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[0101] R, = H;R, = H ;Ar, = p~HO-m—Me0-C,H,

[0102] R = Ar,

[0103]  Ar, = p—HO-CH, ;R, = Me ;Ar, = 1,3- It AR LM ekt -5-

[0104]  Ar, = p—m—OCH,0-C,H, ;R, = Me ;Ar, = 1, 3- ZKJF 54 }jz}?* ~5-

[0105] AR J1—TJ7 1, AR W0 BT Tk e T A4

[ot06]  SEPr b, B T LAR 4 R ATAEY, UL B T BORT AR 2 B AT A 4 5F Rt dE A A
RIITEE N .

[0107] BRI, VR A58 BT it A S B Bk s I FR) 0T AR A4, HEARe AR AR T BAT AT -5 BUR) 5K
1 T, P HRER AT & LU AT I A4 -

[0108] R =R,S,JFH

[0109] @ Ar, = 1,3- ZKJF "5 A4 ke -5 % R, = CH, 7F H. R, = CH,, CH,CH,, CH, =

CH-CH,, CH = C—CH,, CHg—CHZ—oco—CHZ, CyH,~CH,

10



CN 101784542 B OB B 6,/26 T

[0110] @ Ar, = p, m—OCH, ;R, = CH, Jf H. R, = CH,CH,

[0111] @ Ar, =m, m’ —OCH, CH, ;:R, = CH, Jf H. R, = CH,CH,

[0112] @ Ar, = 1,3- 2K IF 4 24 3F ke —5- 3 R, = 1F T % R, = CH,, CH,—CH,, CH, =
CH-CH,, CH = CH,, C;H,~CH,, p NO,~C,H,~CH,, CH,CH,0C0O—CH,

[0113] @ Ar, = 1,3- BAREIF S A3 bt —5- 2k iR, =1E T 2& sR, = CH,—CH,

[0114] @ Ar, = m, p OCH,~CH, ;R, =I1F ] % ;R, = CH,CH,

[0115] @ Ar, = 1,3- 2EI 43R e —5- 3k sR, = CH, ;R, = C,H, 5k p—OHC,H,R = R.HN,
FHH

[0116] @ Ar, = 1,3- K If "4 ZeFF ke —5- 3k R, = CH, ;R, = H, CH,— (CH,) ,, CH,~ (CH,) ,,
p COOH-C,H,CH,

[0117] @ Ar, = 1,3- % 3f — % 2% ¥F j% %% -5- %5 iR, = CH,—(CH,), ;R, = CH,~(CH,), 5%,
CH,~ (CH,) ,

[0118] @ Ar, = 1,3 ZEJfF S 2uBF kbt -5- 5 R, = CH, ;R, = CH,—(CH,),

[0119] @ Ar, = p OH, m—OCH,~C,H, ¢ m, p OH-C,H, ;:R, = H;R, = H.

[0120]  JXLEHRAT AP AEILAE R 251 FH o o ) A e B IR — 4

[0121] AR R AGMAEY, KA HTAREM U Fe X (D 4D
[0122] G T T & 10 TCs (BT s, BA E 5 SCRIAL B 40044 1 DYRK LA S50 1) g 2 il
3], BRI AT [ Iy AR A AP 5 1) 245 28 2 T BRI 7 R 22 1B AT M50 IR 7 51, BT al P i e
R IR 2% B LA o i3 R v LR 21 AR SR

[0123]  RIFAKR AR T AT BOF IRT AV SEBR ARk T IX AL T H e Aif3n] B
TEA& Bl 40 Ju A5 2 FrAfF5T DYRKIA 1 Zh e LA A B AT AR IR e s R s SR e A e T
TXIHLLL E B DYRKIA [k B3Rk / 5 W A s I 25 i M i 4

[0124] 472 25, 4 LV TT A 80E A8 FH B0 PR e o 5 0 T e 25 245 7 AR 2% b
A2 IR TEFNEATIR G o

[0125] I, XF T IR 25 24, R 25 4 i A% i I B (gélules) o Fv 71 B A AL ) I
(capsules)  ALF TS XFERIZP R DU BAT A 1 422 100mg W PE LY

[0126] X TR 42 (FRIKA ST LA ), 259 m] S B i s n] T F vt T 2. B2
AL NIRRT LLTE 1 & 50mg W PR/ 2 (R A8 Ak . 1R iF H 25 258 LISRAT 2 16 97 I i
M A A2 100 w M RIBKIE T RT A4 S A e 2K

[0127]  HR¥EH— 510, AR LW KX LD EE ORI T Ik MR AT A= 400 (1)6 1T7 1 o

[0128] X TFVAMIRAIEAE T, ‘B ALFEAE A T2 3 ()0 75 F ot IRl I AT A= 4)

!
SYN rl ’
[0129] /N\{E_/R A R Ry Ary TR E T E .
Rl
) 0

| (3)
[o130]  R¥E—Fh S EMI IR R = RS B3 T AR MRAR RT A B S 7 5 A BB 7
FARERRIERTAEY) 3 5 AR AT 371 RO,
11
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[0131]  RX 3" )
[0132] Hrfr X =Cl.Brak I,

[0133] % e WIEAT A 25 AFARAT Al LIRS LA R R4 4 SRAGIRMERR AT =4 4.
[0134]

H
]
SYN Ar, RZSYN Ar,
N * R2 X N
~ B V4
Ry
’ (0] Rl 0
3) (3) (4)

[0135] AL, H54) 3 M1 37 2 (B S N AE A HLES R, 48 70 22 100°C R AL R 0 H:
80°C HIRIE T, fEDRIER #h A7 A6 AT

[0136] 4 T SRERIMRIG P R, ﬁﬁﬁﬁﬁiﬁ (D) BIRTAS , A I 7 A AR it R AT
A 3 5D IR 771 R,

[0137]  Ar, B(OH), )

[0138] % S NHEAT HISATAEAS T LIRS #6417 15 3I5K 8 WIFTAEDD)

[0139]

. |
| ‘ :
| Sﬁ/N Ar, ArzSYN Vo
N + Ar, B(OH), —> N |
r”~ Ry
1 0 0
@ oo ®

[0140] i AR IO AR XS N FAEA LI — & L J5e S 7 Cu (Ac0), (Hirp Ac = 4T3 ) 17
TEF, Wt 5L 5 B R AR B 45 1 B ROV o

[0141]  BIRAWAE 70-90°C  JUHZ 80°CIUTEE T, BLZ) 300 FL 15 K Ih 2485 50 2 100
A3k, JEHR 60 22 90 43,

[0142]  AR¥E—FrEAEMIS I R = RN KX T KWK Ml fir A= 40 () S5 Jt 77 58, A B 7
ATE

[0143] - &k, DL g SURIBRMER AT A9 4 55 ik 47 RN,

[0144]  R,~NH, @' )

[0145] %[ NV IFAT I 2 (A0 AT AT AR LT R 2k 2 3015 5K 5 IR M fir 447 -

[0146]

12
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R
RzSYN Ar, 3HNYN Axr,
/N\gz/ j. R, _"‘NHZ /N\f/
R
R, 1 o
0]
4@ (4) &)

[0147] - &3, IRPE LR R4 3, BLEJE Mg RIRT A4 3 ik 47 K M.
[0148]

H
I
S<§r,—N r, RBHN\\F,;N Ar,
r Ry—NH, —=
AN AN
R, R,
0 0
(3) @) (5)

[0140]  fLifedth, MRYF KL 3 1Y MLAE T BB A5 AT R REAT o AR 25 F N REAT 3RAE
J7 AR R I BRSBTS o SHAERRB A5 MR, AR R &
VIAE G 3 HUR AN D4 MRS 10 22 100 738,

[0150]  HRIEHELL 3 1Y S NAT I HAE A7) i PP e o A8 S I S A A7 AE R EAT

[0151]  MR¥fs—Fh & AL % I R = R,CONN [y T A BKPEERTAE V) ) S HE T 58, A A Y
JHEAEE T A KR T4 b

[0152]

[0153] 5 FAMMES 5

[0154]  R,COCI B )

[0155] PRI, 1% PEAT I A A 45 mT DAKR IS DL I 2k 4 SEA3 IR MR AT 2E4) 6 -
[0156]

RaHNw{*N r, R,COHN N Arl
= + R4COCl —— wi\%—;/
/N - . /N
R, . R1
0 | o)
) (2) (6)

[0157]  JXLEA A 474 A BB CEE Al BB e 3o
[0158]  SKJiiX LERT A=) 18] FR) S L FA) T 4 A R 5 AE R M T 2240 5 AEAT HLIEE R THE
PR A= L8 RIS (B

13
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[0159]  iZ WA RIMIAEL) 20 & 25°C (IR N T .

[o160] Al rh R = Ar, B9 T (KM AT A4, A% B B0 dG 2K 3 it R AT
WS 7710 SO

[0161]  Ar, B(OH), )

[0162] &% S NIEAT HIARAFAL AT AT LARR SR DU T R 2k 5 3RA3 5K 7 IR 77 A= 4)

[0163]

H
|
SyN AT, ArZYN ALy
' + Ar, B(OH), —>
//N\\QE;:::/ : , , R/’N‘\w§>:::j/ |
R, . 1
0 0
3 (7) @

[0164] iz AT R AE AL TGN Pd (PPhy) , R CuTC (WEWYFRIREA ) A7 4E T, T KATHLA
FIUTEAK THE HPEAT o 12 N AH FIHLAEL) 55 48 65°C 1R T T

[o165]  SERp PR, dehm AT A 3 T 3 2 Bl i AT A4

[0166]

[o167] 53 27 WL HEAT A

[0168]  Ar,—CH = N-alk 2 )

[0169] (¥ [ N3RS, HUAIEWILL B e FF H“alk 743K C3-Ch Ledk, i ARYE LU T %
2 6 T -

[0170]

i O
S
YN SN Ar,
N + Ar—CH = N—alk -—= |
e N
R, 5 R, >

(2) (2) (3
(01711 “F R, 12 S N7 I BUhese 25 A T 13EAT
[0172]  TER M ERE 77 b B RN A NI o A R SR G . 7RIt
JEAAif (WERTREE) oA PR 4 i R IR
[0173]  fEEE A HLERIF, nT LR X L0
[0174]  {ER A S 4R 77 20, K X 2 (e it IR 552X 27 P08 S0 e PR VR D TN A i I
NS, SNSRI, 7R PR IR G ) 2 BN T, SR 5 78 I N 25 R I Pk 52 BB BEIR FE I

14
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AR SN =4 o

[0175]  BIERAHEHELE 70-100°C JUH 2 80°CHHRAE T, LA 80-100 FL BRI A2 90 FL
() B K IR ALHELY 1 /N

[0176] WUz 2 440 df% 27 Ar,—CH = O FIPA i 27 CH,— (CH,) ,~NH, 3575 . 1% &NV A
HIAE T 300 FL IO SR 28 ZE )t 20-80°C W TG 25 % 60°CHIIRE FRT 2 £ 5
G380, JUIZ 3 738h, ARG AE 60-80°C IR N AERFKZY 10 & 30%  JLHE 20 % [ Dh % R ik
1T

[0177] Wi RRTAY) 2 R E L 2008 4R RS Eh e 2h 1

[0178]  CH,0,C—CH,~NH,, HC1 (L
[0179] 5 X Fmis RN 1~

[0180] R-N=C=S )
[o181] AR LA B4 7 W RNV 3RAT -
[0182]

ki
SYN

CH30,C—CH,—NH, ,HCl + R;~N=C =5 —»
A
0

1 W )
[0183] ¥ & [ N A ELHE L AT 1 7F = CHAFAE N, FEV I 40 LB R R R 441 F
s
[0184]  FEIXLEA[A]FHERAE M B B9 (R4 A 40002 8 10, I BRI (R RE N AR & B R DY
[0185] 7%/ B () HL B R A A SR 70 A S B R St 7 38 2 S IR st v 25 ], e AT i
R A BH PR 0K M 4T 2R 20 1) 65 o
[o186]  YESN7RMI, LA A 22 HEFAT AR IR T B 1 A RO IR S 56 25 78 DL SEE6E8 7
“a.
[0187]  #RJ5, E3K 2 55 DYRD1A MRS PRI & A JCIIE 7, 25 Hh ARk BRAL G ) (K A G
T DYRKIA fJLL u M R~ 1C,, {H.

BRLiER R
[o188]  SEEGES A
[0189] F 1
[0190]

15
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AR H RA .
AB(OH); 1,5 4 & AB(OH), 4% # H‘COHNY N A
Pd(Phg)s 6% Cu(AcQ)2 1 4 ¥ N
”{FN_~AF CuTC3& ¥ S hl 2ud N%W4N A RY 3
—— 6
N THF, 80°C 12-28.2 N
R! : 14-18 h. ook RS |
7 23-46% 1-.5h 8 RCOCI 1544
26-49% aN 2
B A E THF 25°C
‘2’24 h. R:l = H
R'aM
50-70% °
H o AdN A 11,58 % R%-NH, 740 % &
COMe R!NaC=S SY & Nep, SYH Ar' KoCOq 0,5% ¥ RQSW,,N Al ma : HN\r,N Ar'
NHp HCI EuN1## N wa avN MeCN arN T N
g U bgen W L0 A
1 2 46hma s 4 6
95-97% 48-59% 20-98% 26-97%
AINH 208 ¥
TBHP 3 % # BEM F
MeOH, 26°C
30-70%
RZX (X=ClBr,}) 1,5 %%
" KsCO30,5 ¥ &
AN, KSR BRXCLEr E & G
MeCN, 60-70°C
14h,
35-70%
[0191] WA
[0192]

BH A
H
COpMe R!-N=C=8 SYN

NHg, HC! EigN14¥ R1'N
1 ‘ 164“;\ daks 2
95-97%

[0193] B AIEME T oW 15mL ZBErP i) 7 ZEER FRERAE R'N = C = S) .7 ZJER
(0. 88g) Z Ik L1 TR £h 1.7 ZBEIR (0. 97mL) = L JE AR ZURE St HE R AR a1 4%
PRI 14 /NI o 78R VA VA EN BRI JS , RS0 e i 28 AR 25 ¥ =&
M i Eh R h 1B 7E SR SRR DT 2Bk . TEAFLBRRE N® 4 B4 B i vE ), I8
FHBEHE 75 R 2R S W 46 TR RN B 74 2. %7 Wt o AEASBEAT HE— P 4 A5 vl R AE
M.
[o194] AL EW 2 [SEIHE -
[0195]  3— AL —2- FiAR — BRIk —4- i (R' = Me)
[0196] Rdt = 95%,mp = 170-172°C . RMN 'H(200MHz, CDCl,, TMS) & :3, 27 (s, 3H, NCH,) ;
4,11(s,2H, —CH,-) ;7,64 (s %& W&, 1H, NH). RMN "C(75MHz, CDCl,, TMS) 8 :27, 6 (NCH,) ;
48, 6 (~CH,~) ;171,6(C = 0) ;185,4(C = S).
[0197] W B ;
[0198]

16
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B_F B

SYH AN,

1 1
Y% eo=c in, R

2 46 hy &R,
46-99%

[o190] R A I v4s 1 3 A 4 4 77 X E%ﬁﬁzﬁﬁﬁ%ﬁﬁlﬁmﬁﬁmﬂ AH 2R N &R
(20mL) 6. 9 ZZEE/RIEM Al 2, SR S5 NN 6. 9 ZEE /R WIRIZETR IS IZ (k) o SR HE SOV TR A
MM S PR RI, JE T AR 60F 254 (Merck) T2 Al IS R NV o 4 g W 45 )
I, K S A A H R B, 2805 I JC/K MgS0, 4. TERFr B AU 38 5 , I8 K%
FE I P 28 R R 2 FHIRISAERR iﬁ/m}#Tlﬂ%aﬁi%%E’J*ﬁ%ﬂ/ﬂWz% AR R/ IBR )
WP A AT, B AT i SR EE 60F 254 Merck) i F & 3E IV FIHEAT
[0200] R FH sk dpe () 38 A #8775 oF 10 S EORUGAEERl 2 R 10 2 E/R (1 & ) M IZ
GO FSENRAEIMARAETE (& = 4em) TB VAT o SR I IZ R N ES 5| NBEH Kt
WHE RS Synthewave 402 (Prolabo F#n,Merck—Eurolab 24 ) kit . BIR-GYAE
80°CF (& (palier)343#h) UL 90 FLIW&H KIIE (Prolabo Tk ) Has 1 /. 7EKE
BIRERE LS, PR ONVIR G e e 2 R a4 . a7/ ekt (1/2) IR GBI
BRBRRDT o (EHHEZIR GG AR AR LB N° 4 egh Bam it ik, AR5 s
T

[0201]  ALEW) 3 (]S

[0202]  (57)-5-(1,3— &3 AR 23Rk —5— W7 AR 3L ) —3— FFOE —2— WA Sk minbk —4— M
(Ar' =1, 3- ZKIF "I ke —5- 35, R = Me) :Rdt =87% . B A, mp = 253-255°C .
RMN 'H(300MHz, DMSO-d;) 6 = 3, 18 (s, 3H, NCH,) :6, 09 (s, 2H, OCH,0) ;6, 54 (s, 1H, C = CH) ;
6,96 (d, 1H, ] = 8, 1Hz,H-5) ;7,27(d, 1H, ] = 8, 1Hz,H-6) ;7,45 (s, 1H,H-2) ;12, 22(s1, 1H,
NH). RMN "°C(75MHz, DMSO-dy) 8 = 27,6 (NCH,) ;102, 1 (OCH,0) ;109, 1(C-5) ;109, 8 (C-2) ;
113,7(C = CH) ;125, 1(C = CH) ;126,9(C-6) ;126,9(C-1) ;148,4(C-4) ;149, 0(C-3) ;
164,6(C = 0) ;179,0(C = S). SMHR, m/z :262, 0409 ( +}5{4 :C,,H,N,0,S :262, 0412).

[0203]

" NH,

Al O Al N~

&4
[0204] (k) & Js I 0 Jig () 388 FH R A 77 3K« 1) A7 9 S R 4 TR ORH 4R R 2 20 25 JBE IR 9T 40
ZPEIR (3. 28mL) A%, ¥ i% I NA JULE Synthewave 402 (P o = 300W, Prolabo i #%,
Merck-Eurolab $£[4] ) T Je N2 - AR DU RS P47 A (76 3 3-8 A 25 22 60°C, 28
JEAE 60 COREF 30 7380, ThE N 20% ) o Frid B I AR 0 70 H25 I e s 2 R A ke 25,
NI RRARDY () BT & T e (omL/ sa7=1)) 3R 5 ¥ 1Z8 WL W MgSo,
T, HIEARE IS R uB VAR T e 28 R AR o
[0205] PV B SE 5]
[0206]  N-[(1,3) - RIS AR bt —5— FE FFEE ]-N- A% (Ar! = 1, 3- KI5 AF
okt —5- 3L )
[0207] Rdt = 97 % . # {4 ¥ & . RMN 'H(200MHz, CDC1,) & :0,90(t,3H, J = 7, 3Hz,

17
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NCH,CH,CH,) ;1,64 (st,2H, ] = 7, 2Hz, NCH,CH,CH,) ;3,47 (t,2H, ] = 6, 9Hz, NCH,CH,CH,) ;
5,90 (s, 2H, OCH,0) ;6,71(d,1H, J = 7,9Hz, H-5) ;7,02(dd, 1H, J = 1,37, 9Hz, H-6) ;
7,37(d, 1H, J = 1, 4Hz, H-2) ;8, 10(s, IH, N = CH). RMN "C(75MHz, CDC1,) 6 :12,2(CH,) ;
24,5 (CH,CH,) ;63, 7(NCH,) ;101, 8 (OCH,0) ;107,0(C-3) ;108,4(C-6) ;124,5(C-2) ;
131,6(C-1) ;148,6(C-5) ;150, 0(C-4) ;160, 3(N = CH).
[0208] W C .
[0209]

BAC

H R?X 1-1,58%
SYN Ar' KaCOg0,5 %% RZSY,N Arl
N MeCN atN '

80°C,
14h-8%

R

3 4

20-98%
[o210] i HI#AE /7 5 AE B P ARGk NN 5 WP 5 FR g A Rl 3 (3. 1 ZBE/R, 1 48 ) .
20ml. ZJE X = C1. Br. T (M xifRATAE4 RX (3. 1 =R, 1 &) LR 0. 21g K,C0,(1.5 =
JEIR,0.5 5 ) o ML MNIRG VIR EEE 1 BiFE T A8 80°C T N 14 /Mo ARV HI R FE
BRI G, TR T e 28 R AL Ol LR N A TR I 20ml 8% . KA AL
FEAEER o BN FLFLBREE N° 4 [e 4l it vk e , K i i B BT 058, SR 5 I & 4K
P RRIERRS AR T FH e 28 A A Bk 25 5 45 2R AR AR S 22 F K AL I 4
[0211] ﬁ:/g QLQZ 4 mgﬂ jﬁl .
[0212]  [(Z)-(4- & JF [1,3] 5 A3 e —5— 2L W 1 2% —1- A3 —5- 44X —4,5- =
S -1H- BEM: —2- LR IE ) ]- 2R 2B (Ar' = 1,3- 4 243 ke 55— 25, R = Me, R° =
CH,CO,Et) :
[0213]  Rdt = 92% . T AW AR, mp = 172-174°C . RMN 'H(300MHz, CDC1,) & :1, 26 (t,3H,
J 7, 1Hz, OCH,CH,) ;3, 12 (s, 3H, NMe) ;4, 02 (s, 2H, SCH,) 4, 23(q,2H, J 7, 1Hz, OCH,CH,) ;
5,96 (s, 2H, OCH,0) ;6,80(d, 1H, J 8, 1Hz) ;6,84 (s, 1H, = CH) ;7,52(dd, 11, J 8,1 ;1, 3Hz) ;
7,96(d, 1H, J 1, 3Hz).RMN '"C(75MHz, CDCl,) § :14,1(qm, J 128Hz, OCH,CH,) ;26,6 (q,
J 144Hz, NMe) ;32,9 (t, J 144Hz, SCH,) ;62,3 (tg, J 148 ;4, 6Hz, OCH,) ;101,5(t, J
174Hz, OCH,0) ;108,4(d, J 165Hz) ;110,8(dt, J 168 ;6,9Hz) ;124,6(dt, J 156 ;4, 1Hz) ;
128, 4 (dt, J162 ;6, 0Hz) ;128,9(d, J 7,6Hz) ;136,6(s) ;148,0(m, = C-0) ;149,3(m, =
C-0) ;162,0(m, C-2) ;168,0(m, C = 0(CO,Et)) 5169, 7 (m, C-4). SMHR, m/z :348, 0791 ( {15
{8 :C, H,6N,0,S :348, 0780).

[0214] WD .
[0215]
BEAD
RS-NHp 7-40 % ¥
RZS\FN Al mR R3HN\r’N Ar'
qrN :s& qrN
o)
4 wa 5
26-97%

18
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[0216] 3 A A W (57) -5 W0 7% 5 —2— ek 2 -3, 5— KM —4- i 4 (4 =
FEJR, 129 8) Tl 5-20 Z2BE R G R R R-NH, (1. 5 £ 5 2448 ) MBS IMABE (& =
dem) TR NV AE T o ARG NS T I AT B HE R ALK Synthewave 402 (Prolabo
bR, Merck—Eurolab £E ) T b o KR G0 G G (PR I Dh 2 MR 15 23803 90
GrBh e TR BIAEEIR BT, PG ONIRA W) FH e i 25 R AR AR o 1 QI (ImL/ 57 &)
NERERDN o 1 LT IR A VG T ANG B A FH AR N° 4 (R4 s i ve,
IR IR T8 Eﬁﬂ Ez{a@%qﬂﬁ%aa
[o217]  ZRAD { 1 (5Z) -5 W55 —2- Bl -3, 5— KM —4- i
4(4 2R, 198 MR (40 ZER, 10 &) BT AR m AL ke TR G
HAEHAZIZ R RIS 10 CHRRAE N I (T, = Eby—10°C)3 £ 7 K. {EVKE BIFFEER AL
Ja » HER ML IR S 2268, FF I RONA BT A SBE (~ 10ml) o AR5 ZBET A
ﬁ}“%l.)iﬂﬂﬂlg?}#n 4 e st Bl gk e . BAE Y 5 MR R FIE T REs P 1E
FRAE 2 AN E R, R R O AT I ER Y 2- 200 — BRI 5.
[0218] 2— A FEDKMEE 5 [ S da]
[0219]  (57)-5— Z&3f [1,3] 29k —5— 2L 3L —3- 3L —2- H&3E -3,5-
Bk —4— i (Ar' = 1,3- Z45 243 Rk —5- 55, R' = Me, R = CH,CH,CH,) :
[0220]  Rdt :48% . A ¥ K, mp = 190-192°C . RMN 'H(300MHz, CDC1,) & :1,02(t,3H,
J 7,4Hz) ;1,74 (sext,2H, J 7, 3Hz, NHCH,CH,) ;3, 11 (s, 3H, NMe) 33, 54 (t,2H, J 6, 2Hz,
NHCH,C,Hy) 34, 95 (s1, 1H, NH) ;5,98 (s, 2H) ;6,62 (s, 1H, = CH) :6,81(d,1H, J 8, 1Hz) ;
7,34(dd, 1H, J 8,1;1,4Hz) ;7,99(d, 1H, J 1, 2Hz).RMN 'C(75MHz, CDC1,) & :11,5(qt, J
126 34, 0Hz, NHC,HMe) ;22, 8 (tq, J 135 ;3, THz, NHCH,CH,) ;25, 2(q, J140Hz, NMe) 43, 7 (tq,
J 1227, 0Hz, NHCH,) ;101, 1 (t, J 173Hz, C-7' ) ;108,4(d, J 164Hz, C-2' ) ;110, 3(dt,
J 166 37, 1Hz, C-6) ;116,8(dt, J 157 ;3,5Hz) ;126, 1 (dt, J 163 ;6, 2Hz,C-6" ) 5130, 2(d,

J 7,8Hz, C-5' ) ;138,1(s, C-5) ;147,6(m, C-3' ) ;147,7(m, C-4' ) ;157,2(m, C-4) ;
170, 4 (sm, C-2) . SMHR, m/z :287, 1279 ( #424H :C H,.N,0, :287, 1270).
[0221] W E .
[0222]

R,COCI 1,54 %

EtN2 % &

R"HN\FN A e, 257 R“COHN\FN A
R"N\\e—J 50-70% R
0 8
S RY=H EHA E
=Me

[0223] @ AH#EAE 7720 AE 0°C I 0. 2 =JEIR 2- ZFEBK MR 5 (R® = H, R' = Me) 7E THF (2mL)

HRIER T IMA= L0 2 2358 ), R MABR (1.5 38 ),

B NAIREIAE 25°C R i

FE 12 DI RS RETRAE IS T 28, JFAE T AcOEt/ M Tke (9/1) JR-EWAE A vl

i PR i (i R R R Al
[0224]  ALEW) 6 (1] S

[0225]
&1 —1H- ke —2—

N-[(47)-4- 2K 3F [1,3] B3R ke —5— LW 3t —1- I3 —5- 48 -4,5- —
5 1-2,2- “HIENBEZ Ar' = 1,3- KFF =

AR R -5- 55, R = Me,
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R, = C(CH,),) o
[0226] Rdt :50% . T M A, mp = 145-147°C . 'H NMR (300MHz, CDCI,) : & = 1.28(s,
C(CH,) 5, 9H) , 3. 24 (s, CH;, 3H) ,6. 05 (s, OCH,0, 2H),6.76(s, = CH,1H),6.92(d, J =

8.0Hz, H,,, 1H) ,6.93 (s, H,,, 1H),7.01(d, ] = 8.0Hz, H,, 1H)."°C NMR(75MHz, CDC1,) :
§ = 25.6(C(CH,),),26.7(C(CH,),),39.7(NCH,),101.6(0CH,0),108.5,111.2,128. 1,
129.1,142.5,146.5,149.7,161.8,171.2,179. 1. SMHR, m/z = 329, 1377 ( i & {f :
C,-H,,N;0,329. 1375).

[0227] W F
[0228]
H 1 R3-NH, 204 & ) 1
SYN A TBHP 3% AN =N A
n"N Y MeOH, 25°C nTN
3 ‘30-70% 5
RAEF

[0220]  JE HI#8AE 775X m) 3(0. 80 2% /K ) £E MeOH (20mL) A KIESW T M 3 A& IR T

SRS A TBHP (70 % HIZKEEE ) » ARG IMN 20 HE K. 4 RNVIREYILE 25°C T fiid:

3 Ko IRIFHRI WAL L 728K, I CH,C1,/MeOH (94/6) VR-E 44 Ay e i 771 20 i PRt
T I (L i R R P AtiAL, o

[0230] W5 W SE ] -

[0231]  (57)-5- ZEJf [1,3] S ZuBF b -5 JE W 3t —2—- £ FE &k -3, 5— & —4H- ik

M —4— il (Ar' = 1,3- FIF E RN -5- K, R =Et, R =H) . Rdt =40% . &k

K,mp = 222-224°C . 'H NMR (300MHz, DMSO-d,) : 8 = 1.17(t, ] = 6. 9Hz, CH,, 3H) , 3. 34 (m,

CH,, 2H) , 6. 02 (s, OCH,0, 2H) , 6. 23 (s, = CH, 1H) , 6. 90 (d, J = 8. 1Hz, H,,, IH) , 7. 20 (br. s, NH,

1H),7.38(d, J = 8. 1Hz, H,,, 1H),7. 93 (s, H,,, 1H) , 10. 68 (br. s, NH, 1H). °C NMR  (75MHz,

DMSO-d,) : 8 = 15.5(CH,) ,36. 4 (NHCH,) , 101. 4 (OCH,0) , 108. 7, 109. 8, 125. 3, 131. 0, 140. 6,

146. 9, 147. 6, 160. 2, 174. 5. SMHR, m/z = 259. 0959 ( &4} :C,,H,.N,0, 259. 0957).

[0232] W G

[0233]
R2X (X=CiL,Br.)1,5%%
H 4 K2C03 0,5 '} i
SYN Ar\fN‘p, Ki1,5%%, 4% X=Cl,Br Aa G RZS\FN .
N\( (3 o N
1 MeCN, 60-70°C 1
: Lo} 14 h, R
2 3570 % 4

[0234]  JBEAIRAE T ¥ 5 2 BEREE VK Ar'CH = N-Pr.5 £ B8 /KR 2 (R' = Me. Bu.
Ph) \7. 5 ZEEIK i ARBE RPXL 0. 345g (2. 5 = BE/K ) TRIRFFFIATIE R 1. 25g (7. 5 =B /K )KI (1
FAFH X = Br 8% C1 (K ARATAEY R°X) 16 10mL 2 A6 pl (2 PR R A0 B2 30T g 4005 RPX W
SHEET (T, = Ebgy=10°C ) Ik 14 /i o SR J5HE S N AR 2R (19 AL D T i e
KR A TR K RIGARE RS & ke (10mL/ Fir=4 ) — ik, SR 5 it FH 4kt g
SrREANERITCHLER . R RIEW G B A A ke / i (1/1) 1RA %Lﬂ (175
/10mL) 3’%5@#% 4 RADUE, SRIGAEFLBREE N° 4 (R4 3as LI, IFER Ay BT
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HT AT

[0235]  AL&W 4 HSCif] .

[0236]  (5Z)-5—(1, 3— ZR I A A bt —5— FE W 2 ) -3- AL —2- ( &4midt ) -3,5- —
& —4H- BEME —4- Fi (Ar' = 1, 3- 3 A ke -5- %5, R = Me, R° = Et) -

[0237] Rdt = 92% . fEE MK, mp = 152-154°C . RMN 'H(300MHz, CDC1,) & :1,55 (t,
3H, J = 7,4Hz, SCH,CH,) ;3, 17 (s, 3H, NCH3) ;3,40 (q,2H, J = 7, 4Hz, SCH,CH,) ;6, 00 (s,
2H, OCH,0) ;6,82(d, 1H, J = 8, 1Hz, H-5) ;6,83 (s, 1H, = CH) ;7,37(dd,1H, J] = 8,1 ;
1, 0Hz, H-6) ;8,05 (s, 1H, H-2). RMN "C(75MHz, CDC1,) & :14, 7 (SCH,CH,) ;25, 6 (SCH,CH,) ;
26, 9 (NCH,) ;101, 8 (OCH,0) ;108,8(C-5) ;111, 2(C-2) ;124,0( = CH) ;128,4(C-6) ;
129, 5(C-1) ;137,5(NC = C) ;148, 3(C-4) ;149, 5(C-3) ;164, 1(C-S) ;170, 3(C = 0). SMHR,
m/z = 290, 0730 S ( T+ CHN,0,S :290, 0725, M).

[0238] W H .
[0239]

B H
[0240]

ArPB(OH), 1,5 ¥ %
Pd(Ph3)s 5% AR

Sl A N, A
SN CuTC 3% # NN
R,.N\(——/ — a"N\(—/
0 14-16 h, 5
3
23-46% 7

[0241] G HFRAE /75X A (57) —5— Wi m e 3 (1 &) IR Ar’B (OH), (1. 5 43 ) |
Pd (PPh,) , (5 /R % ) H1 CuTC (3 24 & ) 7EJi/K THE (0. 06M) 44 % M A\ Schlenk &
W FESRFUERETERE T R RONIRA W INFAE] THE [FL, fREF— . 7ER R B SRIRE S,
W SONAY B SR BEAEE (2 4% ) o A HUAH IR BRSBTS () P, 2R )5 A &4k
BRI B R BR SN (IN) Peisk. WA HUAH A MgSO, T4, A4kt ug, 3K Jg
TERA T e A RASIRAR o T A RIRRWAGEIRT LBk . A G, @R H2 T
FHALBREEN® 4 [R)pe 2 s i ek BB a1, R 5 IR Ot - SR CRRIR& 4 (T0/30) 1EN
BB Ak s vl R Al o SR 5 (T (0 Ay FH TG B 258 AR AR , 103070 B8 S 08, I
BRNEER = 7.

[0242] A& 7 WISZHifp .

[0243]  (5Z)—-5-(1,3- 2 JF Z 5 4 ¥F Bo bt —5- 6 W 1 3 ) —3— I3 —2- 280 -3,5- —
S -AH- BEME —4- i (Ar' = 1, 3- 0 A e -5- 5, R = Me, Ar® = Cl,) -

[0244] Rdt = 46% . FEEHR, mp = 209-211°C . RMN 'H(300MHz, CDC1,) : § = 3, 35(s,
3H, NCH,) ;6,01 (s, 2H, OCH,0) ;6,84 (d,1H, J = 8, 1Hz, H-5 ' ) ;7,16(s,1H, C = CH) ;
7,47(dd,1H, J = 8, 1Hz, ] = 1,2Hz, H-6 ' ) ;7,53(m,3H, H-3 " , H-4 " ) ;7,84 (dd,
oH, ] = 7,4Hz, J = 2, 2Hz, H-2 " ) ;8,14(d,1H, J = 1,2Hz, H-2 ' ). RMN '°C(75MHz,
CDC1,) 8 = 29,1 (\Me) ;101, 5(0CH,0) ;108,5(C-5 ' ) ;111,5(C-2 ' ) ;128,7(C-2 " ) ;
128, 8(C-3" ) ;128,8(C=CH) ;129,0(C-6' ) ;129,4(C-1" ) ;131,4(C-4" ) ;137,5(C=
CH) ;137,5(C-1" ) ;148,1(C-3" ) ;149,7(C-4" ) ;161,4(C = N) ;171,6(C = 0). SMHR,
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m/z  :306, 0995 ( tF5AE :C,gH,,N,0, :306, 10044).
[0245] W T .
[0246]

BA 1
[0247]

ArRB(OH), 4 5 ¥
Cu(AcO)s 1 % ¥
Sﬁ,ﬁ FYZR X ¥t 2u¥ AFSYN _ Ar!

RYN jﬁ.?‘-{_‘_‘ﬁ.bﬁ HTN
3 1 '1 ,5 h 8
25-49%

[0248] I HIHAE 7K 4 0. 4 ZJEIR (57) -5- W5 3R Al 3. 1. 6 ZJE/R (4498 ) IR .
0.4 ZJE/K (1 248 ) CuOAc, 0. 8 ZBE/R (2 4 &) B _FAFEM 4l — S L LM R FETE
(& = 2. 8cm) P R NS o IRIEH LR N AR T I ANHH K ke R . FIRE
WAEBOCT (CFfH 2408h) LL 300 FLIW & AT)Z (Prolabo 5 ) M5 60 %2 90 438, 1
RN B IER LG, R ONTR S 7 B R eRE 28 Ak di o KR4 8 H
FALERE R AL, o Bkt - ZR & BE (85/15) IR-GMVENLAA f5 H e st i o

[0249]  ALEW) 8 [ S fA]

[0250]  (5Z)—5-(1,3— A JF A A3 ekt —5— FE W 3L ) —3- AL —2—- (it ) -3,5- —
S —4H- kM —4- ] (Ar' = 1, 3- ZKIF IR R —5- F, R = Me, Ar® = Cl,) -

[0251]1 Rdt:49 % . % {4 % K, mp = 171-173 °C . RMN 'H(300MHz, Acétone—d,) : 6 =
3, 22 (s, 3H,NCH,) ;6, 03 (s, 2H, 0CH,0) ;6, 77 (s, 1H,C = CH) ;6,82(d, 1H, ] =8, 1Hz,H-5" ) ;
7,36 (dd, 1H, ] = 8, 1Hz, ] = 1, 2Hz, H-6' ) ;7,56 (d, 1H, J = 1, 7THz, H-2' ) ;7,58(d, 2H,
J=1,THz, H-2" ) ;7,78 (m, 21, H-3" ) ;7,83(d, 1H, J = 1, 3Hz, H-4" ).RMN "°C(75MHz,
DMSO-d,) 6 = 26,6 (\Me) ;101, 5 (0CH,0) ;108,3(C-5 ' ) ;109,9(C-2 ' ) ;123,4(C =
CH) 5125,1(C-1 " ) 5128,3(C—6 ' ) ;128,4(C-1 ' ) ;129,4(C-2 " ) ;130,0(C-4 " ) ;
134,8(C-3" ) ;136,5(C=CH) ;147,5(C-4' ) ;148,9(C-3" ) ;162,8(C=N) ;168,5(C =
0). SMHR, m/z :338, 0738 ( 11 & AH :Cj4H,,N,0,S :338, 07251).

[0252]  DYRKIA i 1 ik

[0253]  “EALIR5H

[0254]  IEALIREA. EGTAL Mops. B — H il iR MR 2R IL 0 RE G . —hii 75 Bl (DTT) B W |
K = BTG 2 D H K A S AR IR R R G % T ) AR ME 8 B B Sigma Chemicals 73 %,
[ v =P]-ATP 3k [ Amersham,

[0255]  DYRK1A SR i) il o A HL v M 1) g s )

[0256] ¥4 K LK FE4L DYRKIA 75 E. coli k4 GST B4 & 1. T B 245
Db H IRER L) 28 Fis dhAT Atk (R & B e ARGl ) o 7EZ2 bl c(60mM B — Hr il
IR RS, 15mM XA R FE IR IS, 25mM Mops (pH 7. 2), 5mM EGTA, 15mM MgCl,, 1mM DTT, 1mM
PULER AN, 1mM A FLEEE AR ) A P v 1, SLh AT Img BEBH T (18R ME & 1 5T /mL, A7 AE
15w M[ v =*PJATP (3000Ci /mmol ;10mCi/mL) , HZ&AAF by 30 u Lo 7F 30°CE:F7 30 85 , #+
B 25 u L 250K A% Whatman P81 BEIRET4E 2 L S8 2% b, FFKs il JE AR AE B PR VA TR
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(10mL/L 7K ) H¥kds 5 K. RJG, 75 ACS INFRM (Amersham) 745 T, XA ) Ok B
TRV I IEAS E IO AT VH 8 9250 B, IS PR 7R A s KA CRIAEANAE AR
FFRNN SRAF AR ) B E ZrEe e HRE — w2 vt 55 1C,, 18, JFEL n M ERIR,

[0257] ZERAETF TR 2 .

S

Y'r:ll _ Ar!
H‘IN{—/
(o]
3

mowre o (M) e e ’”%ff"f!wxm,;w;uj
JR361 >10 n-Bu ﬁg z B
O,
JR370 | >10 | Ph JOL0 B
. 0, )
FC071 2,6 H ﬁo> B

T
ST341 >10 Me %[Ej:% . B
! o

O,
02581 st | >10 H QQ B
' ofF
sTosy | >10 Me JOLX B
OH
stoze | >10 | Me | Y

B
OH
STI69 | >10 Me X B
OMs
B
B

OH
ST202 >10 H X
OMe

OH
$T227 66 H L0
— Br
ST229 65 H ﬁ"” B
. OMe

ST197 >10 Me [ B

ST195 >10 H I B

0,
ST223 >10 Me ﬁo> B

[0259]  Z7% 30K -
[0260] 1 :Microwave mediated solventless synthesis of new derivatives of marine
alkaloid Leucettamine B. Jean RenéChérouvrier, Francois Carreaux, Jean Pierre

Bazureau
[0261] Tetrahedron Letters 2002,43, 3581-3584.
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2 :The isolation and synthesis of polyandrocarpamines A and B. Two new

[0262]
2—aminoimidazolonecompounds from the Fiijian ascidian, Polyandrocarpa sp.

[0263] Rohan A.Davis, William Aalbersberg, Semisi Meo, Rosan Moreira da Rocha,

Chris M. IrelandTetrahedron 2002, 58, 3263-3269.
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[0264]

st\l"N A

ST099 | 68 | Me SMe ﬁg c
0,

SB26 | 14 | Me SEt ﬁo> G
(o]

ST094 | 18 | Me Sn-Pr ﬁg C
0,

ST097 | 13 | Me Si-Pr ﬂg c
0,

SBI4 | 34 | Me | wSon w@:g G
0,

sBi6 | 09 | Me | Wi | JOL2| @
[8)
sT211 | 047 | M s A" | OO

T211 | O, e | . C
. 0,

st | 044 | Me | sememal | JOLp | c
0,

ST101 | 23 | Me snbu | JOLD |
' (o}

sT102 | 1,5 | Me %{s\/A ﬁ> C
. : o]
‘ S\/\ .Me o]

sa197 | 25 | Me | ° ﬂg c
~ 0 . o

JR404 | 58 | Me %{S\)\o’E' ﬁg c
0,

sB28 | 57 | Me SBri Lo a

Br

ST342 | >10 | Me SEt | C@ C
1 0
~O_F

STO91 | >10 | Me SEt QOXF - c
OH

STO78 | 67 | Me SMe @’ C

JRIS9 | >10 | Me SMe C

oH ,
OH

STI70 | >10 | Me SEt LX c
OMe
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‘ OMe
SBSS | >10 | Me SEt ﬂ
OMe
OMe
JR161 | >10 Me SMe ﬁom
. ome
Me
SBS6 | >10 | Me SEt L{ét
OMe |
L JR1s8 | >10 | M SM @
L e e g
=
JR160 | >10 | Me SMe ®
N
Br
JR162 | >10 | Me SMe @’
N
FBOS | >10 | Me SEt l
7=
FBl4 | >10 | Me Sn-Pr [ a
y
FB17 | >10 Me Sn-Bu fL@
0.
JR448 | >10 | nBu SMe ﬁo>
o}
SBOS | >10 | n-Bu SEt 1{:[3
[0265] :
$B25 | >10 | nBu | SN ﬁo>
: 0,
SB22 | >10 | mBu | wS\F ﬁ >
o]
o}
SB10 | >10 | nBu SBn L0
NOZ
s\/©/ 41{@:0)
SB60 >10 n-Bu | o
Br o
SBSO | >10 | nBu SEt P
\ OMe
sBs8 | >10 | n-Bu SEt ﬁ
OMe
, 0 0
JR411 | >10 | Ph Ys\/u\o,a ﬂ S
) Q,
ST105 | 068 | H SMe ﬂg
)
ST120 | 044 | H SEt ﬂo>
' )
sT122 | 044 | H swpe | JOLO
o]
ST135 | 046 | H Si-Pr ﬂg
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y N o
ST209 | 0,17 H w7 J C
0O,
ST124 | 0,59 H Sn-Bu ,,{C[g c
s 0,
ST164 | 065 | H | wS~"o ﬁg C
o)
st | o5 | B | s A | 0|
o]
ST142 | 0,78 H t{s\/D ﬁ°> C
OH
ST240 | 2,6 H SEt YC;[M c
OH
sT286 | >10 | H SEt SO G-
r
ST280 | >10 | H SEt ‘(ér) c
o
ROHN. N Ar
N
AN
v}
6
L0266 &# ; TCs- [ [0 R T T 4{#3 6"
~F ‘bYRKlA.M A 5
e ()N o A
0
FC077 | 47 | Me NH, ﬁ 5 F
0,
FC084 | 2,7 | Me NHMe ﬁg F
. 0,
FC088 | 05 | Me NHE SO0
% D
FCJR405| 23 | Me NHn-Pr vg@l)) o
% D
FCJR232| 13 | Me NHi-Pr ﬂg o
N 51 D
FOFDI3| L6 | Me | i | JO0 | W2
o]
MADE40| 073 | Me | NHCHcHoH | JOLD | B
~ : ﬁ°> iy
MADE26| >10 | Me | (N~ S mw
OH
O> D
MADE47| 0,79 | Me HH‘H Sl s
Q
MADE24| >10 | Me |% \/\N/U\o/ ﬂg ﬁ?t

27



CN 101784542 B i B P 93/26 T
[0}
mae | >0 [ we | wae | JOLD| B
FCIR4S7| 18 | M vnbe | JOLQ | 2
. ’ ° — | %
O> D
FCFD24| >10 | Me NEG-Bu @o -
(o}
FC107 | 098 | Me %N\//—\ ﬁo> F
H 0,
< D
- SA142 1,3 Me %N\/\/OH «,{(:[J o
[0}
FC103 | 12 | Me %n\/\owe ﬂg F
O,
D
STO25 | 1,7 | Me NHI-Am ,ﬁ,@g o
H
Q
MaDE2| 3 | Me [ 10 D
. O s
_Me o
D
MADE10| 14 | Me Yn\io_m LI —
il 0
ny D
MADES | 069 | Me i JO00 |
0,
4 D
MADE32| 04 | Me NHC(Hs «r©:o> o
\ 0
[0267] MADES| 038 | Me | ﬂ> D
o | mr
oo O
¥
MADE33| 094 | Me C(m °>‘ e
- ' AN o ﬁo I D
MADE30| 037 | Me | X ©:O> d ' mm
K o o l
. X JCL D
MADE29{ 0,19 | Me ‘@:L S| mm
y )
- ¥ y@z o
MADE39| 027 | Me ‘@ S mx
H
N ° D
MADES?| 023 | Me | XSy | ﬂo> o
H
" oM ﬂ° D
MADE36| 026 | Me O/_L ¢ | mu
!m’mgge
LLNH ﬁo D
MADE42| 043 | Me T !
N NH x ° D
MADE3S| 04 ¥ -
DE3S| 042 | Me O\/\m Ul
i . D
MADE34| 086 | Me | ¥ : ) ,
° D\éoﬂ* ° i
o)
FCO97 | 14 | Me NHBn ﬁg F
Z 0 0
H ' D
MaDEIZ| 46 | Me | R K J ﬁg i
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[0268]

N
g2 ] 0Ce [ ST e me
a7 DYRKIALR' | NmOOR | -ap. | RAS
! o
wa | 15 v | ey | S| e
D
“Y*k %
W3 | 34 | Me | ™y JO0| E
Q
1A33 | >10 | M N ‘ % E
e kY o
[o]
| 0
1A25 | >10 | Me | ¥ 0| E
. ! o) Q
n Q
IA35 | 210 | Me | Ny~ “{@3) E
(o]
R3HN___N
=
Rl
O
5
* [ Icg | e T
g‘% DYRK1A| R! CNHR® | - AP A %
OXF D
ST092 | >10 | Me NHn-Pr ﬂo S
OMe
FCFD14| >10 | Me NHn-Pr ﬁw' M‘;
OMe
Me
FC104b | >10 | Me NHi-Pr YE:[W' 5‘3&
D
FCFD11] >10 | Me NHn-Pr x@ el
QH
FCFDO8| >10 | Me NHn-Pr ﬁq© o
. D
FC095 | >10 | Me NHi-Pr 1\:@ | ww
B8r | D
FC092 | >10 | Me NHn-Pr @ e
. i ~ D
FC109 | >10 | Me NHi-Pr 2| s
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[0269]

N OH ) D

SA164 >10 n-Bu L ~N o ok

5 D

JR442 | >10 |nBu|  NHnPr ﬁo> el

° D

FCIRd64| >10 |nBu| NenBu | JOLD| D

mas | >10 | e | owEer | JOOO R
. 0,

[ rcoss | 1,7 | H NHMe ﬁg F
[0}

FCo%0 | 1,1 | H NHE! ﬁg F
- 0,

FCi26 | 089 | H nnpr | JOLD | ¥
: NH 0,

MADE44| 0,071 | H O D &

_NH 0, D

MADE48| 0,084 | H T, ﬂo> —
O

FCl4 | 05 | H %N\/A ﬁo> F
. OH

stazs | 017 | H NH; ﬁ%ﬂ F

sT326 | >10 | H NH, L0, F
. o]

ST033 | 03 | Me o ﬂg F

NL39 | 32 | Me Ph ﬁ > H

0,
(o]
o]
NL96 | 043 | Me | CeHs-pOH ﬁo> H
(o]
o]

0,
nessa | o2 | Me | JOLD | JOLD| - m
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ArS 1

\r,N _Ar

[0270]

ALY K RASSIN I = ' = R
ST379 | 19 | Me T JOI| 1
-] 0,
ST385 | >10 | Me %J:jj: > I
j::]\cw °

[0271]  Z7% ik -

[0272] 1 :Microwave mediated solventless synthesis of new derivatives of marine

alkaloid Leucettamine B. Jean RenéChérouvrier, Francois Carreaux, Jean Pierre
Bazureau

[0273] Tetr ahedron Letters 2002,43,3581-3584.

[0274] 2 :Parallel solution phase synthesis of 2-alkylthio-3,
5—dihydro—4H-imidazol-4-one by one—-pot threecomponent domino reaction.

[0275]  Stéven Renault,Sarah Bertrand,Francois Carreaux’, Jean Pierre Bazureau’.
[0276] Journal of Combinatorial.Chemistry 2007,9, acceptée pour
publication(attente d’ autorisation pourACS en ASAP).

[0277] 3 :Synthesis of the marine alkaloid Leucettamine B

[0278] Nathalie Roué, Ian Bergman

[0279] Tetrahedron 1999,55,14729-14738.

[0280] 4 :The isolation and synthesis of polyandrocarpamines A and B. Two new
2—aminoimidazolonecompounds from the Fidjian ascidian, Polyandrocarpa sp.

[0281] Rohan A.Davis, William Aalbersberg, Semisi Meo, Rosan Moreira da Rocha,
Chris M. IrelandTetrahedron 2002, 58,3263-3269.
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