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2.53(dt, 1H), 2.35(dt, 1H#), 2.15-1.50(m, 5H),
1.47(s, 3H), 1.45(s, 3H), 1.06(s, 3H), 0.82(s,

3H) e
S BI6-8 K & -16-Ffd B - KE-(7-BBEFAHEL (X
ARSI

-8 B RET - HIG-“HREE-17T- BESTE
ZA (1057 » 4B EH ) R CH2Cle (250 JF) B » B15%
FEBIMANNCH2C12 (200 2 H) d2Miu- ABEHEFH
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B (m-CPBA- 64% > 4.2 % - 15. 58 B H ) K B 31 B b &8
AR AW MM (200 A ) 1k » bLAEFI A NalHCOa (
200 B ) ME > XL B CH2Cl2 (200 %/ ) 2 B o ¥ i
(MgS0.) »r BREBRBER I ENYI16-B F & -16-5
o EE-17T-HESAEZA(RL21) o *H NMR (300
MHz, CDCls) 8 8.0-7.29(m, 11H), 6.80(d, 1H),
6.70(d, 1H), 6.31(d, 1H), 4.90(d, 1H), 3.68(d,
i), 3.41(d, tH), 3.14(t, 1H), 3.07 (s, 3H),
2.82(de, 1#), 2.80-2.65(m, 2H), 2.16(dt, 1H),
2.05-1.1(m, 4H), 1.47(s, 3H), 1.43(s, 3H),
0.96(s, 3H), 0.83(s, 3H) o
B R IG- K & -15,16-FF-17- W H F 0 FHFARK22)
HEMI-MEE -16-T M EFXFEZ-1T-FEFSTITEEAN(
21 11% ) BEE (250 ZJ) #ERAISD > B HEE
WO RLGEFTRY B A T BN (300 BA) KM o B M EtOAc #
B (300 A) « HFHEZE (MeS0.) MBI MUER
106 H A 16-R X & -15,16-% & -17-0 & 5 o & = 3
(& 22} o FAB-MS 598 (M=+H): HRMS M/Z (M~+H,
CaalasNa0sS + Hi), calec. 598.2376, obsd.
598.2387. *H NMR (300 MHz, CDClas) 8.18(s, 1H),
7.55-7.45(m, 2H), 7.29-7.45(m, 3H), 6.83(d, 1K),
6.70(d, 1H), 8.34(d, 1H), 5.92(dt, 1H), 4.91(d,
IH), 3.87(q, 2H), 3.30(dd, 1K), 3.21(t, 1H),
3.08(s, 3H), 2.80{(d, 1H), 2.35{(dd, 1H), 2.10(d,
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1H), 2.03(dd, 1H), 1.78(dd., 1H), 1.46(s, 3H),
1.44(s, 3H), 1.11(s, 3H), 0.88(s, 3H) o
&R 16-Z M OH K E-15,16-2 W -17-W EHFAT /= AR

3
BHHBMI-MEE-15,16-28-17T-FE BT HEZA(RK
220 10.6% ) BRI ®HK (300 BHA) » E-78C TEMH
MmA K CH2012 (125 &EH ) # Zn-CPBA (64% - 2.87 ) o
REmM@EHMAORARBER (300 FA) 1 I 08 MDA
BR8N (300 BF) > A E FERRAEER (300 BHAH) o
HHEBEM® (MeS0s) ~ BB E BB T ERI3IEHEK16-
B E R -15,16-E 8 -17T-HERBTHEEAL (KX 23) o M
NMR (300 MHz, CDCi2)7.75-7.3(m, 5H), 6.81{(s, 1H),
6.75-6.6(n, 2H), 6.31(d, 1K), 4.90(d, 1H),
3.78-3.58(m, 2H), 3.22(t, 1H), 2.98(s, 3H),
2.88-2.45(m, 2H), 2.12-1.55(m, 5H), 1.46(s, 3H},
1.44(s, 3H), 1.12(s, 3H), 0.88(s, 3H) e
G lba - BE-15.16-FE % -17-8 K T H 2= A(H %a) 8

( oo 0 e P B FROR 36 )

16-E5 fR ¥ H -19,16-FH W -17-W A& Falm=p (R 23)

HEMMIG-EMER-I5,16-EHB-17T-WEBTEEA
(# 23 137 ) W HeOHAK B & (10/1 300 H) In A=
| O (15%A) - BERO.S MK RERSGHWELAZEE
o AR EE (450 BA) o B M CHC1F I (5008
) o G (MgS0.) » WU BWE > BIOBBEN (1307

30% NWE /ChaClo @ EEM) I EE 14 -BHE-15- 16-

-168-
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ZE-17-B A HEEA(H%ar 3.6 » 50% E EH 16-0 &
E-17"T-REBITAEAF) 20E8HM

WA 6. & M 14a ¥ 8 -N(1) -9 #2 0 8 3 B 5 o] 3% & 4 (R
29)

mAAEH (70T ABS50% W BE) WE1Ida - BEFA
BEASIE ) HI BAFERNERBIAEEREFT  BHEE
=@ OTRELD MF O BOoOBEROKRHMEMNAKER (3 A
) BR_EHEKE (3 4) M- 98 > EAXAEML-EHHRR
W (3 &) c BEWEFHRNYNABEELGH - E® - X
HZEZTER - BREYDEVERLEONEBLAETEF - M
SEHE S HFRERAERIda -EE-N(1)-05 15 K E
BEBTESANSET) < HRKS (FAB) M/Z [M+H1{E 3t

CaaHa2NaO- +H: 807.3132: B H#E : 607.3153 o
W7 G 1ba A MEKETES ) (R 26)

o -BAEKTBEN (0BR) BRZB/ -AFE (
$ B2 BA) o BWRLEBE (SOMF) - SZE (
50M ) RA-ZFEBME (208%) BE o B A YER
I BANEEHE  BZREBETREIENR - BH
B RS MEMAKER (3 8F) ROETE (3 BH)
TMoNE KEU-HHEEER (3 BA) - Bo WA
REBRYRAMBEGEY  BRERETER - BEWEW
R CA MR ARAES - M2 555 M@,/ BT HEART
A H A -2 M A EBTHA (308E) o 0 NNR (300
MHz, CDC1=z)8.70(s, NH), 6.80(d, J=8.1 Hz, Ca-H),
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6.68(d, J=8.1 Hz, Cs-H), 6.37(d, J=7.7 Hz,
Caa-tt), 5.44(t, J=2.5 Hz, Ci1a-H), 4.82{(d, J=7.7
Hz, Cas-H), 3.75(d, J=11.8 Hz, 1 C.=-H}, 3.12(s,
3, N-Me), 3.04(t, J=10.2 Hz, Ca20-H), 2.6-2.8(a,
2H), 2.5-2.1(m, 3H}, 2.16(s, 3H, 0-Z M@ & ),
2.0-1.5(n, 4H), 1.44(s, 6}, Cz+-H & Cza-H),

1.12(s, 3H), 0.88(s, 3H) -~

MMa -BEEJFIRZA(IIEBER) FRIBE /" ZEFHE (
QB BA) P BERIUNZIMZERER (30R/H
) BEHE - BaePAEER/RTMREL A - BRERWE  BEDE
WEAR LITREAEN > MOITEE T HEREME TE
Mldoa -~ ZEBREBREHFEZERTTERA (258 %) o 'H
NMR (300 MEz, CDCls) 8.80(br, 1H, NH), 7.50(s,
NH), 6.80(d, J=8.1 Hz, Ca-H), 6.68(d, J=8.1 Hz,
Co-H), 8.37(d, J=7.7 Hz, Cza-H), 5.42(t, J=2.5
Hz, Cia-H), 4.92(d, J=7.7 Hz, Czs-H), 4.24(a, 24,
J=7.1 Hz, 0-CH=2)}, 3.72(d, J=11.8 Hz, 1 Ci=2-H),
3.13(s, 3H, N-Me), 3.08(t, J=10.2Hz, Czo-H),
2.6-2.8(n, 2H), 2.5-2.1(Cmn, 5H), 2.0-1.5(m, 5H),
1.44(s, 6%, C27-H & C=2s-H), 1.28(t, 34, J=7.1 Hz,
0CH2-CHa), 1.12(s, 3H)., 0.88(s, 3H) o
B &R 14 - B HE-RO)-Z B A &= AGL28)

B AW (NMBREZS0OXMEME) MEI4a -BEETRH
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EAMOER) BRI BABANERKRBZIBRS - BEREE
BT HRHEL E BNEY (SO0RA) - BEWEEZERT
MEED K BoEMRIHMEMNKER (3 2H) K2
FHEE (3 FBH) o8 KEMNZEFRZEFNR (3 %
F) o BRAMWENDHRHRMELER B EEZTER -
BEYWEWERLODEBLNER  MoYER / _&EERRE
B oo ERlda - EE-RNON-2BERSTHBEA (108 X))
o *H NKR (300 MHz, CDCla) & 6.88(g, J=8.1 Hz, Ca
-1 & Cs-H), 6.37{(d, J=7.7 Hz, Cza-H), 4.09(br,
Cia-H), 4.86(d, J=7.7 Hz, Cas-#), 3.23(d, J=11.3
Hz, 1 Ci2-H), 3.11(s, 3H, N-Me), 3.0-1.5(m, 12H),
2.861(s, 3, N-Z8HE), 1.44 & 1.48(2s, 6H, Cazv-H
&% Can-H)., 1.08{s, 3H), 0.82(s, 3H) o
HHI10. A W 1da-0-(10-+ —H) 5ol FEA(FX29)
Mo -REBTESAN (3387 ) BHRIHE/ 8B KE (
4 B /2 ZBF) «c BEMI0- + —HEEHE (408 )
S (A0 A ) MA4A-Z FHMIE (183 T) B - B &
VWERIGINE BAAEZZER K22 RKEMNERK
BE®R (3 BBF) R_DEHK (3 2H) F 58 KEM
MRERFEFR (3 BF) - BeHEZERYRKMEK L R
- E® T EEZETTER  BREULAEAVERLOHEELE

hil

[

Mo MSkEE S EFRE®E O TEMRI4a -0-(10-+ —

ME) BAT®EA(7 5% ) o *H NMHR (300 MHz, CDCla)
8 8.42(s, NH), 6.80(d, J=8.1 Hz, Ca-H), 6.68(d,
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J=8.1 Hz, Cs-H), 6.35(d., J=7.7 Hz, Cza-H),

5.78 (m, 1H), 5.44(br, Cia-H), 4.89-5.0{(m, 3H),
3.74(d, J=11.8 Hz, 1 Ci=2-H), 3.12(s, 3H, N-Me),
3.05(t, J=10.2 Hz, Czo-H), 2.6-2.8(m, 2H),
2.9-1.2¢m, 28H), 1.44(s, 6H, Cz--H & C=2a-H),
1.11(s, 3H), 0.82(s, 3H#) -

= H 11 B4 R R 148 -2 i B ROl & R A 30)

4-FEBSAEaEA (200F% » 0.4% B H ) THF (5%
FY) E-78T TEE MIBEEER (1N 4.0 B
4 BEHE) RTHF 2 ARBRE - SR 2B EME-78C F
M2 [ CMEBEEEER BETETHTRE2 K o
K OB I 10% NaaCOa (3 WA ) Wik o 18 &9 2 CH2Cl2 (
30F ) RS - bR R B E fb SN OB & - % M (MeS0a)
BEm - BEOESHEER (6:4 2% « WEW) TER
4o ~-RE-148 -ZH EBTBEEAN (1208 % » 60% >
Re=0.45) -+ Z F1 & [E #8 o 'H NMR (300MHz, CDCla)d
7.86(s, NH)}, 6.78 & 6.67(d, J=8.1 Hz, Ca-H &
Co-H), 6.32(d, J=7.7 lz, Cae-H), 6.58(dd, J=17.4,
10.9 Hz, 1H, Z 8 %), 5.43(d, J=17.4 Hz, 1K, Z #
#£), 5.18(d, J=10.9 Hz, 1H, & %), 4.89(d,
J=7.7 Hz, Cas-H), 3.7(br. 1H), 3.11(s, 3H, N-Me),
2.95(t, 14, Czo-H), 2.8-1.5(m, 12H), 1.44(s, 6H,
Czz-H & Coa-#). 1.08(s, 3H), 0.82(s, 3H). MS
(FAB) M/Z [M+H):520
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E@'}lz.%ﬁﬁlf&a-ﬂ—ﬂ.ﬁﬁ_{&%&ﬁ_f
HaEs (A3

FoAL MW (50 M50k S A M) MEI4a -BEETHE
BA (2% R ) MIBAHEARKHER W Z2AER  -BEEER
THME] A® BHNEE (30A) - BEEBEEZHT R
B3 I BOEMROISBEENAKRER (3 B2F) R
Mg (3 BH) ¥ 408 KBU-"HER (3 BH) R
e BEMERYIHRMELLER - 58 HAEAZERO
BT ERLETUNBAEFR > MEYFRE . ZHHERE
BT AERI4a -0-BEHRERE-N(D-BTEHREREST
Wmoeta (17F® %) o 'H NMR (300 MHz, CDCla) &

[@r]

. 84(g, J=8.1 Uz, Ca-H & Cs-H), 6.410d, 1=7.7 Hz,

Fant

Coa-H), 3.8-3.2(m, 17H), 2.98(s, 3H, N-Me},
3.0-1.5(n, 13H), 1.45(s, BH, Car-H & Cas-H),
1.41(s, 3H, Cia-Me), 1.18(s, 3H), 0.83(s, 3H) e
B 13 M 4o -BHE-148 -HERAHEAN-FEY
i - BEBSTHEAN (308 7E) BHCHC012 (3 &F ) M
0 M- ERBEEFXPTH (2028 %) BRE - ES5 ¥R
o5 I E®R > FBoEMNYEERERMAKBER (10BF) K
—R AR (20FA) F oM KEBMUZHER (L0FF
) R o BAMEDNYINRESELER  SERBLEEOIC Z
HEzxE FTES WMWK (30A) BE > TRENEER
Bhaew  EEME (208 %) o *H NMR (300 MHz,

N

-173-

AR A AR T RATAR (CNS ) AL ( 210X 297 % )

(25 3985 W B N B R 3 )

———

ﬁu\.
SRS ———————————e eV

—————— M ——




PP R R H O B S e s

AT

410227 B7

A~ BB (171)

CDz0D) & 6.91 & 6.70(d, J=8.1 Hz, Ca-# & Cs-H),
6.36(d, J=7.7 Hz, Cza-H)}, 4.91(d, J=7.7 Hz,
Cas~H), 4.08 & 3.76(AB a, J=12.9 Hz, 2H, Ci=z2-H),
3.5-3.1(m, 4H), 3.12(s, 3H, N-MHe), 2.8-1.6(n,

THY., 1.46 & 1.44(2s, 6H, C2--H & C=2a-H), 1.50(s,
3, Cra-Me), 1.20(s, 3H), 0.93(s, 3H) e

B 4. & R14a - BH-148 - B & -NQI-Z B E H A 82
A (5033)

AW (S50BBW 2505 2 HME) MET4a -FFHE-148
- FHBOEZA(2ER) RIBARAEE KRS ZF K
B BB EEMTMMED K > FHEME (50A) &
e EERTHREY D B9 E ROV M E W K EBE (
3 ®HA) R _HEK (3 FH) Fc B oME KEN
THER (3 BA) EW o BEMERDEMIMLKEKER L
M - L HTEFER BEMEVWERLTDHNENXER
» WBLH B —HHIRAER TERlI4a -BE-148- H
E-NQ)-ZzHMEBFSTESA (208&%) o *H 8MR (300
MHz, CDCls) & 6.88(q, J=8.1 Hz, Ca-H & Cs-H),

6.37(d, J=7.7 Hz, Cza-K), 4.86(d, J=7.7 Hz,
Cas-H), 3.68(d, 1 Ci=2-H), 3.11(s, 3H, N-He),
2.9-2.7(n, 2K), 2.61(s, 3H, N-Z M%), 2.5-1.5(n,
10H), '1.47 & 1.46(2s, 6H, Cav-H & C2a-H), 1.50(s,
3H, Cia-Me), 1.08(s. 3H), 0.82(s, 3H) =

NHE 4o - B E-1ba -H & -17-8 K
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14 - BHE-15,16-ZH-17-8 & Kol # 2= A(&K %a > 300
BW) BTHFQ2E A ) 2B R > MEEFELR (34 1.0
240 BB) EERMPEE ERZESHERL.5 b
- BrANMZZEgG  KREWNEBAOMAGSE (3 2H) FLE
c B EMMUCHCl= (30ZF ) BE » MBEMNMOHELGHEER
B - BRI (MeS04) LB - BEVERYBEER (1:20
MeOH: Z R HEK) I EHlda -BHE-15a - HHERFTIAHEE
A (90E & » 30%) R B B E & o *H NMR (300 HHz,
CDCla) 3 7.90(s, NH), 6.80 & 6.70(d, J=8.1 Hz,
Ca-H & Cs-H), 6.32(d, J=7.7 Hz, C=za-H), 4.89(d,
J=7.7 Hz, Ceo-H), 4.36(br, 1H, Cia-H), 3.74(br,
20, Ca2-H), 3.20(¢t, 1H, Ca20-H), 3.06(s, 34,
N-Me), 2.78 & 2.10(d, 2H, J=15.8 Hz, Cio-H),
2.5-1.8{(m, S5H), 1.46 & 1.44(2s, 6H, Cz--H &
Cza-H), 1.13(d, 3H, Cis-Me), 1.12(s, 3H), 0.88(s,
3H) e

AN BREBELED TARE BN - FEEXHNHE - Ho
CTT o B #E (0.4 % - 0.002 BH) BTHF = - @&
ANFEHE (1.4 ¢ BH » 0013 EH) - ERZEBE G
BEYWMEISSY  BUMUl4a B E-15,16-5&-17T-8 &5
HE=A(KL9ar 0.5 » 0.001 EE ) BTHF(I12ZE A ) 0
CTEHERIE  RHItgBzHER BEHOEBEBESY N
BT m b (2% ) F ik > B R EtOAC(30E A ) # W o
HBENYEHR (HeS0a) » BB ERBUEREXEDE
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D s (4 BRR 0 4% NeOH/CH2Cla) T % R & W
(0.23% » 44%) 2 5 & & #8 o
B R4 - HE-15a -HAEEFIATHEEAL (KIS
4o ~-BEHE-15a -FE-17T-BEFJEFA (V08 5 »
0.18FBEH ) BHRTHF (108 #) » BROCZHHlE=F
mEsY (12 » 0188 A ) BHE - EEWEIC T #l &
2 W B IMMeOR (0.4 & A ) » L HMBETD MNIF - BIE
MAZE  BRERYEZXHEEFHN (30:70 A : —®HHFE
) MAERI4a - B E-150-HEFERMEFA(208K) EHF
# o *H NMR (300 MHz, CDCls) & 8.39(s, NK), 6.79 &

I
I
I
|
I
|
|
|
I
I
I
I
I
I

( o P 2 - B 8 56 )

6.70(d, J=8.1 Hz, Ca-H & Cs-H), 6.36(d, J=7.7 Hz,
Cza-H), 4.91(d, J=7.7 Hz, C=z2s-H), 3.81(br, 1},
Cia-H), 3.67(d, 1H, J=11.7 Hz, Ciz-tt), 2.03(¢t,

IH, Cao-H), 3.11(s, 3H, N-Me), 2.68 & 1.86(d, 2H,
J=15.7 Hz, Cio-H), 2.7-1.2(n, 8H), 1.44(2s, 6H,
Cav-H & C2a-H), 1.02(d, 3H, J=6.8 Hz, Cis-Me),
1.11(s, 3H), 0.85(s, 3KH). HRMS (FAB} M/Z [M+H1{& 3t
fE C2oHz7NaOs+H: 508.2811; W M (& : 508.2840¢

BB 14,17- "B B -15a - FEEUE=ZN (X 36)

ERERE (400A) B EXKCH2C12 (5 BH) ZBHEK + M
-78T ZDMSO0 (450 A ) BRE - Be&®E-7T8TC T MRl
N e BEBMMAlde -B & -15a - FHE-17-8H £ 57 E
FA(27F %) FiCH2C12 (2B HA) Z BB - REESY T
T8 THM2202 o M=ol (0.3 8A) EREBESY
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£ ERHH (174)

S HMSEMBEEE - BHEWHERI0% Nazl0a (
10@ A ) RCH2C12 (10%A) 2 M o & MIE %M (MeS04)
L EW o BEMEZHEBER (1:20, MelH: CHaClz) M
BRI IT-TEHEBTBEEAERE - 80%) % E B EE o
EY ZEBYBHNMR LERESEBBALE o HRMS (FAB)
M/7 [M+R)}{& 5f CoalsiKaOo+H: 506.2291; W i & :
506.2280 o
W 4o B H-1408 -F & -150 -8 % -17- 6 £ 5§ 5
A(RIT)

14,17- 2 & -150 - £ 5 T HFA (258 % > 0.05 %
HH) MCHoClo (5 BF) E-73C ZB®& H UFEHL

B3 0.2 BFA - 0.8 BEH) NEt20f-787T 2B K
RHE AR z2ESWE-T8C THRHEIS B o K B
10% Na=COz (8 @) Ik - & &YW UUCH2012 (102 HA )
o> WM (MeS0.) R M - BHYERHEBER (1:25
MeOH : CH2Clz) A E R 1da - BE-148 -F & -15a -F &
SFlT-BE R ATEREAISE R » 62X) A E B EHM o "1 NMR (
300 MHz, CbCls) & 8.13(s, 1H), 6.78(d, 1H),
6.70(d, 1H}, 6.33(d, 1H), 4.91(d, 1H), 3.75(q,
2H), 3.16(t, 1H), 3.05(s, 3H), 2.78(d, 1H),
2.68-2.57(m, 1H), 2.42-2.0(n, 6H), 1.64(s, 3H),
1.45(s, 3H), 1.44(s, 3H), 1.11(s, 3H), 1.04(d,
3H), 0.92(d, 3H) e

HEH16. M 14a - FH-148 -HE- 15 -HEFHAFEA
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There are disclosed lde-hydroxymarcfortine derivatives of the natural products

infections of anirnals and plants. The synthetic derivatives are of Formula I-
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marcfortine A;, B, C. and D useful in the treatment and prevention of helminth and arthropod
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