B HIE U0 T EORTT S5CBL: — R AR R AT, Hai LT

HO
HO
MO_1i_O
[0005] P
oM B
R, B
Oqﬁ-@ 2

00061, MNa BRK FH (5 — s AR A CoCuaff LRI EL R AR A CsC 1ol )
MEHER L.

0007 FFREY B KR AT LI 14 ik, T LR DA A5 R

[0008] (1) LA PI2H & H KoL 2 L VAT L o T 15 2, RTS8 225 e
P S D2 RIS 519

[0009]

[0010] () & WI3H £ AR HE 25 B (1) BRI AL 02, 72— R PR Z RO 6T, 5 50
TR IR AL A3, S I A 30 SRR
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OAc
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4 H
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S BENEEY AW
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[0016] (5 LA 6HA 2k 45 A5 08 (4) BRI AL 4405 15 1, 4- 38 T bl JMOHR R A6
4916 H O 9 Na OHERKOH e} [ —Fi, i 25 106110 250 50

O’{/\k Br

[0018]  (6) EARAATEMINI G B KB IR (5) PRSI 51065 — RIS RN, 15 B R =
Higey/ R

(00191 BT ¥ s AR AR RTA I L T, A2 M 48 v T g FFHIE 5 S0 25 ) (4 S P
[0020] B2 BUAHARM & AR PRI S AL T 1 AR H — RIS REATEDH
A R I G HIES T F350 2R AATE YR N B B 4 (K AR 1, BB AR 47
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FIXCERA M. 2 Z W IREATEY) BAT R I IPUMRRCR SR 30 L 2 B AR R AT
X i e 240 6 45 gt 200 5 e 4L e 4 DL K S (He la) 450 BAT R i R 00 1A
H, B He LaZb it 404 FHOC A 538 T WAZ B AR SR ATAE ) T AR IS I i 2440 3.
A W 1) 2 B AR R AT AE WY 1) 46 T R T R, B B AR R RTAE N 5 K

BiEiE
[0021] "N [HI45E & St A A B A A AT PR UL -
[0022]  —FEREAATEY), KA h

[0023]
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o*‘iriqé ?
[0024] e ,MJyNa BYK B —Ff s BTk RN Cs—Cro B 1 AN B B Be 2L 5 BT iR R2 9 Cs—Cral 1Y
M E B
[0025] Pk B AR RATAEDIM $15 T, e AU N P IR
[0026] (1) tb &2 G 1 ML SV LA AR T IERE H , B 5 L BRI I NS4 A 42 s Horp
WAV S5EY2 - HA -

[0027]

OH OAc

1 .
(0028 (2) 1A P36 2 e 25 B (1) B4R A 22, 16— ST 2GR 1 P 5 S5 500%
R = RS 3, Ferh AL A 3t ARy

AcO

OAc

[0030]  (3) tb 5 WA & 1 - K520 B (2) PR IAL &3 5Pd/CL oA L 13 AL 594, o4k
EE/LGNERL AFWAE
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[0032]  (4) (b &EWISHI AL K20 TR (3) FrfS L A4 52 K1EH , 5L &95, ik &
VISR R A
HO
HO
[0033] ~p-©

OH

(00341 (5) f A6 A - A5 A5 0 () A0 AL 905 51, 4- 38 T LA JRMOH S A1k
4906 3 PMOHA9NaOHBRKOH ) — i, 7 e 061 5 52 A

O'P‘i Br

[0036]  (6) ERAATEMINI G B KD IR (5) PRSI 51065 — RIS, 15 B R =
Higesty/ R
[0037] BTk W AR A AT AN & Bt Lo F
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CH3CH,OH

[0038]

Y1: Ri=Rp=CgHyg;
Y2: R1=CgH19,R2=CgH17;
Y3: Ry=CgH19,Ro=C1oHas;
Ya: Ri=Rp=CgH17,
Y5: Ri=Rp=C1oHp1;
Yg: R1=Ro=C12Has;

[0039]  Fieb 2B UR (1) B BARERAE 71N AR SR NN T8 S5 it e , {6541
SEAVEAR , 2 5 I BRI, % iR T 3t hE25-35min, 256 N E 18- 24h RS WA, IR &)
AGAS BV BIN VKK, 78 70 B, B H R B[] 44, €453 [ 44 A , 4 [ 4R A FH — U Be v A »
N5 % BT R S AN K TR, iR T 9 E45-60min, MR - BOE I EE A HLIE , B HLZ
JE W 75 281 A 44B , [ AABL RE IR AT JE T, LA K- 1R S BRAE e B FRIgE AT B R
WS AT K 5 IR CRRAARRR L 15 - TNl 3843, [lUSC s 57, PR FH A A =2 485 i 1946 &
Y2,

[0040] b, b &1 LFREFIEE/REE AT:8-1:10,

[0041]  JBER (2) () BARIAE TR

[0042]  a. AR E AR — FHE R 4% 4 BB — N lE SN-FUR T W % ) R A3 & AR
B IR — TR

[0043] bR PER (D) BRI &2 T & b, I = R I3 2%, 88 5 B s i
R R IIR B R B 0°C , A2 IR M AR R A i 0 ST B e — T 1 B RV, e R e, =R
PLHE10-12h, R |45 G 5 1] JOBEAR Z AN K, 98 5 1) = S0 e 35 5, T A 6 7Kk
B, LK RN T 1815 2513

[0044] B RRalM AR TTIE N W IR IR — I8 TR0 H RIS AR ), IOAN-SART Bt
1, BARY N AR R 3-5/N OSSR S, 1 U8 AR BEV , 1049 Ik A B R —
Bis o
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[0045]  JDU% (3) B BARERAE TV K20 08 (2) Fr 3R & 403 F VA A » NN %6 48 B
FESSINE N 2-3/NF, R FTLCA Wl e BEEAR , 1 [ B4t RS i 8 WO R DB, R4S B
A4

[0046]  JDUE (4) W B ARERAE 558 K 5 U8R (3) Fr iR Ak &4 T H B, Z JE IMAE
K BRI HE 34 /NI A5 1F BT 48 5 7 YRR A 44 5 [T A FH 7K 5 A » B 5 2 ) i A 22
T 98, SRR R I 45 , 15 B4k S5

[0047] L% (5) () BARERAE 79508 MO E T S S, IR\ TE/K Z.18% , #£85-90°C R [A]
L 30-45min Z=MOHVE R , 2 Ja M IR (4) TS AL & 495 , 4k 2Rl 2-3Sh B AL B VST AR , ¥
EHINL, A= R T8, 4k 2L B3 [ 10— 120, 43 52 .45 55, Uk BT IS0 T 351, 45 e 3 6 ]
PR A , 3% T8 EEu [ (oK AR R FH P B 2R 485 0 , T8 3 1 i AR B 906

[0048]  JLUE (6) W EARERAE TV K D08 (5) Fr S L &6 B T N+, It AN TE/K 2
fi , 7£85-90°C N [FI A #:30-45min, 2 J& FE M BUE , 4k 22 Bl ) v 20-24h , oA UG S5 4k
BN EE IR L L 1-1 .5 43 SO 45 TR, ¥4 20, el 1 (R UAg 20185 28 1, 75 0 3 0 [T 440 oK, s
205 TR C AR AR P RE I AR JE AT 43 B 3 4, LA - FR BEAE e i 7], ¥ R0 5 FR BE I
EFRLEAR R 950 1.40:1.30:1.20: 1,10 18 1T BE BuI e AT 6 B e it e 2 407 5 P B
PR EE N8 : L (1 350 JE 38 0 » VAT 1A 0l Bt 30 4 28 il s o 2 0 ot 771 J 43 ¥k 3 Cu [ ok A, B Ry
Frid HIR R ATED

[0049] "I [ 45 A St A9 %of A i BH 14D 5 BH PR 254 B AN S50 o

[0050]  sjitifs]— : Ak S 6 A ik -

[0051] (1) fb & W21t il 4% -

[0052]  7E50gtb &AW1 N1 J5 ML E 300mL , (AL AW L 5E &V R, Z G N TR
B 100g, & 3 N 4E30min, =il Tl E 24h R S YA, B IR S WIAZIS BN VKK, 7847
EFE BT R [ A, e 75 [ AR A, 5 [ A A P — &0 FF B v A N5 %6 I BRBR L AN /K T
AR N PEE60min, FA IR S ORI A HLZ , A ALZ JE B R 2, 75 B 44B , [#
PRBETE AT JE T, DAAT IR 2 B SR AE e i AR A7 16 B2, 4 IR i 5 2R 2 e ) 4
FRECAKRIR 45 :1.35:1.30: 1.25: 1,15 TSR Wi e 04T 16 B2 et IS AR A ThBE 5 4. 1R £ 18
PRFREE 16 LIS (5 8 43 » [T AT 7], 70 FH PR 2 285 ot A2 (20)

[0053] i, kA 4200 'H NMREE 59 'H NMR (CDC13, 8, ppm) 8.20 (d, 1H, J=9.5Hz) ,7.57
(d,2H,J=8.5Hz) ,7.17(d,2H,8.5Hz) ,7.01 (d,1H,8.5Hz) ,5.40 (m,3H) ,5.35 (m, 1H) ,4.37
(dd,1H,J=12.5Hz,3.5Hz) ,4.21 (dd, 1H,J=12.5Hz,2Hz) ,3.99 (m, 1H) ,2.32 (s, 3H) ,2.14
(s,3H) ,2.09(s,3H) ,2.02(s,3H) ,1.67 (s,3H) .

[0054]  (2) b & W30l £

[0055]  a. SAR VAR — TG 1 il 4 - K5 AR — T8 (160g,0.610mol) FH500mL -4 H
VR IR )G AE B INAN-EAR T B Z (115¢,0.861mol) , BAMRY N I FE4/N , 2 )5
b8 USCER YR, B 75 SR B R — R e 1 HR 2RV, SRR — Rl i R B B
TTFE RN

[0056]  b.¥:B88 (1) Fr3 804k &92 (60g,95. 76mmol) AR T-600mL — 5 F ke, I A — 5
P2 (22.0g,0.169mmol) , 94 JEb [ AR 2 1035 BE % 210 °C , £ OB AR & 91 i N8 OmL A
BRaFr 13 SR BEER Sl R B RS, N e R S IR 12h, TLCRE I e B HEFE , £+

10
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LS G 7] S SR Z A I 7K 500mL , 28 J5 A FH Z &UH b (300mL X 3) ZEHY, 1 Al R K
Ve, KB BRN T 15453 2116 543 (60. 2g) »
[0057]  (3) f& 4t il % : HUE 3% (2) FrfS 4k 543 (55g,61.93mmol) FH500mL FH 7
fil, IINB % 4R (2. 7g) , E/SI0E T EAL2/INS, TLOKS M e 87 584 o ok i, SR T, B 754K,
AR BT A S AR R BRI BT NP RO
[0058]  (4) f& W5 R il 2% « A 20 U (3) BT A3 AL & W41 H BV v AN 50mL &K, Z i
P AN HPLCAS I 5 7~ OB 56 4 o 458 1 S S, K s 2R sl I R 448 [ 47k FH 100mL /K 5 it BH
B A HR AR EE , 398 SRR IR 4E 153 B A5 (31g) -
[0059]  (5) fb &6 #1145 - ¥ NaOH (1.7g,42.5mmol) B T NI, In AT 7K 800mL 2, i
7E£90°C R [H1ii 30min = NaOHIE ff , 2 J5 I IR (4) Fr 8 AL G405 (4.96g, 10mmol) , 4k 5[]
WM2-3hBWA WS, BB BN, 4- R T 4 (2.591g, 12mmol) , 4k £E[RI¥ Je b 12h, £§
NG5 SRS ol [TV 7R 5 4595 B € R AR R, vk € [ Aok oRORI) P R I B 48 L TR AT
2 H B RIREE6 .
[0060]  fh&WI6H'H NMRZE 5 'H NMR (D20,8 , ppm) 8.34 (d, 1H,J=11.0Hz) ,8.25(d, 1H,
J=7.7THz) ,7.73(d,2H,J=7.8Hz) ,7.44 (d,2H,6.52Hz) ,6.97 (d,1H,6.5Hz) ,4.54 (d,1H) ,
4.14 (t,1H) ,4.07-4.11 (m,3H) ,3.69 (M, 1H) ,3.44-3.47 (M, 3H) ,3.23-3.24 (m,2H) ,1.88-
2.16 (m,4H) ,1.81-1.84 (m,4H) .NaOHH 7] DL FHKOHR & AX
[0061]  Sijit 5] — « iU () 5 i«

RI“N'R2

|
NS .L,‘:[:A \\. R.= i ;/\,;, \‘\>\\/, 4 \O

[0062] ﬁﬁﬁﬂﬂﬁﬂ’]?nﬁﬁﬁ.A:Ri:C :;Richoﬁ;;ﬂﬂﬁzlﬁzaﬁﬁﬁ?ﬁ%i’]ﬁL’MHH’JE%

Z;: Ri=Ry=CgH, 5;

Zs3 R1=R2='C1DH21;

Zg: Ri=Ry=C;,Hys;
HARUE 71\ Z2CA ] 7338 8 B 9k 1 K Bl U , T Tl B2 o4 65, DRI M RUIZ Z1 < Zo DA R Z3 ER
A IR B R BN R o He At U I 74 75 Z6 M E 2540 SR F B TR A J A B

[0063]  BUIZZ1Z2LA S Zsthll 25 BB 26N -

CoHyg c
H R.
CHygBre, HN  RpBr 9719 N2
CH;NH —
3772 ethanol | |

[0064] 7 Z]: R2:CQH19;

Zz: R2:CsH17;
Z3 Ry=CyoHy;

[0065]  a. fLEWITHIA AL :

[0066]  7F Sz 8 A N 50mL Y e /K VA9 < 1 2mL IR AR IE 42 A % 20mL 2, |, 5 I8 4 #E45min
J&i » W S LR K ek (B 250t B 1 FR G U0 2R, 5 007 2R B 1S 1A MLAE FH VS /K B R
BN, e 25, TR B WO N Rk, 45 B09R B A R B AR R A P A BT 5
208 B [RGB AAR B AT Rk A 2, A & b 5 SRR AR AR EE 35 TR & 187G
JiE» ) FH TLCHC £ RMLART S8 2 A WU 0 ot 3R A2 , e Mo & o U W SO I ot AT e 7%, 19 0 R
PR AT -

11
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[0067]  ALAWITIHIH NMREE 5 - 'H NMR (400MHz ,CDC13) 6:3.69 (s, 1H,-NH) ,2.61 (t,2H, ]
=6.801Hz,-CHz—) ,1.53 (m,2H,-NCH2CH2-) ,1.26 (m, 12H,- (CHz) 6-) ,0.87 (t,J=6.80Hz,
3H,~CHs) , Ak & MITHIEST-MS m/z 158.20 (M+H) .

[0068] b AL Z: ¥ il % :

[00691  7£ s NI IO . 02mo 1 (AL A7 0. 02mo 1 11 954K 1E T %5 Coll1oBr \NaOH (0. 8¢ ,
0.02mol) LA J& £ B , IRl Fi #:5h , 2 Jo B [ v H), /K Bedie bk 25 ToHL 2R, /K e 33k , K e it
PR K E R ST 2B & A HUM A WU I KBTI, i 28, 15 20 s o R AR
Jo R AR P b BURE 2 o KEL P S BURE 20 Ze R FSATE ST 5 ) P S e e i, ) TLCHE 5 AT S
RS TN B BEAR , el 45 AS R ISCER R it WCBEAT e 25, 49 TC E RS AR B AUIR 21

[0070]  RUKZZ1A'H NMREE 54 : 'H NMR (400MHZ,CDC13) 6:2.33 (t,J=7.6Hz,4H, ~CHo-N-
CHz-) ,2.22 (s, 3H,N-CHs) ,1.47 (m,4H,2 X -NCH2CHz-) , 1.27 (m,24H,2 X~ (CHz) 6-) ,0.88 (t,]
=7.2Hz,6H,2X~CHs) , BUKZIEST-MS m/z 284.34 (M+H) "

[0071] ¢ ARUKZZ2 1) il 4 - UK Zo ) 1) 2% 77 ¥ 5 Rk 70 1) i) 2% 75 AR TR] , A0Ks JEORHRARIE
HECoH10Br 25 4 BRI AR IE 2 HECsHi7Br o UK Zaff) 'H NMRZE 5y : 'H NMR (400MHZ,CDC13) §:2.33
(m,4H, -CHy~N-CHz-) ,2.23 (s, 3H,N-CHz) ,1.48 (m, 4H, 2 X -NCH2CHz-) ,1.29 (m, 22H, -
(CH2) 5=, (CH2) 6) ,0.90 (m, 6H,2 X ~CHs) , UK Z2EST-MS m/z 270.37 (M+H) *.

[0072]  d.RUKEZ3 ) il 26 « UK Zs ) 1) 2% 77 ¥k 5 Rk 70 1) ) 2% 7 AR TR] , AUK JFORHRARIE
FCotioBr & 4 IR AR IEZE St CroHaiBr o BUKEZ I 'H NMRSS 579 : 'H NMR (400MHz ,CDC15) 8:2. 32
(t,J=7.6Hz,4H,-CH2-N-CHz-) ,2.22 (s, 3H,N-CHs) ,1.47 (m,4H,2 X -NCH2CHz-) ,1.28 (m,
26H,~ (CHz) 6=~ (CHz) 7-) ,0.89 (t,J=6.8Hz,6H,2 X ~CHs) , KL Z3[FJEST-MS m/z 298.39 (M+
H".

[0073] St ffi] = : WAL R ATV G R

[0074]  HXO.250mmol St {5 — L 48 (5) h Fr i3 AL &6 & T [ M, IIA500mL TG 7K &
B, 7E90°C N Bl i $E45min, 22 Ji& F IINO . 252mmo 1 SE it 451 — BT 15 F UKL 7.1 , 4k 452 [ 3 e
24h, 1R LA AT, ¥ Al Yol s (AW 2% 28, 4995 3 00 [T 40K R, e 22008 B 1 [ Ao R A
FRE AL E AT 73 I 1R 4, AT —F AR e i 71, 42 IR G075 W I AR AR L AR V9500 1
40:1.30:1.20:1.10: 18 THYPEBNTFF BEAT 86 FE Be il , U S 505 15 FR AR AR EE D8 - TN R 3
It 350 73, WA PR 5 5t 78 4 U ok 25 R I 79 D 458 B £ Aok R, RN PITiR B AR SR AT B
YVio Zl T, WA R ATV AEAK R f B2 29 79353mg /mL o

[0075]  BSAR AT HH NUREE BN -

[0076]  'H NMR (D20,8,ppm) :8.44 (d,1H,J=11.0Hz) ,8.35(d, 1H,J="7.7Hz) ,7.63 (d,2H,]
=7.8Hz) ,7.51(d,2H,6.52Hz) ,6.98 (d,1H,6.5Hz) ,4.54 (d,1H) ,4.14 (t,2H) ,3.65-4.07
(m,10H) ,3.47 (m,6H,~CHo-N-CHz-) ,3.34 (s, 3H,N-CHs) ,1.88-1.74 (m,8H,3 X -N-CHo—CHz~, -
0-CHe~CHyz-) ,1.43-1.26 (m,24H,2 X~ (CHz) -) ,0.89 (t,J=6.8Hz,6H,2 X ~CHs) .

(00771 S DY - B AR B AT AWV 200 & i B AR R AT AEVIV 1 ) 2% 5 ik 5 E R R AT AEYIN
iy it £ 7V AR IR, UK AUIZ 708 e 9 S0 — TS IR RUKZ 220 Z R T, B AR R ATV 1EK
Hh (R P2 240 9 365mg /mL o B AR R AT A=Y 'H NMRSS SRy -

[0078]  'H NMR (D20,6,ppm) :8.42(d,1H,J=11.0Hz) ,8.34 (d, 1H,J=7.7Hz) ,7.61 (d,2H,]
=7.8Hz) ,7.49(d,2H,6.52Hz) ,7.01 (d,1H,6.5Hz) ,4.52(d,1H) ,4.13 (t,2H) ,3.63-4.11
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(m, 10H) ,3.47 (m,6H,-CHz-N-CHz-) ,3.34 (s, 3H,N-CHs) ,1.83-1.76 (m,8H, 3 X -N-CHz~CHz~, -
0-CH2—CHz-) ,1.42-1.31 (m,22H, - (CH) 5—,~ (CH2) 6-) ,0.90 (t, J=6.8Hz,6H,2 X -CH3)
(00791 St ) 11« B AR B AT AWV & - B AR R AT AEYIV B ) 25 5k 5 E IR R AT AEYIN
1l 25 D7 VERRIR] , DO R Z 8 oy St ) — P S AU Zs o 5530 T, B AR AT AV EK
Hh (AR P 240 937 2mg /Lo B AR AT AV 'H NMRSS SRy -

[0080]  'H NMR (D20,6,ppm) :8.31(d,1H,J=11.0Hz) ,8.35(d,1H,J=7.7Hz) ,7.59(d,2H, ]
=7.8Hz) ,7.50(d,2H,6.52Hz) ,6.99 (d,1H,6.5Hz) ,4.51 (d, 1H) ,4.12 (t,2H) ,3.58-4.03
(m, 10H) ,3.47 (m,6H,-CHz-N-CHz-) ,3.34 (s, 3H,N-CHs) ,1.86-1.80 (m,8H, 3 X -N-CHz~CHz~, -
0-CHz~CHz—) ,1.41-1.27 (m, 26H, - (CHz) 7—,~ (CH2) 6-) ,0.89 (t,J=6.8Hz,6H,2 X ~CH3)
(00811 St B /N « B AR B AT AWV & - B AR R AT AEVIVH )25 75k 5 E R R AT AV
4 1) 25 7 VE AR A BUIR Z0 8 e B 24 ST, BR AT AR AE KR VA R 20N
389mg/mL .

[0082]  BSARFEATAMIYAMIH NUREE BNy -

[0083]  'H NMR (D20,6,ppm) :8.41(d,1H,J=11.0Hz) ,8.33(d,1H,J=7.7Hz) ,7.60 (d,2H, ]
=7.8Hz) ,7.52(d,2H,6.52Hz) ,7.02(d,1H,6.5Hz) ,4.55(d, 1H) ,4.13 (t,2H) ,3.66-4.08
(m, 10H) ,3.45 (m,6H,-CHz-N-CHz-) ,3.31 (s, 3H,N-CHs) ,1.83-1.76 (m,8H, 3 X -N-CHz-CHz~, -
0-CHe~CHz-) ,1.41-1.32 (m,20H, 2 X~ (CHz) 5-) ,0.90 (t,J=6.8Hz,6H,2 X ~CHs) .

[0084]  SEjiti -1 - B AR B AT AWV 0 & - B AR R ATAEVIVs 1 ) 2% Tk 5 E IR R AT AEYIN
il £ 7 V2 AR TR K UL 20 & e B Zs o SR T, B AR R ATAE Y TE/K R S R 20°R
362mg/mL . F R RATAEDIYs00'H NUREE SR -

[0085]  'H NMR (D20,6,ppm) :8.42(d,1H,J=11.0Hz) ,8.34 (d,1H,J=7.7Hz) ,7.61(d,2H, ]
=7.8Hz) ,7.49(d,2H,6.52Hz) ,7.01 (d,1H,6.5Hz) ,4.52 (d, 1H) ,4.13 (t,2H) ,3.63-4.11
(m, 10H) ,3.47 (m,6H,-CHz-N-CHz-) ,3.31 (s, 3H,N-CHs) ,1.83-1.78 (m,8H, 3 X -N-CHz-CHz~, -
0-CHa—CH2—) ,1.43-1.30 (m, 28H,2 X~ (CH2) ) ,0.89 (t,J=6.8Hz,6H,2X—CHs) .

(00861 it 5] )\ - B AR B AT AW Yol & - E AR R ATAEYIVe I ] 25 T 5 5 E R R AT AEYIN
il £ 7 V2 AR TR K UL 20 B e DU Ze o SR T, BAR R ATAE Y TE/K HF IS R L 20°R
356mg/mL . E R KATAEDI6l) ' H NUREE SR -

[0087]  'H NMR (D20,6,ppm) :8.41(d,1H,J=11.0Hz) ,8.35(d,1H,J=7.7Hz) ,7.59 (d,2H, ]
=7.8Hz) ,7.51(d,2H,6.52Hz) ,7.01(d,1H,6.5Hz) ,4.53 (d, 1H) ,4.14 (t,2H) ,3.62-4.08
(m, 10H) ,3.47 (m,6H,~CHz-N-CHz-) ,3.33 (s, 3H,N-CHs) , 1.82-1.78 (m,8H, 3 X ~N-CHz—CHz—, —
0-CHz—CH2-) ,1.42-1.31 (m,36H, 2 X~ (CHz) 9-) ,0.89 (t,J=6.8Hz,6H,2 X ~CHs) o St 5] /1. -
BARFAT YA S0 S P I -

[0088] g B MR KRATAEYI 167 HAE IR EGY), 1B F- 505 2GR B, I 20 ol i B AN T
IR EEAF 2

[0089]  Hfilies 40 AR HA46 \ FF 6 4 i He pG2 . N\ &; £545 41 i He 1a A1 1F & 40 EHELF , 4 3 2% &
VAR X 10°4/ml, B 96 FLAK , FEFL100u1 , E37°C 5% CO 55 F- 4 H 15 77 24h;

[0090] &K IHMIREFREL IS ZGH, BEFL100RT , 35S A 0 I AT R AL, R ise
3NE AL ZYE HABK G, 3t & 2585 7 5, TREAL A I TC LI . TC M 41164055 77 £ 100u
1, FEANAMTTIA W 10u] , 4k 4205 & 4h, 28 1155 9% 5
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[0091] /N FFE96FLIRFLIN EiE TR, B FLIIA1001] DMSO, #%% L 0min, fEEGARAX F T
570nmi 4 Ab I 5 25 FLYCHR IS (ODAE) , T 53 200 i F) 38 0 1) 5 P R (%) = (1- A 24
(RJOD-F- S5148 <+ 2% [ X6 FRZH R ODF- 34 48) X 100% , 1 FHSPSS13 . 0% 44 %t Bl i3k AT 40 3, F 1t
SRR A B - B R P T CoofEL - 25 AR TR

[0092] &1 AT Jim i 200 Ff AT I 5 40 B A 3% 14 (1Cs0, umol /L)

[0093] BRE | Yo Ys Y4 Ys Yo
JitiJed 41 o HA 46 >90 8.18 5.33 7.78 9.37 9.23 9.10
JiF9e 41 o He pG2 >90 7.76 5.13 6.32 8.35 7.71 8.11
NEFUE4NfHela |>90 6.53 4.42 6.11 7.12 6.98 6.03
1B A B HELF >90 30.15 |30.01 |28.14 |32.33 |29.13 |31.17

[0094] s 45 SRR B, B AR AT A Y 16 220 S s HE KT il o 4 L HA46 R ZH I He pG2 N
T A M He Laf) DU 1, e rh B AR Z AT AE MDY 06 N8 2507 At i He 1a B A 56 25 (1 4 14
FH S o v v B A 0 b R AR B HL X IR 40 MU HELF 253 MR 50y , ] DAAE VB AE 1) B g 24
.
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