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4ot )T AA)VREA]N-2 % -a-2-F £ R E)-2- A RK-1-%% %
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[1(R)]-3-[4-[(2,6-= F %-4-wkog X)F A X X]-N-Z K-a-(2-F

ERE)2-FERI-[[(AAAR)E R A L] 1- B RTEAE;

[1(R)]-3-[4-[(2,6- = R AX-4-ntog £) F A K] X K]-N-Z &-a-(2-F

ERE)2-BRI-[(RAEARBZEERA]-1-®ERTBAE;

[I(R)-1-[1-[(B £ A %)% K]-3-F A TEINNN-= FAE-2- 5 K-

3-[4-(R AT A A) K K)-1-9b=% 1% F 4% (methanaminium) ;

[L(R)]-3-BA-N-2 %-0-2-F £ R £&)-2- A K-3-[4-(4-FHET |

E)E K- 1-wbod 5k LB

[1(R)]-3- R AN-% £ -o-(2-F £ 7 %)-2- A K-3-[4-2-AR-2-K &

LEE)VERE]- 1-wbd 5k TELA

[1(R)]-3- &% -3-[4-[(3,5-= F &-4-F-Z=2 F)F A X R E]-N-72

Eoo-(2-F A FHE)2-BA-1- 1SR B

[1(R)]-3- 8 A-3-[4-[(2,6-= F H-4-wtox ) F RA]RE]-N-22 -

a-(2-F & 5 A)-2- B K-1-wb e 5 TBLRE

[L(R)]-3- B -3-[4-[2-(2- K &2 £ A 2)-2- AR T AEK) R K]

N-72 B oo-(2-F 4k A 2)-2- B AR 1o B TBLAE |

[I(R)]-3-B A&-N-# £-3-[4-[(2- F R 245K ) F RE]XE]- o

(2-F 2 & ) 2- B AR-1-wE 48 LR

[L(R)]-3- & & -N-7 £ -0-(2-F £ & 5K)-2- RAK-3-[4-[2- K K4-%

)T B R R]-1-wE b T

[1(R)]-3- 8 &-3-[4-[(2,6-= T A4 %K) 7 A XK E]-N-#Z -

o-(2- F 2 & H)-2- R K- 1 b TR

[1(R)]-3- 8 2&-3-[4-[(2- B A-4-"5oH X)) T A AR E]N-#2 E-a-(2-

PR E)2-RAR-1-RE R TR ;

[I(R)]-3-AE-3-[4-[2-2,5-= FAA R R)2- (B A R A K)TAE)

REIN- Eoa-(2-F A R A)-2- B AR-1-w8 48 LRI ;

[1(R)]-3- 8 -N-72 A-3-[4-[(2- T Aok ok H[1,2-a] 9k -3-5) T &
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A)FEE)-o-(2-F A FE)-2- BA-1-7bed- 58 THLRE
[IR)]-3-8&-3-[4-[[1,4-=F K-2-(F#AAE)-1H-2k2-5- K] F &
HEIEEIN-ZE-o-(2-F 2R E)-2- 8 AK-1-sdtx TEE
[1(R)]-3- & &-3-[4-[[1,5- = F &-2-(F s L) 1H-%k4-4- K F &
A)FERIN-BE-o-(2-F £ F£)-2- A AK-1-9b% 5% TEAE
[1(R)]-3-B&-3-[4-[(2,4 - = F A-5-F4 )P AKX X K]0 (2-F
AR E)2-BAR-1-hB I LB
[1(R)]-3-8.&-N-# %-0-(2-F £ H #)-3-[4-[(2- F K454 K)F
FA)E K] 2-BR-1-9b8 % T B
[1(R)]-3-8.4-3-[4-[(2- AR -4 K)F AKX X]N-ZE-o-[2-
(FPEZFBRE)TK)-2- A K-1-90%5 4% T
[IR)]-3-AAN-ZE-3-[4-[Q-F A-4-H2)F A A X E]-a-[2-
(F A8 E)TA)-2-8K-1-5 4% THLE
[1(R)]-3-8.%&-3-[4-[(3,5- = F A AKX A)F A A X X)-N-£ £-0-
[2-(F A8t &) T K]-2- B AR-1-m% 4% LRBLE
[1(R)]-3- 8 A-N-#2K-3-[4-[(2-F A E-4-5HE)F A XX E]-a-
[2-(T 25 80 2) T A ]2 B K- 1-h% 3% LB | |
[1(R)]-3-RA&-3-[4-[(3,5- = FEEARXKX) T A A X AN-Z &-a-
(2-F &R A)-2-F K- 1-wes % LEAK ;
[1(R)]-3-(& & F £)-3-[4-[(2,6- = F Z-4-wheg 2) F & AKX EK]-N-
#R-o-(2-F AR E)-2- R AK-1-0bE tx TEBLE
[L(R)]-3-[4-[(2,6-= F %&-4-wtog &) F A XX K)-N-Z FK-0-2-F
A 2- AR [[[Q-F2 AR X)) B A A X T A-1-#_ERT
BB |
[1(R)]-3-(8 & T %)-3-[4-[(2,6-= & A-4-wkg &) T RA]RAK]-N-
R oo F AR-2- A AR-1- 0K TBURE
[1(R)]-3-[4-[(2,6-= #AX-4-nbr2 )P R A) KR N-Z K o-F A
2- B AX-3-[[[Q-"Er2 XA E)R AR AT A)-1-wd IR LB
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[1(R)]-4-[4-[(3,5- = F £ A X)) F A K] X E|-N-B & o 4-= 7 &-5-

oK1k be TBEAR

[LR)]-3-[4{(3,5-= P E X E) T AR X R]N-2A3-(2 F £)-a-

P &-2-FAK-1-nbes I TELAE ;

[LR))-[3-[4-[(3,5- = F A& X)F A A )X K]-1-2-(BEAHAX)-1-F

E2-BRTE)2- BRI B REA|FE THEAL TS,

[1(R)]-3-[4-[(2,6- = B AK-4-mteg )P AKX EIN-2 £ 3- (A7

)0 F E-2-FAR-1-9& 47 TEUK ;

[1(R)]-3-[4-[(3,5-= F A X &) P A A F E]-N-# £-0,3-= F %-2-

FAR-1-AEARTHRIBRRK

[LR)]-3-[5-[(3,5-=— F A X AX)F X]-2-F4 X]-N-£ £&-0,3-=F

2B A-1-whS IR LB

[1(R)]-4-[4-[(3,5- = F A X X)F A X)X A]-N-Z2 K-a- T £-2,5-=

A AR-4-(2-F W AR )-1-K e I LBLRE

[1(R)]-N-#2 %-a,3-= F £-2- EAR3-[4-(F AT AR XK F &]-

1-wheb- 5% TBCRE ' |

[1(R)]-3-[4-[(2,6-= F Z-4-utg ) F A E )X E|-N-B2E3-(FT &

A X)-0-(2-F AR Ek)-2- R K- 1-nbed 1 TEBUE

[I(R)]-N-£ £ -3-(F £ & 4)-0-(2-F £ R £)-3-[4-[(2-F -4

A)F AR R 2- B AR IR TEE

[1(R)]-ot,3-= F A-N-2 £ 2- B RK-3-[4-(RAEFAE)RE)-1-%%T

LBLRR

[1(R)]-0-[3- 8 2 -2- R AK-3-[4-(4-"2ok K F A )R K)-1-wE )%

A]N-# %49kt TEE ;

[1(R)]-0-[3- 8 %-3-[4-[(2,6- = RA-4-wbwk ) F A AR K]-2-4

R-1-wbE 4% AR ]-N-72 K -4-9k 52 THAE

[I(R)]-1,1-= F AT & 4-[1-3-[[(1,1-= F AT RE) R X RXK]-

3-[4-[(1,1-= F A-4-utog ) F R AR K]-2- R AR-1-0% 42 & )-2-
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(BERE)2-RRTLE-1-REHKE
[1(R)]-o-[3- & .&-3-[4-[(2,6-= F H-4-g &) F A A K £]-2-R
R-1-wb s 42 B )-N-2 K-4-R g LEBAE
[1(R)]-o-[3- R E-3-[4-[(2,6-= T -4t K)F AKX RK]-2-F
R-1-obeb bt X ]-N-72 K- 1-(F A s )-4-9k 72 TR
[1(R)]-1- T8t & -a-[3- B &-3-[4-[(2,6- = T A-4-mtez ) F A K] X
E)-2-FAK-1-wh B R K )-N-2 X498 LB
[1(R)]-0-[3- & %-3-[4-[(2,6-= F F-4-tox &) F A X K]-2-5
Re-1-we % 3 K ]-1-(2,2-= F &-1- B KA R)-N-2 K497z LEE
% ;
[L(R)]-1,1-=F &£ Z % 4-[1-[3-B %&-3-[4-[(2,6-= F F-4-mtmt &)
FRAEA]-2-RAR- 1wt IR A 2-(R AR E)-2-A KT K]-1-
kT B B
[IR)]-F & 4-[1-[3-AA-3-[4-[(2,6-= F K-4-mb-g )7 A%
] 2- A K-t I R )-2-(RAAR)2- AR T E]- 1R AR
B4 | ‘
[1(R)]-o-[3- B F-3-[4-[(2,6- = F K-d-mkmz &) F A E) K E]-2- 8
R-1-h % 85 2 -N-72 25 1-F -4k 78 TELRE ;
[1(R)]-a-[3- 8 %-3-[4-[(2,6-= F 2 -4-akr ) F R AKX E]-2- R
R-1-mt B R A]- -= FRRETERAEAN-2E-4-RE TR
[1(R)]-o-[3- 8 -3-[4-[(2,6- = F &-4-wkme ) F & A K A]-2-8
R-1-wke S ) 1- 3R R I 3 AR-N-72 R -4-9k 8 LBUAR
[L(R)]-3-BAE-N-#2 % o-(1-F AT H)2- A AK-3-[4-4-EHET R
EYVR R 1B 5 LB
[1(R)]-3- & 2 -3-[4-[(2,6-= T H-4-wtog B)F A X A]N-2 %
a-(1-F A T H)-2-BAK-1-whd 4t TBLAR ;
[1(R)]-3- 8 2 -0-FF T & -N-72 £-2- HAR-3-[4-(4-8 R A F RE)R
A 1S R A TBLAE
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[IR)]-3- A F-o-3F & %-3-[4-[(2,6-= F K-4-mt )7 A A& )X

A]-N-2 £ 2- 8 K-1-wbb 4 TELE

3-BA-a-(1,1-=F XL %)-3-[4-[(2,6-= T A-4-wbng £)F £ 4]

A E)-N-#2E2-FA-1-9b% 5% TR

[I(R)]-3-8 X-0-(1,1-= F & T &) N-2 £-2- A K-3-[4-(4-&HK Xk

T EA)RE]- 1-E 5k LA

[1(R)]-3-8&%-a-(1,1-= F & T %)-N-2 5 -2- 8 K-3-[4-[(2- F %-

4-ok ) F BRI R K] -1-w8 I8 TEERE

[1(R)]-3-RA-N-#2 %-a-(1-F % T %)-2- A K-3-[4-[(2-F £-4-%

AP RE]EE]- 1B IR LB

[L(R)]-3-R A -N- H-o-(1-F £ T %)-2- . K-3-[4-[(2,6- = F -

4-75h ) F AR R K- 1-wd R LB

[L(R)]-N-[4-[1-[3- B % -3-[4-[(2,6-= F %-4-mtog 5K) F A AKX K-

2-FAR-1-mbB i K- 2-(B A A K)-2- AR T AJ-1-9%7)-4-G R F

BLAR ;

[1(R)]-0-[3- & A-3-[4-[(2,6- = T £-4-tmt £) TR A K A]-2- R

R-1-70 %48 K ]-1-2- F K- 1-B KA R)N-Z2 E-4-%k% THBIE ;

[1(R)]-3-& 2-3-[4-[(2,6-= F -4-wtox ) F AR K]N-£ %-

o-(4-F B AR B H)-2- B AR-1-ws 7 TR

[P(R)-N-£2%-12-= &-a-(1-F £ T %)-2,2- Z A AX-6-(RE TR

) [3H-51"k-3,3- 0% IR]-1- LB,

[1(R)]-N-# %-a,3-= F &-2- A R-3-B-(RE T AF)RE]-1-4w%

%R

[L(R)])-3-[3-[3,5-— FAXR)F AL X A|N-# % -03-= F&-2-

FAK-1-mheE 0% TBRE

[LR)]-N-# %-0,3-= F £-3-[3-[3-F AR L) T AL R E]2-&

K-1-he I TBERR

[I(R)]-N-# #-0,3-= F £-3-[3-(1-F X L RFE)RA]-2-AR-1-9
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[L(R)]-3-[3-(B E X)) K E-N-£ %-0,3-= F&-2-BR-1- %R T
Bt A
[L(R)]}-3-[4-[(2,6- = EAX-4-oto2 ) F R AR R E]-NI-BEK-al-F
AE-2-BARN3-1,3,4-8 =2k 2- K138 b = LB ;
[LR)-1,1-=FAZE 1-[2-(BEARE)1-FA2-BNRTE]-2-K
RK3-[4-(AEFAE)XK]-3-1B IR L8R B
[LR)-1-[2-(2 A A %)-1-F A-2-E KT H]-2-BNR3-[4-(KET
A )R E]-3- I TR
[L(R)]-3-[4-[(3,5- = F A X X)F A A X K]-Ni-£ X-al-F £-N3-
[2-(F A H)-2- KT K- 2- B RK-1,3-0& K — TBLAE ;
[(R)]-3-[4-[(3,5-= T £ X £)F A X)X AI-N1-# F-al-F £-2-
FAX-N3-2- o 1 3-mtB e — LB
[1(R)]-3-[4-[(3,5- = F A X A)F A A X A]-N-# A-0- F #-3-[2-
(4-2G ok X)-2- B AKX T & )-2- RAR-1-HS 2 LB
[1(R)]-3-[4-[(2,6- = fA-4-mt7T £)F A K] R A]NI-Z %-0l-F
B2 B ARN3-2-E ok A1 3-HABIE = LB ; |
[1(R)]-3-[4-[(2,6- = & AK-4-okok ) F B E) R E]-NI1-Z %-al-F
A-2-B AR-N3-[2-(4-"5 KT K]-1,3-w08 e — LA
[L(R)}-3-[4-[(2,6- = &AR-4-7eE &) F A AR E]-NI-Z K-al-F
HE-2-BAR-N3-(4-mbeg & F 2K)-1,3-h% bt = LEUK ;
[1(R)]-3-[4-[(2,6-= T #-4-ox £)F RE) R E])-NI-#Z E-al-F
2 B ARN3-2-"E o K-1,3-b8 0K = LBLAR ;
[1(R)]-3-[4-[(2,6- = EAK-4-2koF £)F A AR A]N1-#2 E-al-F
A-2-BAR-N3-(3-otow A F H)-1,3-wkh B = TBLK ;
[1(R)]-3-[4-[(2,6- = &.MX-4-mt72 &) F AR A]N1-72 E-al-F
A2 B ARN3-(2-oE A& F &)-1,3-9% K = LBK ;
[1(R)]-3-[4-[(2,6- = f.AR-4-mkeZ &) F & A]KA]-N1-#£E-al-T
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E-2- B AR-N3-4-nboF 2-1,3-w0% % = TEERE ;
[1(R)]-3-[4-[(2,6-= FAK-4-otog X)) F A X KINI-ZX-al-F
A N3-(3-F X-5-F o2 K)2- B AX-1,3-1% K = LB ;
[1(R)]-3-[4-[(2,6-= &.AX-4-mkmE 8) T H &R K)-N3-[5-(1,1-=F
T H)1,3,4-8 =k 2-KNI1-#Z2 K-al-F £-2- R K-1,3-0B 1%
LB,
[1(R)]-1,1-=F X T % 2-[[[3-[4-[(2,6-= fAR-4-7et &) F A &)
AE1-[2-(RERE)1-FE2AXKTE2-AR3-m2 R L] T
B B A-4-EL T,
[1(R)]-2-[[[3-[4-[(2,6-= &AX-4-nteg F)F AR R E]-1-[2-(B XA
A)1-F A2 AR T A 2- B3-SR A To A R K]4-E
LB
[1R)]-3-[4-[(2,6- = FAR-4-keg £)F R A X E-NI-ZE-al-F
N3 [4-[2-(F AR K)-2-B AR T %)-2-F 4 £)-2-F AK-1,3-%%
te = LB ;
[L(R)]-3-(1H-K 5 sk ok -2- % 7 £)-3-[4-[(2,6-= RAR-4-tmz X) T
FEAIRAEAIN-ZE-o- FE2-BR-1-10E 5 LB
[1(R)]-3-[4-[(2,6-= . AK-4-mtrE &) F AR X A]-N-2 £-3-GH-%
o 3 [4,5-c]uboE-2- % F &)-o- T 2&-2- B AR- -0 I5 THLAL
[1(R)]-3-[4-[3,5- (= A F X)X AR R A]-NI-£ E-al-F %-2-
A AR-N3-2-oFek -1 3-mbed IR = LBLAE
[1(R)]-3-[4-[3,5- (= A F H) %X £ AR K)-N1-2 F-al-F &-2-
FAR-N3-(4-keg & F 2&)-1,3-1 %K = LB
[1(R)]-3-[4-[(2,6- = F Z-4-vkoz &) F KR EK]-N1-#Z %-al-(1-
P E)2-BAK-N3-(4-mbeg A F &K)-1,3-9b% 55 = LB
[L(R)]-3-[4-[(2,6- = . AR-4-wbez &) F A &) R E]-N1-£Z %-01-(1-
P& T &) 2- BARNI-(4-o & F &)-1,3-8 58 = LHI
[1(R)]-o1-(GFR & & F £)-3-[4-[(2,6-= T F-4-wog £) 7 R A]X
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[1(R)]-c1-(3R & & F %)-3-[4-[(2,6-= RAR-4-72 ) F AKX
E]NI1-£X-2- K-N3-(4-ntrg £ F £)-1,3-0hB K = LB
[I(R)]-1,1-=F A X [5-[3-[4-[(2,6-=F F-4-soz &) P AKX
H])-2- B R-3-[2- B AR-2-[(4-rs A F 2B X T A1k Bt K-
6-(AEAR)6-RRDTEA]ARA T HAE,
[LR)]-ol-(4- B A T £)-3-[4-[(2,6-= F A-4-abg B)F A E )X
Z)NI-E2-FAR-N3-(4-sbog £ F &)-1,3-hS K= THAE
[1R)]-3-[3-(1H-F 5 =o-1- R F AR X EIN-Z X-03-= T &-
2-F AK-1-wbB 4 LB
[I(R)}N-2%344-ZF % -[3-F £-2-BRK-34-(RETF LX)
A E)-1-bB R E)-2,5- = EAR-1-k2 e RBLA ;
[IR)ILI-=FPEZE I[(BAAE)RA]3-FETH]-2-EK-
3-[4-( K A)-3-mbed B AR AR
[L(R)]-N1-2 £-3-[4-[(3,5- = P A XK )F R AR A N3-2(F £
£X)2-F KT A)- a-2-F ERL)-2-AK-1,3-w8Jx = Lt
R ;
[1(R)]-3-[4-[(2,6-= & AK-4-mtok &) F £ 4] X E]-N1-2 £X-N3-[2-
(PERA)2-ERTE-a-Q-FERE)-2-AX-1,3- %% K =T
BLRE
[1(R)]-3-[4-[(2,6- = & AX-4-7toZ ) F B K EJN1-7#2 XK-al-(2-
AR A)-2- R AR-N3-2-F e -1 3-hE I =~ LB
[1(R)]-3-[4-[3,5- (= A T 2) X AKX E]-N1- B2 AN3-2«(F £
AE)-2-B R T E)-al-(2-F F2mA)-2- A AK-1,3-% 48 = LEE
JE
[1(R)]-3-[4-[3,5-F(Z AT E)R B A XX NI-B A-al-2-FT A
7 2)-2- B AR-N3-(4-0 A& F K)-1,3-d be = TBLA
[1(R)]-3-[4-[(2,6- = A -4-vkox ) T L&) R E]-N1-2 %-al-(2-
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TR EE)2-BARNI- KA1 3B R = TEBAR
[1(R)]-3-[4-[(2,6- = F &-4-wkoz £)F R ] R X]-N1-#£ £-N3-F
HK-al-Q-FERL)-2-RK-1,3- %R = Tlthe ;
[1(R)]-3-[4-[(2,6-= 7 %&-4-ak72 &) T L A] X E]-N1-#2 £ N3-[2-
(1H-%k"2-4- %) E]-al-(2-F A A E)-2-AAK-1,3- "% R = L&
R ;
[L(R)]-3-[4-[(2,6-= F &-4-wket )T H A )R EJNI1-2 E-al-(2-
TR A)-2- AN [1-(KAEF K)-4-kg &]-1,3-0% 5 = Lt
& ;
[LR)]I-N3-[2-(=F £ A 4) T £]-3-[4-[(2,6-= F -4-nteg £) T &
E)EAINI-ZE-al-2-FEFHE)-2-BAK-1,3-& I8 = Lt
F&
[1(R)]-3-[4-[(2,6-= F £-4-utg ) F £ X)X K]-N1-# £-N3-(4-
#EEE)al-Q-FERE)2-AK-1,3-1E K= LB ;
[1(R)]-3-[4-[(2,6-= F %-4-22 ) F B AR E])-N3- £ E-al-(2-
FERE)2-RARN32-E4 K 13- bl = LB
[1(R)]-3-[4-[(2,6- = F £-4-mtox &) F AR E]-N3-2 £-3-2-2
TA)al-(2-F ERA)2- A X-1-9B 5k LB ;
[1(R)]-3-[4-[(2,6-= F 4wz X) F AR £]-N3-(4,5-= F %-
2-7E ok K)-N1-2 % -01-(2-F R E&)-2-8R-1,3-9% 5k = Lt
F&
[1(R)]-3-[4-[(2,6- = F %-4-mtog %) F £ &) R A]-N1-# %-N3-1H-
o 5 t-ol-(2-F A B E)2- R AX-1,3- 1S dx = LA A2
[1(R)]-3-[4-[3,5- (=R T A) X A A X E)N1-# K-al-2-T £
F 2 )-2- B ARN3-2-E e B -1,3- B e — LK -

6. WA EK 1 eddy, L+
A i# B COR® - -CO,H - CH,COH - -CONHOH - -CONHOR’ -
CONHOR® . -N(OH)COR’ - -SH ##-CH,SH;
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(CRR’),NR’C(O}CRR*),-Q - (CRR’),OC(O)NR*CRR’),-Q -
(CRR’);NR*C(O)O(CRR")-Q -
(CRR’),NR*C(O)NR*CRR’),-Q - (CRR’):S(0),(CRR’)-Q -
(CRR”)SO,NR*CRR’)-Q - (CRR’);NR*SO,(CRR’),-Q # (CRR’)-NR"
SO,NR*(CRR’)-Q ;
REFHHEALTRI®EAH . CH; - CH,CH; . CH=CH, -
CH=CHCH; #» CH,CH=CH,;
R, A&#MFATRL%EAEH. CH; - CHCH; % CH(CH;),;
Q%A H-. @05 MR IR Cy ok BAFESH 14 MNLAN .
OFfe SHLERTHE 0-5 MR EARE 510 LEFE
R*it A H;
R, AHAERATHRLEECeH%EE. OR®. Cl~ F~ Br-~ I =0-
CN - NO; - NR°R*. C(O)R*-~ C(O)OR® . C(O)NR°R” -
S(O),NR*R*” . S(O)R*. CF; - CF,CF;#4#& 1-4 ML BAN. O# S
6 &R 89 5-10 TEIE

7. AR K69ty EFRALeWAXINLEY:
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#£¥, A#H-COH. CH,COH - -CONHOH #2-CONHOR?;
HICE5RGHREGEAREIRRLH 1414480 NFSO), I RA
F6y 56 FHREIR, AT CH 1 ARVRK;
G A& 0-1 MRARNE 4-8 LK
RERGHALSA 12418 OF NR* LB FHd 02 4MRAMF 0-1
A AL AR 69 4-8 A F I
U ARAERZA O - NR* . CO)- C(ONR®-. NR*C(O)#=
S(O)NR" ;
XA ERA Cry BIRE;
Y R AEREE OF NR;
ZPHEH. 05 ARBRGEEFLA 14N LAN. OFSH
RBEFH OS5 AMARIARE 59 AFRTER;
Q#HH % 0-5 MROBMRY Cq RIEREFEE 144 MELEN. O
Fo S 6§ /B FHd 0-5 MROEKEY 56 LERFA; Fo ‘
RS, AHMHHFATERLEACsKEE. OR®- Cl- F~ Br- 1=0-
CN . NO, - NRR”. C(O)R*. C(0O)OR* . C(O)NR'R™ .
S(0)NR’R® . S(O)R*. CF; . CF,CF;#4# -4 M&AN. O S
BB T8 5-6 LEHA .

8. HMumed, Lo4. HELTHLHEAFBETARETNNR
FER1TFE—AGLEWRE B R ETRZOEH X .

0, A RHG A NERGFE, 6. 2TARTEYNELER
HABFORMNEL 1T F -G RE BT ELETERNEN
X .

10. S/ AHLHFd MMPs - TINF - REZEGRES
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(aggrecanase) R BN EAN FHAREXEFRYGTE, 6. 4 TFE
RAFET R AMEFARETORMER 1.7 PE-RAGLEH X
EHRLETRGHEH X
BRI RE RERG T &, L ATRERNAIEDN

e KRERETR . FEATE. FRAR.RX. ARRS - BEAEH
FsEhBLEkfBaA. ot FLR. $AMBLERFR
B, BAREE. 2T ERAFEFORALIHETAKEORANL
K17 PE—AGLEHAEFTRZETHRLZOEH XN .

12. 4K AN RERERYG T %, AP EERXAER
o B#. ChERKLE. A B ZRA.RE.EBHETE. &8
BREE. GHRAR. KL BEMBIELL. 4% fRMhERXHV
B, GAROEE. 2 TFEERABFORILHWBEF A LT HRA
2RI-TFE—RGLEHREFTELTREZHEHB X .
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iR BB

o9 AR & B & & BT ] A

AR BA Y 4R 3K
AERA—RFRFHABKLEZOHEHHF . SHFECNGHH
WAMARAE R EMN T %

AEPANE &

AEEXREHIEANLEEORMP)VELAER(AHESR
BARAREEO)IRSENG>BTRELY, FHEBIEM GRIE
R. BRFSHEHREGHE, BLERHE, PloXRERREFE
AT K, AR . AEAXERH,; HMBHBIEN,;, FRAERFER. &
FRESBRBOEFERZESRAKTFRLA ISR A, #
foa-2-ERE GF TIMP (£ &% & 865 8239 % 31)(5 AT & MP’s 7 &%,
T P60 B A1 R 6 mpR b E A KT G Al

BXY XA EREMXT XK(2 54 OAF RA)RARE 2 @A
HAZ IR A BEAG R FRBEOHEIIRER . KAERWA OA ELBA X
AVRE, Plio, FRMABEFRSOASHREARLENES, BRELA
OA W b & A 4+ & ¢ 4k & B #2 % (Mankin %, J. Bone Joint Surg. 524,
1970, 424-434) . Al A T A O R T OFMEE . 22K . ik
Al RARBMALEEOE . AHNERAY, EALARHES
2T OAARA T XFRFHMIERGHER. CANAE OARF
PR e R R R E e et A RER ARG ENAE X
(Mankin ¥, Arthritis Rheum. 21, 1978, 761-766, Woessner <, Arthritis
Rheum. 26, 1983, 63-68 #= Ibid. 27, 1984, 305-312) . #tsb, CEAERE
% & R4k dh(aggrecanase, — AT L AR O BHEFL), Rtk
RA #= QA B F T 65 E & RB 645 71 2 A~ H(Lohmander L. S

-1-



10

15

20

25

oooooooooooo

%, Arthritis Rheum. 36, 1993, 1214-22) -

Ak, 28FaQ%MPEN X8 Rils R TR oyaL
BEmRE. TURBHATL T MPIPH A TRAAA S8 7 XA Tk
RABGEBIE, FRLAHHFS AW TR THEA 6G(H L Wahl ¥,
Ann. Rep. Med. Chem. 25, 175-184, AP, San Diego, 1990) -

BB F(INF)A 5t (09 mB B F, €9 26kd 89774
A XM LY 17Tkd 9 FRH X . LR TNF AAFsdh+ XE . L&
Fo SPEB G B(ROT £ G B AR LI B AT R B 69 AR )6 £ &

M. €6 THF CAAREAEMNEY . REHGERALAAAFFER
RIEHT TNF A A FSHATOSES RA KR EREEXT
% (Feldman %, Lancet, 1994, 344, 1105) - dE-A: % &R #MERE KA
(Lohmander L. S. %, Arthritis Rheum. 36, 1993, 1214-22)%= & IR £ & B
% (Macdonald T.%¥ . Clin. Exp. Immunol. 81, 1990, 301)4F & # £ 69 -

B, 34 THF Z £ HEAAZET XARERGEL . &
HERR, AR4ET %L EE Y Kk(OLE M TNF-4 1088
(TNF-C))MA B 2 € &) MP’s #6953 TNF en L R e X HMA F K
697t X (Gearing ¥, Nature, 1994, 370, 555) A B 4 3 W] X Ay A AL
A &l &M 49 TNF-a 8 @R 4~k 69 4 e - FRERT A
RHETFHRAEBGONESY T, TRER @4@(49%1*&%)&1&1&'&%
. hEHAFERERFNGELSIE. AR LSFHEIHG - B&
BREEmE . Ehpilis. TRFERE. BRE. FE& . &

A FE . FBAER. BRR . BHYERRE . BE. BaE
iﬁfaﬁ (eEm . By RBEMNER . EREAMARR . BREREREX
B RMARAE  RHERE . REERRBRG T AR

ﬁu sIF-Hi & EARBALE R

EgiE e, AL MMP %69 8 8 F A A 45 AR 69 9% 55 KL
¢ A4 it ¥ TNF & £, E®mipH MMPs f» TNF & £ 6 EH st 5L
RAPMIEHR X RFREAFMNOETSL .
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HINAEAX2ATETFMMP HHANGRFRERBFHREBEL.
WO095/09841 WA A R EZEEITE M mBE B F = A6 H 6

&4
fo) R3 ?4
H
0

HZ
A CONHOH
n%oL .
B E A W iE A 5 574758A1 AR EA T @B XA RE S
R RN R BIERITEY -

GB 2268934A Fo W094/24140 3t 48 % TNF / £ 3 %] 7] 8 MMPs & &
RERBWHMNBETRMNER.

REBAXSHEN MMPs » #HNEEAREE G RESEFR TNF
e dp Hl R AR . X EH G FHARKACSDIFREFRP BT R
R ALALSHHAREZTGRES . INFCREECLEEOHY
R ARALAREMGF T IE DX BEE| RGRTUEM, WA
BR-AERETERY KOEREER.

A KR 6 A
A, REAG-NEGZRERNFELEZ OB HAHOA
BRI EHELETRCOERGHAE.
AEPHF— NG ERBOGHFLTRLHEGBTA
HKEHEY —HALAMACYI LG F L TRZOERGYNHRGH
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R 844
AEAG L —ANBOERELT A RARGT X, EXLTER
WEFHNBEEIETARENE S —F AR ALY EHZLTEL
b3 R G AT .
BRfACENAETEGFmEFLTRAARARAL, ALE
EAXLN,, KOLEMEALEBFELTRZOERGHATERAT KD
4EREZ SR F, TEEE XA,

v}
I
29 A.B.R'.R.R#RwFTEL.

thib FHaT RO HR
[1] Bk, £H—A5ATEY, KAEARBIFGX TSP T
ZHRAUAERBFFLTRZOETL X

ixF

A i# 8§ COR’ --CO,H . CH,CO,H --CO,R® --CONHOH --CONHOR’ -

-CONHOR? . -NHR® - -N(OH)COR® - -SH - -CH,SH - SO.NHR® . -

SN,H,R® . PO(OH), #= PO(OH)NHR?

B ALK 03ABE®E O NR*F S(O), 9 RRTF, 0-145

Sh e 35 B fe 0-1 A AEE 4-8 FLIRBL AR

R! % U-X-Y-Z- U-X -Y*-Z%

UARBARZEAH O - NR*. CO)- C(O)O - OCO)- C(ONR® -

NR*C(0)~ OC(0)O - OC(O)NR® . NR'C(0)O - NR*C(O)NR® ~
-4 -
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S(O)p ~ S(O)NR® . NR*S(0)p #» NR*SO,NR? ;
X RBAREE Cligtih . Cop B Ade Cp o RaRE;
Y RHARZEEA O - NR* . S(O)F C(O);
ZARABAERELAD 0-5 MNRBRY C B ITREFSH 144148
N. Ofe S &FFH#Hd 0-5 MR IR 5-14 THFE;
UCPARALEBRZEEH O . NR* - C(0)- C(O) -~ OC(O). C(O)NR®-
NR’C(0)~ OC(0)O -~ OC(O)NR® . NR'C(0)O - NR’C(O)NR” -
S(O)e -~ S(O)pNR® . NR®S(O)p ## NR*SO,NR® ;
XEARBARZE CrLyplitd. Cupliiiife Cpp ki,
YR HAEREE O - NR*. S(O)F C(O);
7P B H - B 0-5 AR BKY Co s BRITREFSH 1-44MEEN -
O#e S 4 LB FH & 0-5 NROEAKE 5-14 THRIRE
RREEH. Q- CrolRi-Q . CuolaHi Q. CpolttikE
-Q’ + (CRR’)-O(CRR’),-Q’ ~ (CRR’):NR¥(CRR")-Q’ -
(CRR’):NR"C(O}CRR’),-Q’ - (CRR’)-C(O)NR*(CRR")-Q’ ~
(CRR")-C(O)CRR’)-Q’ -~ (CRR’)-C(O)O(CRR")-Q" -
(CRR’)»S(0);(CRR’),-Q’ ~ (CRR’)-SO,NR(CRR’)-Q’ -
(CRR’),NR*C(O)NR(CRR’)-Q’ - (CRR’),OC(O)NR*CRR")-Q’##
(CRR’)-NR*C(O)O(CRR’)-Q’ ;
REHHHEATHRL®AH . CH; . CH,CH; - CH=CH, -
CH=CHCH; #» CH,CH=CH,;
R, AHEFFEATRIZXAH . CH; - CHyCH;# CH(CH;)y;
ZER FRESHAG R F 0-3 MROBRARY Gy BHFREANELA
-4 N BN . Ofe Sty B FHd R F 0-3 AROIAKE 5-14 LR
I &
QA H-. & 05 ARBRY Gy KIFARAEFEH 14 DMEAN -
OA« S t4 R FHd 0-5 A ROEBMAXE) 5-14 LEHFF
RV URX Y25
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aaaaaaaaaaaa

RR#ZEAH. Q- CLioliA-Q . CoupoB#HE-Q . Copo A
-Q -~ (CRR’):O(CRR’)-Q - (CRR’)NR*(CRR’)-Q -
(CRR’),C(O)(CRR*),-Q -~ (CRR’),C(O)O(CRR")-Q -
(CRR’),OC(O)(CRR’)-Q - (CRR’).C(O)NRY(CRR’)-Q -
(CRR’)NR’C(O)(CRR")-Q - (CRR”)-OC(O)O(CRR")-Q -
(CRR’),OC(O)NR*(CRR")-Q ~ (CRR’).NR*C(O)O(CRR’),-Q -
(CRR’)NR*C(O)NR*CRR")-Q - (CRR’)-S(0),(CRR’)-Q -
(CRR’)SO,NR*CRR"),-Q - (CRR"),NR*SO,(CRR"),-Q -
(CRR’),NR*SO,NR}CRR’)-Q -~ (CRR’);NR*C(0)(CRR")-NHQ -
(CRR),NR*C(O)(CRR’);NHC(O)OR? #=
(CRR’),NR’C(O)(CRR"),NHC(O)(CRR"),;NHC(O)OR* ;

QB H. & 05 MREAKE CyBIAEAFESH 14401 AN .
Ofe S 69 £/ FH& 0-5 N ROEAKE 5-14 LRFTF ;

RIEAH. CrollEA-H . CopoBEHEAH . CpypfskEH -
(CRR’);O(CRR’),-H + (CRR’);NR*CRR’),-H - (CRR’),C(O}CRR");-
H . (CRR").C(O)O(CRR’)-H . (CRR’)-OC(O)}CRR’)-H -
(CRR)C(O)NR*CRR’)-H - (CRR’),,NR"C(O)(CRR’)r-H .
(CRR’),OC(O)O(CRR’)-H - (CRR’),OC(O)NR*(CRR")-H -
(CRR’):NR*C(O)O(CRR"),-H - (CRR’),NR*C(O)NR*CRR’)-H -
(CRR’),S(0),(CRR’)-H - (CRR’)-SO,NR*(CRR’)-H
(CRR’),NR*SO,(CRR’),-H #=(CRR*),NR*SO,NR*(CRR’),-H ;

$E&, RAFREAHAd R 03 MROERE Cy s BIREERS
Al-4AM_BN. OF S &EFHu R 0-3 A~ RO IR 5-14
VI 37N

R, AHEAHEATERIZAH . Culi. REFFE;
R, AHEHFEATRIZEH . CulkE. REFFE,

R” EHEMHHEATERIBAH. CLui. FE. CHRARALS
H1-4 M BN. Ofe S 69 B F8 5-6 LRFIH;
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fE, RAREENAEZLGA—RURESAO0-INMNEEN. O
S e B LB TFH 5 R 6 ALK,

R, ZHMHFEATELELCeEE. OR®. Cl- F. Br~ I=0.
CN . NO, . NR*R”. C(O)R*. C(O)OR* . C(O)NR°R™ -
S(0),NR*R* - S(O)sR* - CF;## CF,CF; ;

RS, AHMEFEATEHRILEEAEC4HEE. OR®. Cl- F. Br- [ =0 .
CN . NO, - NR°R”. C(O)R*. C(O)OR® - C(O)NR°R™ -
NR’C(O)NR®R™ ~ S(0),NR*R™ . S(O)R*. CF; . CF,CF; - -
CH(=NOH) - -C(=NOH)CH; -~ (CRR’);O(CRR")¢R’ -
(CRR’),S(0),(CRR")sR? + (CRR’)NR*CRR’);R! « FEF &4 1-4 4
HBAN. OFe SHLR T8 5-14 THIKE

RS, AH5MHBERATHAY 02 MNRIREY Crypffed 02 MR
8 Crg A& ;

RS EEHBEATRLIGAG 03 AR BRARGELE. & 0-2 MR EK
WEERF A H 03 MRERRGEEFSA 14 MEAN. OFSHER
BFHdr 03 ARERAES-10 TRF 5

RS, EHEFEATHARE. 2L, CLoR ik %Cls e E- . Ciq
Hipk. CehABARACREEA . CLRERAERREAAC,,REA
c CooBERABRE . G HRRABEEEAC KA. G IFREAE
BREEAC,HEE . CirraEASZA. XAEAEZE . XAEKRER
ACaBR-  FABAEACHRE . CLRAACLREARERL
Co k- [6-(Cs i) -1, - A &-FAM-2-8- K F A& (5-F4&
13- F - -2-8- AT A . CpRANRR™ .
CHR*OC(=0)R’ - -CHR®*OC(=0)OR’ #*

X
=,
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RI#EAH. CLpiRi . Cueith A . CeIfRECRAFEEC,
k- |
RPZEH-. CLosk. Cuitlk. CualRAC KA RE
Crg 3 2~ ;
Rt Bl Hfe Ca BMRE
RO#%BAH . & 12 ARBARE Cated. & 12 4RI Cyp 3R
RE&EFE 02 ARPEAREGEE,
RS, ZHFHEATHE Cuid. CueFEE. C.sRAEFH 024
RPER A By KA,
p, BERFEATEHAEO. 152 ;
r, LEFEALTHAO. 1. 2. 3. 445,
O, AEFEFEALTZAO. 1. 2. 3. 4755 ;
O, AEREALTHRAL. 243 ;
s, BHEFAFERTHREO. 1. 2F3; Fo
s, AERAEFEATEAO. 1. 243 .

2] B, A—MELRWGEARFTRP, REAREHGX IS
. E |
A it 8 COR® - -CO,H - CH,CO,H - -CONHOH - -CONHOR’ - -
CONHOR® - -N(OH)COR® - -SH #=-CH,SH;
FBALH02AFHNEA O . NRF S(O), I HATF: 0147
sh ol 3 B e 0-1 D4R 4-7 AIFRBLIE ;
U RHIE
Y NAE
ZABAERLES 0-5 MRV Co o RIRREFSH 14 1H
N . Ofe Sty /EFHw 0-5 4 R EUAKEY 5-10 THEIFE
U'AAEHZEEA O - NR* . CO)- C(ONR®. NR*C(O)-
OC(O)NR® . NR*C(0)O - NR’C(O)NR® - S(0)pNR*#= NR*S(O)s ;
REEAH. Q- CsEBREAQ . Cous BHFEAQ . Cos B E-
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Q’~ (CRR’)-O(CRR’)-Q’ ~ (CRR’)NR¥(CRR’)~Q’ -
(CRR’),NR*C(O)(CRR*),-Q’ - (CRR’)C(O)NR*CRR’),-Q’ -
(CRR’),NR*C(O)NR*(CRR’),-Q’ - (CRR’),C(O)(CRR")-Q’ -
(CRR’),C(OYO(CRR’)-Q’ » (CRR’),S(0),(CRR’),-Q’#=
(CRR’)-SO,NR*(CRR"),-Q’ ;
QitAH. . #03ARBRRGEAEfLE | 4MEAN. OFSH
2B FHd 03 MR IR S6AKFR;
RP#AH . Q- CroliA-Q . CopREFE-Q . Cpp RbtHE
-Q - (CRR’):O(CRR")-Q - (CRR’):NR(CRR’)-Q -
(CRR*),C(O)(CRR’)-Q -~ (CRR’).C(O)NR*(CRR’)-Q -
(CRR’),NR*C(O)(CRR")-Q -~  (CRR’).OC(O)NR*(CRR’)-Q -
(CRR’),NR*C(0)O(CRR’)-Q - (CRR’).NR'*C(O)NR*(CRR’)-Q -
(CRR*)-S(O),(CRR’)-Q ~ (CRR’):SONR(CRR’)-Q -
(CRR’);NR*SO,(CRR")-Q #= (CRR’),NR*SO,NR¥CRR’)-Q ;
R, AE5MHATHRIZEAH . CH;# CH,CH; ;
R, AHfH ATt 8 HA CH; ;
Qit A H. & 0-5 MR EIARE Cy o KT AEEFEH 14N EAN -
OF SEIXBRFHd 05 MROIMAREG 510 LRIFRE; Fo
RS, AEMFFEATHELIEAC KE. OR®. CI- F. Br. I=0-
CN . NO, . NRR¥. C(O)R*. C(O)OR® - C(O)NR'R™ -
S(O),NR'R” . S(O)R*- CF; - CF,CF;f 4% 1-4 M BN . Of S
0 &5 T8 5-10 LRI A

[3] A—AERBEEHRFTEF, ALARBHHXILEH, £
.
A #% B-COH - CH,CO,H . -CONHOH - -CONHOR® #=-N(OH)COR’;
B ALH 0-2 A%k O« NR* F= S(0), 9 XEF, 01453
sh e 3 e 0-1 AN AEEY 4-6 ALIRRBLAR ;
ZRBAERREH 0-3ARBAKEY C s FBREFSA 144 LAN .
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O#s SE 2B FH#d 0-5 MROEARE 5-9 LHEHE
VAR HBAEREAO . NR*. C(O)- C(ONR” . NR*C(O)#»
S(O)NR® ;
XPFRBERA CLRiE;
RP#& 8 H « Cps B4 4-Q « (CHy)rO(CHy)-Q’ + (CH2)»NRY(CH,)-Q’ -
(CRR’);NR*C(O)(CRR")-Q’ - (CH;)-C(O)NR*(CH,),-Q’ -
(CRR’),NR*C(O)NR*(CRR")-Q’#7(CH,),C(O)(CH,)-Q
RY, AHEMHEATHLEACsKEE. OR*- Cl- F- Br- [ =0 .
CN . NO, - NR*R”. C(O)R*. C(O)OR® . C(O)NRR” .
S(O),NR*R* « S(O)sR*+ CF; - CF,CF3## 4% 1-4 MN& AN O# S
5B T8 59 AEFE,; Fo
Qit 8 H & 0-5 MNROIAY Cs s KFKREFLH I4ANAZAN. O
Ao S 9 ZE FHd 0-5 ARV 5-6 LEIRFE .

[4] £2—NEmKBRYFERFIET, RABRSEHOKILEY,
Ef.
A #% #-CO,H - CH,CO,H - -CONHOH #=-CONHOR’;
B ASH 02 AT HA O . NR A S(O), 89 REAEF, 0-1 4%
984 3% B fe 0-1 a4t ed 4-5 AIFRREBEAR
X RAEARBEO CEREA. CuBaHER C, BaEHE;
ZARABERZEOEE 03 AR BRARGEEFSH I4AMZLAN. OF S
BB FHd 03 AR BMKEY 59AFHIE;
XERBEBRH Crg A
Y R4 Rk E Of NR;
ZP#H A H . B 0-5 MR IBARH CopgpBh T RAFLAH 14 MELAN .
O F= S 8B FHd 0-5 NROBAKE 5-10 LHIFF
RYEAH . CEA-H . (CH)-O(CH,)-H F#(CH,) NR*(CH,)-H ;
Fa
RS, LHEMHEATRI®AC KL, OR°- Cl- F. Br. [=0-
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CN - NO, - NR*R”. C(O)R*- C(O)OR* . C(O)NR'R™ -
S(O),NR*R” . S(O)R*~ CF; . CF.CF;#4# 1-4 M EAN. O#§
B BT 5-6 LHRIFA .

[5] &5 —MEBRHERFTRY, KLARGGL A TH LS
WEAEBEETRZHEH X
[I(R)]-N-# %-0,3-= 7 &£-2- B AK-3-[4-(RE T LA K K] 19k
W% LBLRE
[L(R)]-N-# #-0,3-= F #£-2-HAR-3-4-F A XX H)-1-0B 1% T
BLAE
[I(R)]-N-#2 % -0,3-= F &-3-[4-(1-F & T £ %) K K]-2- AA-1-%
%% LBRE
[1(R)]-3-[4-(1,1- = F £ LA X)) R A]-N-#Z £-0,3-= F A-2- A K-
1-wbedJ% TBL R
[L(R)]-3-[4-(3F & A& f )R K )-N-2 %-0,3-= F &-2- AR-1-9%
% B
[1(R)]-N-# %-qt,3-= 7 %-2- R AK-3-[4-[4-(1,1-=F EX T H)R %
PR AR A1 LB |
[I(R)]-N-# %-0,3-= F £-2- A R-3-[4-(R K-3- R EK-2- A £ R
VR K] 1-wbs R TBUAR
[L(R)]-3-[4-[(3-F AXX)FREXEIN-£ L 03-=FEH2-4
Re-1-wh8 2 TBLAE
[I(R)]-3-[4-[(3,5-= F A% £) 7 A A XA N-2 2 -03-Z F £-2-
A1 TBLAE
[1(R)]-N-# & -0,3-= F &-2- B R-3-[4-2- A A A F) K E]-1-+
%05 LRUIE
[R)]3-[4-[G-REXZ)F AR XA N-#%-0,3-=F £-2-1
K-1- J% TELRR
[1(R)]-N-#2 &-0,3-= 7 £-3-[4-[(2-F £ X K) T R &)X E]-2-R
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K-1-whe I TBLRE
[IR)]-N-£2%-0,3-=F %-3-[4-[G-HE XX T RE) X E]-2-A
RK-1-wb 4% TBLRE
[IR)]-N-2%-0,3-= F &-3-[4-[4-H A X L) T RE)XE]-2-R
R-1-bo 47 TBLAR
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[1(R)]-3-[4-[(2,6-= &R AR-4-mtoZ K)F R E) X £]N1-BE-al-F
EN3-[4-[2-(P AR E)-2- A KT A]-2-F K]-2- R AR-1,3-1%
= LBLAR ; ~
[1(R)]-3-(1H- K ko -2- % F %)-3-[4-[(2,6- = RAX-4-k7 &) F
AR EN-2 5o F A-2- B AR-1-E I TBLAE
[1(R)]-3-[4-[(2,6-= F.AX-4-7tog 25) F R AR E]-N-2 £-3-(3H-%k
ok 3[4,5-c]obE 2- & F &)-o- F FH£-2- R AR-1-9k- 58 THLE ;
[L(R)]-3-[4-[3,5-F(Z= A FA) KR A X)X E]-NI1-B -al-F %-2-
AAR-N3-2-Fok K] 3-bob IR = TR
[1(R)]-3-[4-[3,5- (=R T AR E X)X A]-NI1-Z2 £-al-F %&-2-
R A -N3-(4-wtmE B T A)-1,3-whed IR = LBLAE
[1(R)]-3-[4-[(2,6-= F Z-4-nteg ) F A A)RE]-NI-Z E-al-(1-
PO HK)-2- B ARN3-(4-ateg A F H)-1,3-d 08 — Tk
[1(R)]-3-[4-[(2,6-= &K -4-ntrz ) F R AKX K]-N1-2 E-al-(1-
TR ) 2- B ARN3-(4-abre X F H)-1,3-wbe8 I8 = TBLAE
[L(R)]-a1-(R & & F %)-3-[4-[(2,6-= T A-4-mbrz ) F H A%
CAJNL1-2A-2-BAR-N3-4-wtog £ F E)13-mER =T B
[1(R)]-ol-(GR & 2 F X)-3-[4-[(2,6-= RAR-4-wbmg B)F AR
H]-N1-#2 %-2- B AR-N3-(4-wkog & F &)-1,3-w% 5k = Lok ;
[L(R)]-1,1-=F A Z & [5-[3-[4-[(2,6-= F &-4-wkmz &) F XX
A 2-BAR-3[2- B AR2-[(4- AT BB K] T AL 1-wB IR E]-
6-(ZEAK)6-ERTEAIRETRE;
[I(R)]-al-(4-B & T %)-3-[4-[(2,6-= F -4z ) F AA] X
A]N1-2A2- B ARN3-4-2 £ T E)-13- 08K = LBE;
[1(R)]-3-[3-(1H- % 3 Zok-1- 2 F A H) R A]N-2 A0 3-= F A-
2-8,K-1-we8 0% T B |
[1(R)]-N-#2 %-344-=F A o-[3-F £-2- R K3[4-(FXE T AE)
R E]-1-wes 5 K ]-2,5- = BAR- 1Kok b R BLRE
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[IR)]-1,1-=F X 1-[(BERE)KE]3-FETE]2-AR-
3-[4-(F E]-3-wh& Ik LER BE |
[1(R)]-N1-# £-3-[4-[(3,5-= F A X )T A AR E]-N3-[2«(F %
B E)2-BRTE) o-(2-FT AR H)-2-FR-1,3-% 5k = THk
;38
[1(R)]-3-[4-[(2,6-= &.AR-4-mtog X)) F £ E] K K)-N1-2 £-N3-[2-
(FAER)2-BRTE]-0-2-FERE)2-AKR-13- k%R =T
BBz |
[1(R)]-3-[4-[(2,6- = A -4-okz £)F £ K] K K]-N1-£ A-al-(2-
A & A)-2- FAR-N3-2-E ok K] 3-nhed b = TBRLAR ;
[L(R)]-3-[4-[3,5-R(ZA T A)X A X)X A-NI-£E-N3-[2-(F £
A 2)-2-8 K T E)-al-(2-F A & E)-2-ARK-1,3-% e = THt
R ;
[I(R)]-3-[4-[3,5- (=R F )R A A X E]-NI-Z £ -al-2-F£
7 2)-2- B A-N3-(4-nbog & F K)-1,3-90%8 0% = TBLAE
[1(R)]-3-[4-[(2,6-= &A-4-nt7k £) T A AKX E]-N1-2K-01-(2-
@ 2 g A ) 2- BAR-N3-E A3k R = DR
[1(R)]-3-[4-[(2,6-= T X-4-stox ) F £ X) R K]-N1-#2 E£-N3-F
A-al-(2-F A& E)-2-RA-1,3-wE R = LB
[1(R)]-3-[4-[(2,6- = F X-4-skoz £) P A IR K]-N1-# £-N3-[2-
(1H-%=-4- %) T & ]-al-(2- F A R &)-2- A R-1,3-9k% 8 = LBE
i
[1(R)]-3-[4-[(2,6-= F A-4-vkog ) F A AR A]-N1-2 &-al-(2-
A A A2 BN [1-(R A T &)-4-keg &]-1,3-8 ke = T
R ;
[1(R)]-N3-[2-(= F & & &) T %)-3-[4-[(2,6-= F K-4-a2 )T |
)R AN A o1-(2-F A mE)-2- B AR-1,3-s% e = T8t
% ;
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[LR)]-3-[4-[(2,6- = F A -4-wtez %) F £ AKX £)-N1-52 £-N3-(4-
#EFEE)al-2-FERHE)2-RK-1,3-w% 5 = oA ;
[1(R)]-3-[4-[(2,6-= F %-4-ntoz &) F £ &) K K]-N3-% %-al-(2-
P A RE)2-BAR-N3-2-Fek K1 3-S5 = TR
[1(R)]-3-[4-[(2,6-= T %-4-ntox ) F R A X K|N3-24-3-2-2
Ay al-2-F A FE)-2- A K- 1-& % TBAE ;
[L(R)]-3-[4-[(2,6- = F %-4-wtog K) ¥ B AR E]N3-(4,5-=F %-
2-F ek X)NI-# E-ol-(2-F EHE)-2-FK-1,3-8 0 = LBt
B ;

[1(R)]-3-[4-[(2,6-= F %-4-utg &) F £ &) K E]-N1-# £-N3-1H-
wdlok 5 Fk-ol-(2-F E &) 2- B K-1,3-E R = LB ; B
[L(R)]-3-[4-[3,5- (=R F E) R A X)X A NI-Z £ -0l-2-F &
# & )-2- FAR-N3-2-F ek 13- 48 = TBLAR .

[6] £ 5 — MLk FHRFTEY, ALARBHOXN IS4, £
¢ .
A it # COR’ - -CO,H - CH,COH - -CONHOH - -CONHOR’ - -
CONHOR® - -N(OH)COR’ - -SH #-CH,SH;
HXBASHOIANAFIHEAO . NR*F S(O), 9 XETF, 0-1 47
I e 25 A 0-1 D AEEY 4-7 AIRRERLAR ;
R'#Ae R &% s R 0-3 A ROERAR Y Cs g BRI EEREFH 14
AL B N. Ofn Sty FRFHd RVFe 0-3 A~ ROEAK Y 5-10 A RIF
% ;
72 B H. @ 0-5 MNREIRAKE Cs g BIRKEFESA 14 ZLAN -
OFe Sty B FHd 0-5 M RIMKE S5-10 THRIFAE;
RREABH. Q. CLolBA-Q . CpoléHA-Q . Cpplittet
-Q « (CRR’)FO(CRR")-Q - (CRR’):NRY(CRR’)-Q -
(CRR’)-C(O)(CRR")-Q - (CRR’).C(O)NR*(CRR’)-Q -
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(CRR’);NR*C(OXCRR")-Q - (CRR’)-OC(O)NR*(CRR’)-Q -
(CRR"),NR*C(0)O(CRR’)-Q -
(CRR’):NR*C(O)NR*(CRR’)-Q - (CRR’):S5(0),(CRR")-Q -
(CRR’),SO,NR}CRR’)-Q - (CRR’),NR*SO,(CRR’),-Q #= (CRR’)NR"
SO,NR*CRR’)-Q ;
RAEHHEFEALTHRLEAH . CH; - CH,CH; - CH=CH, -
CH=CHCH,; #» CH,CH=CH,;
R, AH#HFATRIL%EEH - CH; - CH,CH;# CH(CH;)y;
Qit @ H . W 0-5 4~ RIMAKE Cy g BRI AEFEH 14 MEAN -
O SHRETHd 0-5 MR ERYS5-10 TLHIF
R'it & H;
RS, GHEMERTEILACHEE. OR®. Cl- F- Br. I+=0.
CN . NO,- NR’R”. C(O)R*. C(O)OR® . C(O)NRR” -
S(O),NR*R” . S(O)R*- CF;. CF,CF;# 44 1-4 M &£ BN . O# S
BT 510 TEIE .

[7] &5 —NERZRGFARFTEF, FLARBIFOX N LS

#y, K&
4 3
Sdam

II
A it 8-CO,H . CH,CO,H -~ -CONHOH #=-CONHOR’;
RC ERGHEBAREIFRRAHE 0-4 448 0. NAS0),# & A&
F855-6 LFHELRF, MHFCH1ARERK,
G HE 0-1 MR AIANE 4-8 TR
REIRGAHAH 12488 OFfe NR* W X EFHd 02 MEEF 0-1
A AR AX 69 4-8 LRI
VPR ALERZEA O - NR* . CO)- C(ONR®. NR'C(O)F=
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S(O)pNR* ;

XPRBARA CLa i E;

Y R AERLE OF NR;

ZP#HEH-. @05 MNRBRGEEFESHF 14NMBEN. OFSH
RBFH 05 MREEKE 59 AFRFE;

Qi#t & H % 0-5 MRIRAE CoaHAKZATEA 14 MEAN . O
Fo S Y RE T Hd 0-5 AR EAKE 56 LRIE; o

RS, AHRAEATRILIEAC HkE. OR. Cl- F~ Br- I=0-
CN - NO, - NR*R”. C(O)R*. C(O)OR" . C(O)NRR™ -
S(0),NR*R* . S(O)R*- CF; . CF,CFs##4H 1-4 A& AN. O S
by % BTG 5-6 TERIE .

EREAEHRFEY, AEVREHGHALEY, €5 HF
LT RGO B AR EFARTOXDR DR ESFLTELOEL
X .

AEOANEHARFTRY, AEAREHGET ARG L ERRBROF
%, G BTARTEGELETARTGOANOREGHALEFL
THZHEH KX

ERINTHFRET, FAEAAREHYGLFTAHLAIN T o
MMPs - TNF - R4 ZaBBHERCNOASNFHNRERERFBOF
E, 645 . T E RGO ELSMET A REY XDEH K
HHELTHLHEH X

ERARALARFRY, ALRREHGL T AL W% E RAE
mO TR, RV AEARRARER L EAREBRELTR. FXF L. T
BlE.RE. ABRRD . BSARSHRERBERPHBEN. AT
EMELR. SENERMERFER, RS EOE & TERAMNE
FORALHMESAREOXNOL WAL HELTRZOEH X

EREATHRFEF, KEVREHG L5 AP ORIERK
BT, RYMEARRBERL AN . ChFTHL - Hin . & .
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ERM - RE.BHRTE. ARPEE . SHAR. k. BHMNE
EFRE . BFRANAREHIV EE, GHEEE: b TEFRRMAE
TR ERARXEG XL D AL G FLTRZOEHX .

Z 3

BT R LS T RA Rt iR F oo . &8 R AR 5T
KK RS M T AL FEM NI ERGHB XBE > FH %K. $%ﬁ
Wbk Bl H i R ERHMRXGFE, B IH oYX RALN
REMRHEREMNE - HEHEE . Gﬂﬂﬁ%%mﬁ%ﬁﬁﬂq
AGETEHEGLSY P, ARIRBTOFHERPTZRELERR
AEEA. BETREHRSHOE X Fe L X JUTHGEK, FELTA
PEAFMEGREY KA AGRHEHX . rIEHHNBEALE O
B SARLERABEY Xsb, HERAAGTH . FExdor. s
% XA i A 6 LT R X .

LA A RE < BRREG > EHR—Ai 84598 R AR RA
HERFLOFT—AHEAME, FARTRRLEIRTHTHR LA
HEARE AR TG RAY . SRAEABEF=0)8, MERTFLE
B BB . % — AR A (R IR R )N A & & R R AR
KEt, ZEBAMBABEARXLBABHGRFEPAELA).

B AEAT B § (4o ROEEATES RA A4 X P Rk — R B,
CAEE-—REAHGTARITEAE~REEHEEAOEL. B
W, Flde, e B—ALAETFH 02 AR EBRK, MAEKATERG
5AMAREARKALRASF X HAR R LA RO GT L. BA

A/ REBHASLT AN, REIFBEZEBETHLESHIP
T .

BERETFARKRGHEFRA I LELRLGANE T4
B, MRERAETIAERTFHREGEMETLE. S5 E—RREAR
BPRRAAERTEX OO A CHIMBLGR T, MNEH
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BRARETABGERNKEGEME TFELE . RREP/AEENEEL
RARHY, AREFHALGFLERTHNEHHT .

BSHTRE ik EROHELABRTHROREA T A& L4
tatepslid. KA EH eEMeRTRT)FEA. 245, ER”REL. &
Rk, ETA.HTEA. &KTE. EAEFMFRE. " ERRE &
RO AREANAARTFERAY, BABHTRARRTFHOELLES L
e IR R R R (F4e-CVFW R F v = 13w = 1 £(2v+1))a'|§] RIE
2P AREIARTF)IZATE. 287X, 2ACEPERTE.
REALA ATEABTRNERGTHAGRR T4 LE LR
E. BRANEH OHEERIRT)FTAE. 284, EREE. R A
iﬁ iTﬂi FTEE. RTEE. EAEEFMHFARRE. “3F
7R e Emfe gk, wIRAE. RTEARIFARSL. kL
@&@%ﬁ%ﬁi%ﬁﬁiﬂﬂﬁ”¢ﬂ§47&%%mﬁ%%ﬁﬁ
BTG T BN RE, WlhAaREA. A EX
OEEMRILOHBILLA —AREATEATIERENEMER
B A AR R, TR AR,

ARBFAE < B/ R akr HAR. KR BERPHNA,; <48
EEF” AEAZRFIE, FREOHFGHE, b, DRBRR. LER
B BAR. TEMIR. RBRRF .

AR RE BRI F HERE" EREARIGI-E7-
A EFE IR, K T-E 13-AKFREZIR, L FEF—ATAZ BT
W . BT fe g XA FTHEN . REBRING EH EFAZRRT)H
B . RTA.RAA. REE. REE. 2rlKE. FFE. [33.0]
SLIFRER . [43.0]RFER « [4.4.0]RBR(ER) - [2.2.2) 0 F 5
5£\A£~%%~&&—ﬂ%?£~émﬁﬁi@ﬂ§§0%wh
W EALER).

AbFT R RE RF K RHAE” Elhef. ek
Foth T AA(FHR)OHR T 5-E 7-ALEIF KR, K 7-F 14-LK
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ARG ZELATIBRTFR 4 MBIRAN. OFSHRRT
WA, HFT EAERL T A L UM RIS T RIR LT SR A
B . § AR LR F Tk, PTELIRTAAERT> LT HEH
AR FEBRAETLEAMAEE . ALATE RINT LA R AR
FLERK, BEAROLSMAERTY . wREHNEH, AXFL
HRRFTIERFRAL. RASHERLRLGSFORTFHELEL
1BF, LR FRILTRNE . RBEAARF LG SHORFHEH
FAB | . dE A, RiE T ANE” EHGBETR 144
BIBAN. OFSHERFHERNETH 5-E 7- LI RIF,
H7-E14-AIREFTH . RATRFAELRLGSFORTFHEL
A1
K FTH TR T)> A, YFEE. XAk E. X
H ekl & . R HE X (benzothiofuranyl ~ benzothiophenyl) - & # 7%
k. KRR, XA R RFwed Rk RARERE. XH
Foged b . K ifokekaf AL ckok K. daH-mFo2 XK. kK. XA ZF
%%£~$#%%§\m%£~+iéﬁﬁ~mumqszzﬁ¢%
— &ekef H[2,3-b)m Skl A . kb . cheA Ak . skebdR . kel
~skek . 1H-"9¢ % . indolenyl - = &34 . “F%L?P-:EE\ w3 wk
AL 3H-RE . ARAReRA . REFAenA . ARk F
—gAlRA . Bkt Besh k. BeEe K. BBk RPAS
FAEL Bk 15-ZR&FE NLFAEE Bk [23-
ik ep g 13478k 12508 ek ik 13,478 ek K oEed
frdk . eBed k., wBek b L omep A . fEeE K. gEebeRE . Ak w
k% % . phenoxathiinyl - %*&% & . 23- =R & HFE. k%L, k=T
R A . 2eh k. ke abeA AR . wbed bR mbedoR . wbed
ERET T £ LU S Eia T SN L S AP
(pyridinyl » pyridyl)~ "E® & . ste&tt & . wteboih k. 2H-wted A L b
s L ook . welAk . 4H-ER A . BB E . ETHE. @A
_39.
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ke . WHAERE. WEERE. 6H-125-F=%%&. 1,23-%
—ok X 124-FE ek 125 K=K, 134 F K ERA.
P B LOF PR SR LUF S LF LTS S LF L L SN 3
oy % (thiophenyl) - =% % . 12,3-Z&% . 124-Z=4%. 125-Z=%
A, 13,4-ZckRhferkab k. KB RINEEAZ TR T)ubez X . =k
PN LF S-S ST S-S L L SR F S 3
e L IH-5ee L cBek k. Kb =ed . R AERE . B0%
. K HAeBeodok Ko dt B K(isatinoyl) . L EIEEH, F4o ik LR IR
8948 I Fe 2R INAL &4

ARG KE “BEAR” THLAREALEAFRELREL
A At . EREBGRETHARARALIR(E L-A4R). 4
WHeGA T E RO REAK( D-BAR), URCLAELMELUREY
REGGHBXEA, ERAELTAZGEANARK . OFEEEZRETP
G A 56 Fo I WA B AR, 4w /2 40 Roberts ## Vellaccio (1983)
The Peptides, 5: 342-429 iR G LR KB, LAZR LI AEET
AXF. RAZOPHAGRER OB RRT)RAR . HAR.
RABK . RERK . FRAK. A% . SABRE. HAK. 4R
B. FRAK. RAK. HAR. TRAR. RAAK. L88. &
AR BAR.CAR . HMARPHAR . RAYEZFGALR B¢
IRT)FALARHAR . NEAR. FHRIEHR . 34-—BEXRER.
AR EmER. AR 2AK. BARKR. 3-—#KBAR. 3,5-=#K
B% £ 8 (tryosine) « 3,5,5-Z 8K F R IR R A8 A= 3,3°,5,5 -3 F K
BB R . TURTALALRGEHORTE LY ALK AR
BT)D-BAR . LAHAR . 4-2EMAK. N- Cbz-ﬁ#éﬁﬁ.ﬁt
B . 24-—RAEATEH. AVHAKR. TEEAR. N-TERETH.
ARAR . AAHTAK. &A%%ﬂ&w&%ﬁ&~¢%%%&%ﬁ
AR . N-TAEERAR. 34 HEMAR. NN-ZFEREHR
. N-FTRAXHEK . 4-85%T4-FH. 6-AETHK. R4
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(AATFE)FCLETR. 2-,3-F4(AAFE)RXPTR. I-RAEFAEL
TaE. . -AEFRRATRP 2-FES-AEARK .

LARAAGRE “FRLETHRZG” BAEEROERAM LA
R, REBEMLEGLEGEL/REL, BERATEAfGHMEARER
AT FFHE . M. FHEREE R E E ML E AR A
WA BhtFe/ R AR .

TR RE “BHELTHELGL " KNS HGITE
B, LR R LR LR B Rk RS HEET
B2UBOTH OEAZTRT)REERLREGENSANKR; &
MR B BROREIANEF . BFELTRZOECH, Flon i
FHLAURA AR R RS F RS RFRE . b
4o, EROEFHLOETLE AL NKE L. 2%, AR, A4
B . R HRFOL, RAANRHNEYL, REAANKRA, 4
WL®. AR AR BELK . RER. 8. ERE.BEHK.
HRR. R eR. MR . DR AEDRR . AALR. BARK.
AT Ap# . SREXFR . 2-LRALARTR. LK. FX
Btk . PHRE. L%, $8. 2LBR¥F.

ARAHH R ETRLOETARREENGLEF K, d4HR
MR GFHRAESYRER . —AKI, RRLTHLRZLE
o440y 64 3% B B8R SR ARTYS X B (L F9T H £ 69 438 69 3k S BR A2 K A A A
BEHT, AARFORSYTRERMNE,; — A LEKNRB B
LB . LB FREBRLME . 416944 B £ 4 Remington’s
Pharmaceutical Science, % 17 ik, Mack Publishing Company, Easton,
PA, 1985, % 1418 R+ #3, LAZRBIIALETALF .

BT LSRG BENOR BN EOFRE(ERE A
MARE HEF), KRR T A B aTReg it X4 T . B,
AEAESLOEARMNERRY S GHHAE . T HAEY
B F R SR GRSMY RS . < HAATR BREBEMAMNAE

-41 -



10

15

20

25

cccccc

SHHBER, SEHGHEHTHRLTEAALSIYEE, CREKAR
aa$£%%%ﬁ&¢m% AEPGH AT AR ARFFF X
MHAELET RS THERADZITHMHEMNE, HHEEHTLE
EHLERAECAEBYFHRLEY . GHANKkELEETRE. &F
REEGSTEMAR O AL RANLSY, AEERRAY HH IR
SF LR, CTEEIHMAHENARE. FEOAER
HEGRL. FYNERGEZH OEETRRT)RALALESH T o8
BRERARG KAL) TRECGHFRXT&EEE)ITEY.

“BEELES” o RITHEH" EHRRAUREABEZTNEE
RA P BEAERMGE, BTES RAZET A GG

& B,
AEANSWTAARMARABREARAAR Rsab§ 7 % 7 5%
&. RERALLY T A TRFT %, ZE4ERANAEHFRC Y
SRFERBRANBBEARAR TREBGESGEARER . L
7k B TRRT)T R 5% . £IAGHAESF RN L6

FARIY. |

AZAGISHTIUE ARG I BEG R EFERAME . TR
BRELZEATHRARANFYRGER FRITLESTHARBITOHA.
A, ATHARFEOHRAY, B REM, FHARNORLFH,
BIEERN . REAE. REEE . RENAPEREF RO®E, T
HREHGEEGER &4, SN AREBRARRLEZRZLESIA
REE . AMEBRABABRRARRZER, AATTFEHITNE

LR EENGENPRENE . HHREEHHESGFRAEE
WABMHAAFABREAARRRLERAIAH R, RETUERALE
6 77 %

X108 — 42 7ly-ABtiRBITRFE 1+ 2#&:‘&%_%%%'1%«,#14&%
SE TR T AR ALHM . NN-ZF AR AR EAMER BRA
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B TE 1 HRFABANERY . ARLX AL 2 AR
HENEGTREALLE —FREAALFHEI . X5, ALLAM
KA it = 5 £ A (OsO/NMO), 4 & =8 L B(NalO g 3 T4
GRBREERL AHET, AEALRPHRIERE 4/ D-A XK
5, 3lAein BRI R e ABLREALE AT Bly-RBLAE 7 - Ry- A BLK
etk MAF4gd oL AmfFEsdet) 2 §RMEGREM . 78
BRAATASEIARESHATT—FR.

KA, ARXSFMFER 4L ABK T . BERERLAE
g 4 5ARE S BARMFR e . ARAMMENHK . REHMEL
Fe Z LB A AWM BT ABITIERERAAER . BLRIRGA
BRME AL AE R R T a6 KAER, 84 MX# 4= BOP ) s Bt AR 4E(E B 6
BAAT .

MBiE 7 L TASHAK S WE 3 #&. AXRT RATAGFRE
fk1% 4K #], 44 DCC ~ BOP #» TBTU (Bodanszky, M. & Peptide
Chemistry A Practical Textbook, # =R, Springer-Verlag, New York,
1993) 7T vA1¢ & 8 F= £ K B8 5184 5 12 2 % M (O4/PPh; 3 0s04/NaTO,)
#e B, 4% R (Bt;SiH/CF,COOH) & 8l A Bt i 7 -

HED-AARMTANSTUATERBRBALHEGORP RALE
o1 77 4% 67 8 4 #l % R A Myers & #&(Myers, A. G.; Gleason, J. L.; Yoon,
T.J. Am. Chem. Soc. 1995, 117, 8488) & &% . % A Mitsunobu & &
(Cherney, R. J. ;Wang, L. J. Org. Chem. 1996, 61, 2544)# & ] Evans %
w, T & § 441 A (electrophilic azidations) (Evans, D. A.; Britton, T. C.;
Ellman, J. A.; Dorow, R. L. J. Am. Chem. Soc. 1990, 112,4011) & £ &
BARETH D-AERITEY .
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o NaHMDS NaHMl;S
kﬁ1 R2-X a1 N
MeO — MeO ——
Rz
! 2
R ! NaB(OAc),H
Me 0y %5 PPh; MeO” X h
R? - " -
l 11
3/ 4 g R 0\‘1,% 5
NaOH 0
MeOH
H,0
R3
! R3 1 0
H R a0 ‘(L R CK[(LNH Me
R? X NMg I | o
Zn, HOAc
BOP
wo X PhMe
e N \ Bk
5

R ) R?
" ! R“ RZ
RUOS SN e 1) 0, %% PPh,
o H

RE 2) ExySH, CF,CO0H o 7 R
s /
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T8, @it HPLC » A F142 &, it 4o Steven D. Young ¥ 7&
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2 #) 4o 4% B Bt £ (camphonic chloride)3f 2~ T WA R AFsh il Aed R &9 2
B, X 18FHAETRFEBEAHRFHREKLESR(E
15 Andrew S. Thompson %, Tet. lett. 1995, 36, 8937-8940) -
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AFEAETHAGEEEI LT . “1 X RF—K, “2x”
ATREE, “3X"REEZR, “C” 2AFHRRE, “eq” ATEHE,
“g” AFEL, “mg” AFEL “ml” AFEA < H AF
BF, “h k&IH, “M7AFER, “min>XFH4, “ MHz >
ARAH, “MS” RFA#E, “NMR ™ ZFHAERERELE, “rt”
ATER, “tlc"RFBREEMN, “ vV RFHEREFRIL, “a” .
“B” « “R”# “8” REAPAELAAR KA IHBLELIN.

%34 1

[I(R)]-N-# %-0,3- = F & 2- A NR3-[4- (XA TF AE)KE]-1-|E KT
Bt A

(la) F-78 C, A 1 IRBER(EFARTF AR E)AALHA(254m], 1.3eq)
9 1.0M w9 £, 7k oI5 0% e A 19 5,7k (600mD) ) 4- FRERETRY
B%(50.00g, 195mmol)iE & F - F-78 T 1 1B & » Ae X8R F J2(18.2ml,
1.5eq). F-20 C 2 JBE, IeAtiAe AL (400ml) . K(600ml). T
5% (500ml)fe & 42(500ml) -9 & # 48 # A 1:1 (v/v) LEE-S45(2 X 650ml)
FEUKAR . A K2 X 500ml) - 2k K (400ml) sk # A 69 A AR EL
B, HFREEYE). EERFEHNREAFERQGIROGTE Y
(49.58g, 94%) . MS % M{E . (M+NH,)" = 288 .

(1b) #BEMTF(la)89F %, T-78 T, AR(EFART &R E)AALM
(234ml, 1.3eq)87 1.0M m 5 ~keif 5 ik & AT 8 (12)89 4 7 (48.66g,
180mmol)3f T-20 ‘C A % & A& i8(23.4ml, 1.5eq) L KL . BELE
FREAFB A k% e BRI ATE = H(54.77g, 98%) - MS FEMAE .
(M+H)" = 311, (M+NH,)" = 328 -

(1c) F-78 CH# & A HEBANF A(Ib)HHE (54.0g, 174mmol) 87 = R,
FHGOOm)ER T EE TLC - AHE L. B EREWALARR
A ZEMG4T7g, 12/ E . TERT 1 IHE, REEZREUARE
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 REWBERREMM(IHRIE-TR, 20:80)F 5% & & Bty
T & 85(44.65g, 82%) . MS F B . M+H)" = 313, (M+NH,)" = 330 -
(1d) T 5-10 C. A 4#r(93.74g, 10eq) 4K e A 4% A (1¢)8988(44.73g,
143mmol)#= D-7 A8 T 85 3k &8 2£(22.00g, 1.1eq)® ZHIFR(IL)F -4
BRAM R ECA 4, REAHEEER. MEMNRKF(IL)
BRERASHWIAR 1] TH-EHFGCOm)REEARRGY - MELER
EEA, WAZRCH(IL), HRMERE. REBRABEREN
WAL(TER TB-ThE ., 35:65, RJE 40:60, K5 60:40)4F 5] 1:1 &5 A &L
R A (42.30g, 81%) - B R REREM(ZRLE-TIT, 40:60)5 &
HRAH . MS ERE . M+H)' = 368 -

(le) RR/EPMATERDBE . HRAMIT(2.81g, 1.5eq)8 TR
(7ml)he N 72 Bz 2k 8 25 (2.34g, 33.7mmol)#) T 85 (12ml)89 iz F %R
SMARNETRE, SRMRERE. THERRAR FIHAEARERE
# 1.76M .

FEBTF, BHEHL 1.76M £ KIEE(2.3ml, deq)lm XA T &
(ml)F 8945 & (1d)89 4% | 48 14 89 7 #1K(369.2mg, 1.00mmol) ¥ . T 7%
BAT L EE, ool R E6REARREERSY 30 4. A
INHCl %4t % pH4-5 » iWEEAFHRLER . SREEFHHA
K3 X)ki4 4T 5 & & El#(322.6mg, 87%) . MS R ME . (M-H) =
367 -

(1) BB EMT ) F &, 447 8 (1d)H 3 KM 69 F 1K (378.6mg,
1.03mmol) 5 B A5 . A INHCl %Y EpH4 B, REHRxTE.
Rl L8 LB IRA KB Gy, TIR(ABRE)HRE . HREMN(T 8-
R TR, 5:95 KB 10:90)R 44 & & B4R PTE F A58 (84.0mg,
22%). MS FER4E . (M-H) = 367 -
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52 3645 2
[[(R)]-N-# £-0,3-= 7 £-2- R AK-3-(4-F R AR E)- 18I Lok
(2a) F-78 C, HX(Z F AR T 245 &) A 4A(139ml, 1.1eq)f 4-F A &
# & 2% F 82(20.0ml, 126mmol)&7 1.0M T £ ok o 35BN fa A 29 £,
wkedy (S00mD) ¥ - F-78 C 1 D BGE, mAMRER(16.4ml, 1.5eq) . T
T8C 1S5 IRE, #HEAE, TERTHRFEZREGH 1 I . MG
A fa §AL4E(200m) « AK(800mI) S (1000ml) - 4+ & A # A EJ%
(2 X 500ml)3EELAAR . A A2 X 100ml)~ 3k K(100ml)st% &
WA AR, TIR(FABRAE)FRG R A F &A™ 4(28.00g,) -
BWMRA TR EatmATT—FE.
(2b) B EMT (1) F ik, 1243 828R SR (820g)5 (=T
RF 21 R BALAT Fo s X T 45 R 45 BI04 3 & i R 6 AT & 7 40(8.50g,
97%) . MS £ M{E . (M+H)" = 235, (M+NH,)" = 252 -
(2c) T-78 CH £ £ 8838 A1% € (2b) %Y 5 $2(8.40g, 35.85mmol)#7 =
FPRERGOM)TPEESREALS . BAREGWA LR, A
ZFE(13.1m], Seq)R EH T ERTHIIA - R RERLESE
(10.65g) - HMBE TRBHALAHATT—F % |
(2d) #%BEMNTAdF %, 243 8(20)498(6.36g)5 D-RHAR T B
LML R . BEREN(CEKRLE-TR, 35:65 A5 40:60)F 24k )
W bE 89 K BLAE(630mg), 4k KARTES) A BLAR(1.12g), R A AMEY
5:3 8 RAMm(1.17g) . A FMIKGEREN 292 (A Y 47%). MS
SEMAE . (MHH) = 292 -
(2e) % B £HLT(le)8 F k. 1543 & (2d)#9 521 AR M 69 F 4 5(226.8mg,
0.778mmol) 5 B K & . ZHEWHEEEN(TH-— LT K&, 10:90)4%
B4k %G8 R0 R A5 (183.3mg, 81%) . MS FMME . (M-H) =
291 .
2f) BB EMT(1e)8F &%, 47 8 (2d)# 5 KA 7 #5(197.0mg,
0.676mmol) 5 MK - B4 FHBEEM(TH-— LTI, 10:90)F
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Bl Ak e K F 258 (158.4g, 80%) . MS FER{E : (M-H) =
291 -

53645 3

[1(R)]-N-% %-0,3-= F X-3-[4-(1-F £ T AX) R E]-2-AAR-1-h& 42
- A s

(3a) & & A & (balloon)® A T, 3 1:1 694% & (1d)89 * A 8%(16.26g,
44.25mmol) - 20%8 # T3 L #) £ & L 4£(3.0g)% T B (500ml)t) R4
A2 et BEBREEARN . RERRFIH(11.87g,97%) A
AAFFAkey 111 $9RA4 . MS £ AIE . M+H)" = 278 .

(3b) ¥4 4% & (32)4 B (460mg, 1.66mmol)Fe NN’-= F &-O-F & & A Mk
(SmDE R MMBRETOC Ao, KEAHEER. BEWALE
CmDF = K FHECml), RFZRSH 30904 . AeALARELR
WRAY,. BB LE-TRE0:60)ABH . REREFBHREMN
ShAL(TBR L B-T 4%, 40:60)4% Bl 7 % & 88(123.2mg, 23%), A AFF A
Hgkey 1:1 89RS4n . MS EM4E . (M+H)" =320 .

(Gc) HBEMT(le)thF %, 144 8(3b)8y F A £8£(99.1mg,
0.310mmol) 5 %2 B & & 4% B} 7 72 A5 82(29.1mg, 29%), # A F F-H el
1:1 8944 . MS EFM4E: (M-H) = 319 .

% 3E45] 4

[L(R)]-3-[4-(1,1-= F A Z A E) X X N-# &-03-= F £-2-AR-1-%
it LB

(42) BB EM TGO F %, 124 A (32)898(270mg, 0.97mmol) 5
NN-ZF £ O-RTAFBRGmM)RE . BHRENLAM(TRTE-T
4, 20:80)4F Bl 4 T £ 8%(50.2mg, 15%), A A+ FAHIKE 1:1 HRE
. MS ER4E . (M+H) = 334 »

(4b) B XHTF(1e)8hF ik, 1543 & (4a)#9 4 T £ Bk (45mg, 0.135mmol)
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b5 R RR TR A58 (26.1mg, 58%), A AAFAHIKE 1.1 69 R4E
# . MS £RE . (M-H) = 333 .

52 3645 5

[I(R)]-3-[4-CRE X B E)VKEIN-£X-03- = F A 2-AK-1-%E 4R T
Bt Az

(5a) B EAT@Bb)E F %, 1% A (32)89 8 (350mg, 1.26mmol) 5
NN-ZFE-O-FCEARBREE . BHKEN (LK TEE-TIK,
40:60)4F 2| IR T KB4 (70mg, 15%), A AfF F 6 1:1 9R4E4 . MS
£ M4E . (M+H)" = 360 -

(5b) B EMUT(le)ddF ik, 1213 B (52)89 3 T A A% (61.5mg,
0.171mmol) 5 2 M K & 43 3] 7 2 /5 8 (39.5mg, 64%). A A Wik
1:1 #9R44h. MS £R4E . M-H) = 359 .

% 364 6

[1(R)]-N-# #-0,3- = ¥ £-2- A K-3-[4-[4-(1,1- = F R TR X E T AK)
FAK]-1-mbe b7 TBLAR |

(6a) HBEMTBa)ddH %k, 4T 6 (1d)49 5k R ARt 69 73 #1R(2.35g,
6.40mmol) £ A2 15 B 4 & & A B K 69 8r(1.77g, 100%) - MS 3 R4E .
(M+H)* = 278 .

(6b) 1% 3% BR 42(225mg, 1.8eq)he A\ 43 € (62)%9 B3 (106.3mg, 0.383mmol)
Foxt-d T & F X2 (174mg, 2eq)89 = F EARml)iE R F . TERT 1.5
NG, e atBAe A4 (3ml)Fe TER TE(100ml) - A 7K(2 X Sml)-
HARGm)EE GRS, TRERB)ARE . BERENLA(LER
ZB-T %, 30:70, KB 35:75)4F Bl A £ & i K 6985 (149.5mg, 92%) .
MS EME . (M+H)" = 424 .

(6c) BB EMT (N F &, 1% & (6b)4E(142.0mg, 0.335mmol) 5
BREE. PREAZHRETE, NERRELEZH. SRRERE
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FRAKREEREFIA G EN KOG A ZITHR(113.3mg, 80%) . MS £
R4E . (M-H) = 423 .

5 3648] 7

[I(R)]-N-#Z %-0,3-= F £-2- B R-3-[4- (K X-3-FE2-FB A EH)K
E]-1-whed ik LB AR

(7a) #& B EEF(6b)8Y 5 %, 4443 8 (32)49 & (510mg, 1.84mmol) & £
NN-Z=FEFERETOAREBRBITE L . BHKEMLA(THR
B -T.0%,30:70, )G 40:60)4F Bl 42 4 1L 69 #4915 (87mg), & K%
M6 R BAR(102me). R AT FHEN 11 9REH(GB00mg). EFE
% 489mg (68%) . MS =R E . (M+H) = 394 .

(7b) B REAT(le)bd 7 ik, 153 8 (Ta)89 58 4R 1L 69 7 4R (82mg,
0.208mmol) 5 2 B R £L . 2# R EH(F8-— KT I, 5:95)4F 8] 4 B4k
8 F R E837mg, 45%) . MS E R4 . (M-H) = 393 »

(7c) B RMT () F %, 1515 B (7a)89 52 KAR M 49 # M R(97mg,
0.247Tmmol) 5 R & . BHREN(TE-— KT IR, 5:95)F 8 A B&
6 B 7255 B (52mg, 54%) - MS S {E . (M-H)Y = 393 .

52364 8

[1(R)]-3-[4-[(3-F A X K)F A XX A]-N-B A-0,3-= F F&-2-AK-1-
g 0% OB

(8a) B R4 T(6b)8 & ik, 1£4F & (32)49 8 (277.6mg, 1.00mmol) 5 a-
B R Fe B E NN-—FRAFEBE T RAE . BRBREMN(T
B Z8-T 0%, 30:70, A5 40:60)4F Bl iR MM 69 F 1K (53mg), K
MR PE 69 B R(50.8mg) . KA F MR E) 1:1 8R4 (40.0mg) - &4
&4 143.8mg (38%). MS ER{E . (M+H) = 382 .

(8b) BB EMT(le)F %, 14 A (8a)ty & Mt 69 F 4 R(53mg,
0.139mmol) & 2Rk R &2 « BRI B (T EH-= L FIR, 5:95)4F 2 4 B4k
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8 72 B8 (31.7mg, 60%) . MS £ R 4E . (M-H) = 381 .
(8c) BB AMT(le)thF %k, 124F 8 (82)8) 42 KR & F M 18(50.8mg,
0.133mmol) 5 R R E - B KREM(FH-—R T IR, 5:95)F 8 4 B &
7 A5 8(33.7mg, 66%). MS £ I . (M-H) = 381 .

5345 9

[IR)]3-[4-[(3,5-— FAXEX)FRAX]XE|N-££-0,3-= F&-2- A K-
1-mbe&- 4% T B R

(9a) ¥R EMT(6b)8F %, 1£1%F & (32)89 B (450mg, 1.62mmol) 5 -
B135-ZF R BMEAENN-—FEATRET R . BHBREN(T
B L B%-T 4%, 30:70, X5 40:60)4F Bl 4% At 69 5 48(130.8mg), 4K
KA M6 FAIR(125.0mg), B AR FHEE 1:1 8RR E44(73.7mg) -
A5 E 4 329.5mg (51%) . MS FR4E . (M+H)" = 396 -

(9b) # B EMLT(1e)8 % ik 1£1F 8 (9a)89 45 N 4R M 69 7 48 (50mg,
0.126mmol) 5 # MR E . BRKREMN(FEH-= R T IR, 5:95)F 2 A B 4%
89 F $2 B 88 (37.6mg, 75%) - MS £ M4E . (M-H) = 395 .

(9¢) BB RGBT (le)t 7 ik 4% B (9a)8h 4% K AR T 89 54 £5(46.0mg,
0.116mmol) 5 # MR E . R EM(FH-— LTI, 5:95)4F 2 4 B4
#) 5 #2 15 82(25.0mg, 54%) - MS £ R4E . (M-H) = 395 -

545 10

[1(R)]-N-7 #-0,3-= 7 &-2- B AK-3-[4-2-A R R AR E]-1-wbd e
LB

(10a) 4 BB LT (6b)8d 7% %, 121% A (32)4 B (480mg, 1.73mmol) & %
BRI R BATE NN-ZFPATERTRE . BHKREMN(T® LE-
a4k, 30:70, K/E 40:60)4F Bl 4% ARt 69 B AR (111mg) . R RARMH
B (5Tme) & A # F k) 5:6 65 R 44h(45.6mg) . HHFEHN
213.6mg (39%) . MS £ B {E . (M+H) = 318 -

-69 -



10

15

20

25

----------------------------

(10b) % B R4 T (1e)89 7% % 483 & (10a)89 5% | M 89 A 4R (110mg,
0.347mmol) 5 R & . BaKEN(FTEH-= R F I, 5:95)4F 8] 4 B4k
& 7 #2158 (68mg, 62%) . MS E AL . (M-H) = 317 .

(10c) #5288 £ 4T (1e)89 7 %, 1843 & (10a)89 48 K AR P 89 & 4R (57mg,
0.18mmol) 5 £ K & . LHKREN(TEH-=RKFIR, 5:95)F 54 B&

8 R #2058 (51mg, 89%) . MS £ ML . (M-H) = 317 .

% 545 11

[IR)]-3-[4-[CG-REXE) T A X)X E])N-Z £-0,3-= F £-2-AA-1-
g 1% OB A

(11a) # B XL F(6b)WF %, 243 8 (6a)8 8 (99.7mg, 0.360mmol) &
a-BK-F-FERRE -BHREMN(TRLE-TIR, 40:60, A5 50:50)
iFE A K & gk 698 (130.2mg, 92%) - MS F R4E : (M+H)" = 393 -
(11b) & B £ T(1e)® F %, 1443 A (112)%9 B8(56.9mg, 0.145mmol) &
RRRE BHBREMN(FTE-ZLTIR,8:92, K5 15:85)4F 8 444
REF 2 R5 8 (24mg, 42%) - MS FEM4E . (M-H) = 392 -

FHH) 12

[L(R)]-N-# % 0,3-= F K-3-[4-[(2-# B X E)F R E]RE]-2-AK-1-
ok R OB

(12a) B RXE-T(Sb)E)F %k, 1£4F € (52)%9 B(93.0mg, 0.335mmol) &
o-FAFLBREE . BHREMN(CEHLE-TIK, 40:60)F 3|4 L & 3%
K6 F #(130mg, 94%) - MS ER4E . M+H)" = 413 .

(12b) B E£TF(le)¥F %, 1443 8 (12a)8 8 (110mg, 0.267mmol) 5
R RS A5 B A B4R 69 B #2 A5 82(106.6mg, 97%) - MS = RI{E : (M-H)
= 412 .
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[1(R)]-N-#2 % -0,3- = F &-3-[4-[(3-# A F ) F &) X &)-2-AK-1-
ah g% L BE M

(13a) 4B E LT (6b)89 F %, 1£4% & (6a)8) B1(95.2mg, 0.343mmol) &
BHl-EAFRBEREE . BHBREN(TRTE-TIK, 40:60)4F 257§ # 4
(57.6mg, 41%) . MS FM{E . (M+H)" = 413 .

(13b) HEB XA T(le)8 F %, 1% 8 (132)87 88(50mg, 0.121mmol) 5 #
e B2 A% B K Bl 4k 6 372 1582 (44.3mg, 89%) - MS EM4E . (M-H) =
412 -

%54 14

[1(R)]-N-# %-0,3- = F £&-3-[4-[(4- A B X H)F AR X E]-2-HAK-1-
AT WS

(14a) #% B EMLT(6b)8 7 &, 1£4F 8 (62)8B(93.0mg, 0.326mmol) &
- EFERRE . BHREN(LHK LE-TIK, 40:60, A& 50:50)
B A% GIEBRGATE & H(126.7mg, 94%) : MS £ AME . (M+H)"
= 413 . |

(14b) #& B XML T ()85 %, 1£1F 8 (142)%985(120mg, 0.291mmol) 5
$3 R R 4% B 4 Bl R 89 72 A5 82(108.0mg, 90%) - MS % #ME . (M-H)
= 412 .

5 347 15

[I(R)]-N-# %-0,3-= F A-3-[4-[(1-F %) F AR FK]-2- A K- 1-10%
bt T B B

(152) # 8B E 4T (6b)4 5 %, 1£4F A (62)89 % (115.6mg, 0.417mmol) 5
2ERFREFRBEEE . BHRBREMN(LEHRLE-TIK,35:65, KB
45:55)4% 8] A % & Bl WR 69 AT & & 45(168.5mg, 97%) - MS R .
(M+H)" = 418 .
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(15b) B XU T (1e)dF %, 1247 A (15a)49 88 (162.4mg, 0.389mmol)
5RMEZIFEAH G EH KA A58 (140.1mg, 86%) . MS % &
f5 . (M-HY = 417 .

F 54 16

[I(R)]-N-Z%-3-(4- B XX K)-03-= F K-2-fK-1-b8 55 TH KR
(16a) AEAEEA T, 4§43 A(le)8) 77258 (163.3mg, 0.44mmol) -
20%89 # T 2% b &) & A1 42(40.8mg)Fe F B (6ml) &) R A4 #HAF 1 /)

B . HIBRFAREREFEAEG EEKNGFRBEHE(117mg, 95%) - MS
L M4E . (M-H) = 277 -

(16b) B EM-T(16a)8975 &, 4% &8 (1089 7 #(45.2mg, 123mmol)
SRRMEA G EEKRYFAFR(G41mg, 100%). MS ERE . (M-HY
= 277 -

564 17

[1(R)]-N-# %-0,3-= F &-2- FAK-3-[4-[2-wtg &) F & &)X E])-1-%
&t LB

(17a) 4 #: B8 4£(306mg, 2.8eq)w A 4% & (6a)%9 B (92.8mg, 0.335mmol)
Fo 2-vkoe T AR LK E(110mg, 2eq)8 = F BRCm)R T - TER

20 1 EHE, oA B Ee Rt 2- g P AR TS50C 1 JEE,
Fo N A8 Fe R AL (6ml)Fe T B8R LB (100ml) - F7k(6ml) - 2 K(6ml)ik &
GiRAW, TRORBE)HFRYE BRREMN(TER LE-TIR, 80:20, A
J& 100:0)4F 2| A & &R AT = 4(112.7mg, 91%) - MS 5 RME -
(M+H)" = 369 .

(17b) B R T(le)dd 7 &%, 124F 8 (172)89 B4 (106.6mg, 0.289mmol)
MR aRE NG & Bk F 258 (86.4mg, 81%) . MS 5 MA4L .
(M-H) = 368 .
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53645 18

[1(R)]-N-# %-a,3-= F £-2- B AR-3-[4-[(3-w-2 ) F £ E] X K)-1-
% tx LB

(182) 144% & 4(311mg, 2.8eq)w A4 & (6a) %) Er(94.7mg, 0.341mmol)
Fo 3-mber P AR LR E(112mg, 2eq)8 = F BACm)E T - TER
20 BB, AR EHRRES T T ERAEKRL . T75C2
S BB e A AR Fe A4k (6ml)Fe T B T 8% (100ml) - A AK(6ml) - # K(6ml)
kR RAY, TRERE)FRE. 2RBEN(TRLE-TK,
80:20, K& 100:04F 8 % £ &R &9 BT % & 49(99.8mg, 79%) - i T
NMR &+ H& & LR T W& s £ @785 RARABERY 32
w44 . MS EZRA4E : (M+H)" = 369 -

(18b) # B R LT (1e)8d 7 ik, 1453 A (18a)t) BE(94.5mg, 0.256mmol) &
AR AR A E 6 ERE F 25 8(90.1mg, 95%) . MS FRl4E .
(M-H) = 368 .

E 45 19 :

[1I(R)]-N-%2 %-0,3-= P £-2- B AR3[4-[(4-72 £) T L AR E]-1-%

w5 9% OB

(19a) ¥ % 8 4533 1mg, 2.8eq)Aw A% B (7a)89 & (100.7mg, 0.363mmol)

Fo 4-vkr T AR S 25 (119mg, 2eq)89 = F A Cm)EF - TEE

20 N B, lmAMEEHHEBSER kg PARLE®ESE. T75C30

248G e A4 Fe R AL 4R (6ml)F= T 8 ZB&(100ml) A K(6ml) -3 7J<(6ml)

hkmRAY, TREARSE)FRE. BRREN(CKRTE)FEAN

&, i 4k 64 BT 5 £ #1(106.7mg, 80%) - i F NMR 2 B A & 28 F1 iﬂF

> é’J Fo-£EFMERFTRFMKG 451844 . MS 5 RAE (MHH)
= 369 .

(19b) # B XM T (1) 7 %, 443 & (192)%) 82(99.8mg, 0.27 Immol) &

BREEAFE A G & EKRGF 2R (81.2mg, 81%) . MS FR1E .
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(M-H) = 368 .

£ #6145 20

[1(R)]-N-# %-0,3-= F £-3-[4-(2-F 2R A) R E£]-2-AR-1-%nE K T
Bt Az

(20a) 824K F 12(3.82ml, 2.5eq)dw A& T X & B (ibuprofen )(4.97¢g,
24.1mmol)#= 1,8-= & & s 31[4.3.0]F£-5-%(4.32ml, 1.2eq)#= E(100ml)
MRS THEERShERERA L ). BB A TIHRA00m),
BAFHRPTRERSY, ATBR-CREQL, VVREEHLE LS
. EZREBEFE AL ERKY T B(5.12g, 96%) -

(20b) #EHB XM T(la)dd 7 ik, £ B (Q0a)8F T XA T 85(4.655g)
EZPRFRERACMFHRERL LA A F ERIRGAS
#1(6.39g) - G R T RBLATH N THEHRE . |
(20c) B AT ()8 F %, 1443 B (20b)49 48 R4 /i (6.19g) R 1T £ &
FRAG B 4 & & K69 L8R (6.53g) - MR T R BLALRATHE
R EL o :

(20d) ERBERTAAYF %, 1445 8 (20c)8)H &88(2.052)5 D-A R
BRYBMSHRLERE . HEEM(THRLEE-TI, 20:80, K5 30:70)4%
B 45 AR 69 M IR(371.8mg), 3R RAR 69 A4 1K(289.6mg), A A FP
B R Es 1:3 69 R440(337.8mg) - & F 4 999.2mg (=¥ 49%) - MS
FME . (M+H) = 318 .

(20e) 4B X 4T (le)¥ 7 % . 1243 B (20d) 89 42 1 A 1 89 A+ 1R (210mg,
0.660mmol) & 2 M & £ 1% 8| % #2158 (186.7mg, 89%) - MS 5% R{E .
(M-Hy = 317 .

(200) #: B £ 6T (1e)89 F % . €43 B (20d) 49 £ K AR ML &9 7+ 4 4R (200mg,
0.630mmol) 5 2 M R £ 43 8] 4 & & B4R 69 R 2 A58 (167.2mg, 83%) -
MS £ R4E . (M-H) = 317 -
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F 364 21

[1I(R)]-N-# £-0,3- = F £&-2- A AK-3- K K-1-9bwS I8 LB |
(21a) #& B R A F(202)89 F &, 1£ 2- K K 78 (10.0g, 66.5mmol) & 2 A,
Vhede 1,8-= f R SIR[4.3.01E-5-F R LB A X & m ikt 88(9.57g,
88%) -

(21b) B XM T (1) % %, €15 8(21a)%9 F 88(9.28g, 56.5mmol) 5
FYZFRFEBER)BCAFRFERERRREFHAF ERENESY
(11.96g) - %M B T R 2 sbfl iy Al T RS 69 B2

2lc) #EBRMT(1c)8 7 ik, 1§45 G Q1b)a 4 A /i (6.76g)# 4T £ R
FRAFE A& K REE(8.53g). BMA TRE4LMATHEY
B L o

(21d) #EBEXAUTO 5 %, #4568 (21c)8 B HE(1.93g)5 D-A A
BMYEBEBRLERE . BREMN(THKTE-TIK. 30:70, A5 40:60)4%F
B4z AR 6 BB R(230me), R KR FHIKR(QT70me), RARF
#1k ) 3:2 $9R4H(380mg) . E4FF 4 880mg (=¥ 47%). MS % #
. M+H)" = 262 - ‘

(2le) HBEMT(le)F ik, 24 82105 M RH & A4
(141.1mg, 0.540mmol) 5 72 & R 5 13 B A B 4k 69 7 2 A58 (141.5mg,
100%) - MS ZE®4E . (M-H) = 261 .

(21f) BB EMT(le)®F %, &7 AQRID)M B RBRHE G F B
(165.2mg, 0.632mmol) & ¥2 & K 5 4% B] 4 Bl 4k 89 772 15 88 (149.6mg,
90%) . MS % M4E . (M-H) = 261 -

5 3645 22

N-#2 K- 2- R R-3-KA&-1-wed b LB AR

(22a) B RMT(1a)8F %, & X & L5 7 85(10.0ml, 69.2mmol) & 5
(EFPRFaRLALMFHTEERLEFHAE O LERA(3.10g,
100%)
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(22b) BB EM T F %, LEMIF A(222)84 7 (7.06g -
36.8mmol)#F 2] 4 & & & K 694 L 85(9.00g) - B R T R E kAL ®m AT
MG 8 B EL .

(22c) EHB AT F &, 123 8 (22b)8I A B E(2.00g) 5 H REK T
BRh MR A . REM(THRLE-TIR, 50:50)4F 8 A7 & 69 A BLA
(1.05g, A ¥ 55%)-

(22d) B RUAT(1e)9F &, €48 8 (22¢)% A BLHZ(433.8mg,
1.86mmol) & 2 B & A3 B 4 & &8 K4 7 258 (261mg, 60%) - MS
SR (M-H) = 233 .

5 345 23

(+-)-N-#2 % -3-F X 2-FA-3- R - 1-0E 5K LA

(23a) #BEUT(1d)8H %, 44 AQ10)H A &HEE(2.19g) 5 H R8T
BMERIAL BREMNMCKLE-TIR, 35:65FEAEHARLED

REGPTE ABLEE (650mg, = 32%). MS S B4E . (M+H) = 248 -
(23b) B EMT(1e)8 % %, %43 8 (23a)89 N BLAZ (433.8mg,
1.86mmol) & 2 8 K & AF Bl 4 & .4y K 69 5 B8 (26 1mg, 90%) . MS
SR{E . (M-Hy = 247 -

5 5445 24

[1(R)]-N-# H-o- F 5-2- B AR-3- K - 1-wb& I8 TBLAR

(24a) B AT F %, &7 8 (22b)8 4 HE(2.00g) 5 D-A &,
BTPELBREREL . EREM(CHRTE-TR, 30:70, A% 40:60, &
% 50:50)4% 51 5 M AR M 69 R AR (309.3mg) . 3R AR 6 A1
(347.2mg), B B & B4 65 1:1 ¢9R44(163.4mg) - &EFE X 819.9mg
(=% 41%). MS FRE . (M+H)' = 248 .

(24b) BB EMT(e)8 4 ik, %13 A(24a)89 5 AR &) A4
(243.7mg, 0.985mmol) & 2 K& R E 43 Bl 4 & & E R 6 3 72 A58 (210mg,
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86%). MS %M : (M-H) = 247

(24c) BB AL T(le)¥F %, %15 8 (242)89 4 KA M 89 F- 44k
(202.8mg, 0.820mmol) 5 2 & R FL 43 8] 4 & & B 1k &9 # 2 B5 8 (180mg,
88%) . MS S M {E . (M-H) = 247 .

%= 345 25

[1(R)]-N-#2 % -3-(4-F A& X X)-o- P A-2-F K-1-wB 48 THAK

(252) BB EMUT () F %, ¥/ AQaMHBMR(8.22e)R1TEE
FRATE| A % e RGO BEE(8.22) UMRA TR BLLAMATHE
B L o

(25b) BB EMTAD T %, &5 825280 e8Q2.21g)5 D-AR
BMPBERERS . HBREMN(LBRIE-THK, 45:55 HKE 50:50)4%
BlAg AR 09 B R(215.8mg), 3R K AR M6 B HIK(181.1mg), R AF
F R 1:1 89R6(623mg) - BFEH 1.020g (=¥ 49%). MS &%
MAE . (M+H) = 278 .

(25¢c) B EXUT(le)8F %, €45 A(25b)89 48 1R 69 A M 4K
(154.6mg, 0.557mmol) 5 ¥2 f B 52 13 5| 24 45 48 & 09 F- 12 A5 %
(120.4mg, 78%) . MS M 4E . (M-Hy = 277 -

(25d) BB EMUT ()95 &, 1215 8 (25b) 69 4% RAR M &) F M4
(130.3mg, 0.470mmol) 5 72 #& B 5 43 3| 4 B4k 69 772 A5 8 (117.9mg,
90%) . MS ZM4E . (M-Hy = 277 -

% #47) 26

[1(R)]-3-FR T A-N-#2 -0, 3- = F £&-2- A R-1-hdJx TESR

(26a) 4§ 7% B (24a) 89 3% K Ag b 89 A H4K(36.5mg, 0.14mmol) ~ KT AL
42 L85 48(17mg) - 4N &AL 69 = B AIRERQ B)F T HCm)sRE
M g AL@45psit R . B AF LB RRERSY, ALRUE-THK
(40:60) & R4 . IR IRIRIFEN A X E&RARGFTF 7~ (37 4mg,
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100%) . MS =R 4L . (M+H)' = 268 .

(26b) B EALT(1e)8) F &, 1243 8 (26a)% #8(52.4mg, 0.196mmol) &
$2 0 B R AT ) 4 BlR 6 5 72 35 8(25.2mg, 48%) - MS FER|{E . (M-HY
= 267 .

574 27
[1(R)]-N-# %-0,3-= F 2-2-F RK-3-2-F X T K)-1-& 5% Tk
(27a) T 0 C, & ET %42(5.12ml, 1.1eq)8) 2.5M TR EZ B = F
7 2% (1.80ml, 1.1eq)# @ £,k (50ml) BE&R P . B EROREHT O
CTHH 20 4P HFAHE-78 T . hon 2-F £ -4-/%5% 8 Z85(1.90ml,
11.7mmol)#) @@ £,k % (25ml)iE & - T-78 CHF R R A4 30 947 H 12
HE QT & 2-KLEEN.71ml, 1.05eq)89 @ A2k H(2Sml)E#& . T
0 CHH2IHE, doatefe FAEGOMD)HFA K LEG X)RRE
A . A KA GRRY, TRORRE)HFRE . RKEI(T
B L E-TL 4R, 0:100, RE 5: 95)4%’«5'%&%&6)5&%?%(1 95g, 68%) .
MS £ B . (M+H)" = 247 .
(27b) BB XL T(10)8F %k, LEHMIT A (272)89 % 12(1.86g,
7.55mmol) . AR EM (L8 LE-T 4%, 10:90)4F 3| 4 £ &bk ey T B g
(1.67g,89%). MS FB4E . (M+H) = 249 .
(27¢) BB AT F *. 17 8 (27b)49 8 (1.66g, 6.68mmol)5 D-
RERTEAMRLRE AREMN(TBRTE-TIR, 35:65 KRG 40:60)
55 ABERR(1.32g, 68%), H AAFIEXTBRIREY 1:1 90R&4 . MS &N
{£. (M+H)" = 290 -
(27d) B R4 T (le)dd 7 ik, 443 & (27¢)4988(52.4mg, 0.196mmol) &
¥2 B B 4% Bl - #2 15 82(226.6mg, 96%), A A& A48 1:1 89R4E
. MS ERME: M-H) = 289 .
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5% 3645 28

[1(R)]-3-(2-3r & X ZX)-N-£ £.-0,3-= F £-2- R R-1-0% I8 TR
(28a) B EELT(26a)89 5 &, £4F 8 (27c)89 B (180mg, 0.622mmol)
FE AL EBHIKRGAE F #(184mg, 100%) . MS E R4 : (M+H)' =
296 .

(28b) #H B XM T(1e)89 5 &, 1£4% 8 (28a)#) BE(160mg, 0.524mmol) &
R REAFE A2 (158me, 98%), A AmArF AR 11 f9REe4 .
MS SR 4E . (M-Hy = 295 -

£ 345 29

[I(R)]-N-# %-o- F &-2- B R-3-X K3 (RETF H)2-8A-1-_%E KT
s

(29a) # B8 E4LT(20a)89 7 ik, 1% 2,3-= % K T #(10.26g, 45.34mmol)
E R T 1,8-= & IR[4.3.01F-5-% R EFE AL & RAFGE
(10.86g, 100%) . MS FR4E . (M+H)" = 241 -

(29b) #: BB £ 4T (12)89 % &, 4443 A (292)49 B4 (10.56¢, 43.9mmol) & K
(2 F KT 5 £ B AR 0 7 AR KB A3 51 3 Gl ke = 4
(13.13g) - B R T RB AR A THE L .

(29¢) B B EELT(10)8) F ik, 43 B (29b) 4T %4 /R (6.07g) 1T £ £
FRATE A % &l K64 SR BE(7.10g) - BB T R4 A TGN
(29d) ¥ B AT H %, 1455 8(29c)4H HEE(2.08g) 5 D-A &
BB R . RIREN(LELE-TE, 20:80, AE 30:70)4F B K BLAE
5 1:1 8R4 (1.07g, =¥ 53%): H L EMERYy . MS FME .
(M+H)" = 338 -

(29¢) # BB X 4LT(1e)8 # ik €43 € (29d)%) &4 (980mg, 2.90mmol) 5 #
MR BB FRBE, ARFFHIRG 11 8GREH . MS ERME.
(M-H) = 337 .

-79 -



10

15

20

25

............

£ #4530

[1(R)]-3,4,4’,5-79 &, -N-#2 F-o- F 2&-2- A K E[£-2(1H),3’-[3H]# % ]-
1’(2°H)- T 8t B

(30a) 4% B AMTF(202)89F %, 1% 1,2,3,4-W9 8-2-% F #(4.50g,
25.5mmol) & 8K F e fe 1,8-= K & WIN[4.3.0]F-5-F R EF 8 A4 K&
& R 69 B8 (4.62g, 95%) . MS FME . M+H) = 191 -

(30b) & B XM T(1a)85F %, 1243 A(30a)8988(4.52g) 5 (=F KT
BRERBRAMATE RREREZFD 4 F EHRGH ™ 5(5.20g) . B4
R RBaAmATHEN R .

(30c) B R AT (1c)89 4 ik, 4% & (30b)eI 4 & 3% 12(5.00g) 2 1T £ &,
FRAFEN G % &R BEE(5.83g). MR T AREAALMATHE
B L «

(30d) #% B EXT(1d)8 F %, &% A(30c)69H & 85(2.03g) 5 D-A K
BRFEBE R BME R 2 . BRREM(LE LB-TIR, 30:70, A E 40:60)4F 2|
RBLAR S 1:1 9% H(732.1mg, =¥ 34%). MS ER4E . (M+H)" =
288 - -

(30e) 4B £4LTF(le)dyF %, 144F (30d)6985(510.7mg, 1.788mmol) -
b M R A3 B B RSB (43 1mg, 84%), A FAT FA 1R 111 8R4
4. MS E£ME . (M-Hy = 287 .

5 74 31
[1(R)]-3-[4-[(3,5- =B RAK)F A A X K] N-£K-0,3-= F &-2-AK-
1-whe- 5% T BL R

F 4% B (6a) ¥ By fe 3,5- i R F RBAERAL, ¥L B (6b)F=(6c) K FL
AR H E&EHE 31 . MS ML . (M-H)y = 523 .
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[IR)]-3-[4-[[3,5-R(ZAFHR) XK F AKX E]-N-B %-0,3-= F 4
2-RAR-1-s 5 B R

R 4% B (6a)89Brde 3, 5- (= A F &) F B ER4, 2L 5(6b)Fe(60)
RO RPN REME&FEHH] 32 . MS E£RE . (M-H) = 503 .

5 #4545 33
[1(R)]-3-[4-[(3,5-= BAFK)F A A X K]-N-#2 K-0,3-= F K-2- A K-
1-vthed- % LB AR

4 B (6a)0BrAe 3,5- = AARFEEMEM, WL 5 (6b)F=(6c)% L
AP R A H & EHE 33 . MS EME: (M-H) = 435 .

% #4] 34
[1(R)]-N-# %-0,3-= F A-3-[4-[(2-F £-1-FH)F A A X K)-2- R K-
1-wh & 5 LB AR

BT B (6a)dBrde 1-RARTFA-2-FEEMERH, L5 (6b)F=(6c)
RALE AP R 2 & L35 34 . MS EME . (M+Na) = 455 .

364 35
[IR)]-3-[4-[(3,5- = FAE X L) F AKX RE)-N-Z K-0,3-=F %-2-4
RK-1-wk g 0% OB AE

F 1% & (6a)t9 B Fe 3,5- = F A A F A RMERH, KR E(6b)F=(6c) R
169 £ 5] B Hl & =464 35 . MS £RE . (M-H) = 427 -

= 34 36
[1(R)]-3-[4-[[4- B AR-2-(Z A F £)-6-"8% K] F A XK E]-N-£Z %-0,3-
WA 2B AR-1-E IR TELRE

1% B (62)89 B fe 638K F E-4- ARK-2-Z A F KR tEEat, A

-81 -



10

15

20

25

............

5 (6b)#a(6c) K Ak 6y 3 7| & 5 ] & 52 564] 36 - MS WA : (M-H) =
520 .

554 37
[1(R)]-N-# %-0,3-= F %-2- A K-3-[4-[[4-(1,2,3-& =k -4- )X K| ¥
A E A 1SR LB '

R 8(6a)t 8 4-(4-B AR F ERXE)-123-F =R #, A5
(6b)Fe(6c) R 4EG £ 5 B #) &£ 264] 37 - MS EME: M-H) =
451 .

52 3644 38
[IR)]-3-[4-( [1,1°-BE %] 2- £ F A X)X X]N-Z E-0,3-= F E-2-R K-
1-9he- e T8 B

4% 8 (6a)89 B e 2- R K F R BERA, L5 (6b)Fe(6c) XMl &
5| B & 64 38 . MS EMAE . (M-H) = 443 .

5 384 39
[1(R)]-3-[4-[(2,6- = &.AK-4-mtog ) F R AR E]N-#Z %-0,3-=F &-2-
A AR-1-wb %1% TR

Fi 4% 8 (6a)t9 By fe 4-i2 K T £-2,6-— & A2 A B4, L 5(6b)
Fo(6c) R 4L89 AP R B 4 & £ 564 39 « MS £ M4E . (M-H) = 436 .

364 40
[L(R)]-3-[4-(1H-% 3 Zo-1- & F R B) KX E]N-# £-0,3-= F %-2-1
K-1-mbe- 3% T B

Fi 1% 8 (6a)8 B fo 1-RAR T AR H =2 RH, LB (6b)F(6c)%
At PR S & E e 40 . MS FRE . (M-H) = 408 -
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[1(R)]-3-[4-[(4,6-= F A&-2-&-x K)F A X)X X]-N-£ %-0,3-=F X£-2-
EA-1-mt5 IR TR

4% A (6a)89 B e 2- RAX T %-4,6-= F K& =¥ (Sakamoto ¥,
Heterocycles 1997, 6, 525)1E B #, vh B (6b)Fe(6c) £ 160 £ 7| & & # &
=75 41 . MS EAE . M-H)y = 397 .

5 45| 42
[IR)]-3-[4-(1,3- K H = A #F/R-5-F F AE)REAIN-#£K-03-=F%
2-BAR-1- S 5 TR

4% B (62) 8 By Ao 3,4- 1 F 2 = FA6F & RAF B A, 24 5 (6b)F(6c)
KLY £ PR H & FHF 42 . MS FMME . (M-H) = 411 .

52 3645) 43
[L(R)]-3-[4-[(2- #AX-6- T B F-4-nbed £)F R X XE)-N-# £-0,3-=
VA2 AR IR TR :

4% B (6a)8 By e 4-2 R T A-2-FX-6-T R A RH, A E
(6b)A=(6c) K48 B B R B2 4] & F464] 43 - MS FM4E . M-H) =
446 .

52 3.4 44
[1(R)]-N-# #-q,3-= F %&-2- R K-3-[4-(4-"2H A& T A L) K AK]-1-7%
5t T Bt

Ji 1% 8 (62) 8 By Fo 4- B F ol ek E R AL, A B (6b)Fe(6c) £ AilEY
5 R H &G 44 . MS HR4EL . (M+H)" = 420 .
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[1(R)]-3-[4 [(4,5-=F X252 K)F R A XX N-Z X0 3-= F &-2-
A1 4 TEBE

J43 B (6a)8 Brfo 2- R X F K-45-=F KE=k 5B H, A5 (6b)
Fa(6c) K MLE) & F| K %] & F 3841 45 - MS £R4E . M-H) = 402 -

5 A5 46
[1(R)]-3-[4-[(2,6-= F A&-4-stog H)F R AR E]-N-72%-0,3-= F £&-2-
A AR-1-hBAE LB —(ZRATHE)

4% 8 (6a)t9 B = 4- FAX T 2-2,6-= F Aat=t £ R4, ¥L 5 (6b)
Fo(6c) KLt £ P R L% & £ 364 46 « MS ER{E . (M+H) = 398 .

534 47

[I(R)]N-#2 #-0,3- = FE3-[4-[G-FA-S5- A XK FAE]X
A]-2- B A-1-wtE % TELRE
(47a) BB RET(6b)8YH &, &4F 8 (62)4987(500mg, 1.80mmol)5H 5-
PR 3-8 &R KR R K AT B AT 6982 (690mg, 90%) - MS S R4E .
(M+H)" = 449 .
(47b) BB EXT FEADY F ik, %45 A (47a)89 85(67.4mg,
0.158mmol) 5 ¥ ¥ & /2 43 B| 7 #2 A5 8 (48.7mg, 72%) - MS % B4 .
(M-H) = 426 -

£ 5645 48

[L(R)]-3-[4-[(3-B&-5-FE A LX) F AR X AN X-03-=F &2
B AR 1 IR LB R

(48a) I 4EHr(2.5g)h0 A 4% B (472)%9 BE (670mg, 1.57mmol)¥) T8 (10ml)
ERTY B RBSWT S0 CHIE2 I HRREEEFA LK LB
P o REIREA M HAKQSmDF IN R RAANSmDLE, ATRT
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B3 X)L . FR(AKE)SHORRYFRE . BRRENLELT
Bi-T.0%, 45:55, $KJG 55:45)1% B AT & £ M (610mg, 98%) . MS % M|
. (M+H)" = 397 .

(48b) 3B AT FBANG F %, 1443 4 (48a)%) 8 (80mg, 0.202mmol)
512 02 RO A Bl £S5 8 (63mg, 79%) - MS £ B4{E . (M-H) = 396 -

% #.45] 49

[1(R)]-3-[4-[[3-(T B A R %)-5-F AR E]F AE) X A)N-Z K-a,3-=
PR ARSI TR

(49a) T 0 C. 4 Hunig K #(74mg, Seq)F» T Bt £.(23mg, 2eq)L /5 o X
A= R F5(2.5ml) P 4943 & (48a) 89 F K (58mg, 0.146mmol) ¥ - £ % ik
B30 94, matefes Bt S 4AKIE R (Sml)fe TE TE(100ml) - o
EAMAR, RALHAKGm)rE, FROEBRE)FRE . ZHREN(TR
LB-T R, 70:30)4%F Bl LALAZ(45mg, 78%) . MS M4 : (M+Na)' =
461 -

(49b) 4% B EXGT FEROADG F &, 124F 8 (49a)8) B3 (40mg, 0.091mmol)
ERERBIEEERER(QTng, 67%). MS £RA4L . (M-Hy = 438 -

% #4550

[IR)]-1,1-=F A& [2-[[3-[[4-[1-[2-( L& E)1-F HE-2-ARL
AJ3-FA2-AR3- SR AR BA)F RS- FAREAE]2-AK
3-8 - ¥

(50a) 4443 & (48a)#) F BZ(100mg, 0.252mmol) ~ N-(F T R &M A )H
£# (53mg, 1.2eq) - BOP-C1 (70.6mg, 1.1eq)~ NMM (76.5mg, 3eq)#*
THF (10ml)#5 %44 o #i £ €A 30 94 - 34 e AK(15ml)fede e 2%
B47, EE%ETHF . BB OEBZERGB X 40m)RRESKZEY .
FRFSEE)SHOAWRBY HRE . BRREN(TH-—R Tk,
5:95)4% 2| B7 F B2 (130mg, 93%) - MS FER4E . (M+Na)™ = 576 -
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(50b) #: B R4LT F B % % .45 A (50a)%9 84 (120mg, 0.217mmol)
b 2R R AT B B A58 (100mg, 83%) . MS £ W4E . (M-H) = 553 .

5345 51
[1(R)]-3-[4-[[3-[(A X TBA)AE]-5-FERER]F RAIREAN-2E-
a,3- = FE2-FAR-1-9b SR LB —(ZRAZEE)

FEBT, %1% 8 (50b)8) #7255 8 (60mg, 0.108mmol) & = &, T &
(Im)F = & P (Iml)—AH 4 2 B H R 4% 4% 2] TFA #(58mg,
94%). MS FEM4E . (M+H) = 455 .

5 3#45] 52
[I(R)-1,1-=F R T & [2-[[2-[[3-[[4-[1-[2-(F2 & & &)1-F £-2-ART
A]3-F A2 ER3- B R AR EA]FA]S-FERE)RA2-ANK
LAIB A 2-ARLAIR A TRE

A #% B (48a) 9 F B Fe BOC-Gly-Gly-OH 15 & #t » A 5 (50a)7F=(50b)
RANGD BT R R & ] 52 - MS FRME . (M+Na)' = 634 .

5% 3645 53

[L(R)]-3-[4-[[3-[[( A A T o) B A LB R R A]-5-FEREX]F AK]

AAIN-Z A0 3- = FE2-AK-1- SR TEBE —(ZRATHE)
JI4% 8 a4 52 9 R RIERAERK, A EaH] 51 KU F ik

& ZHH 53 . MS ERME . M+H)" = 512 .

5 7645 54
[1(R)]-N-[3-[[4-[1-[2-(# £ A %)-1-F £-2- R R T E]-3-F K-2- A R-3-
e br AR B F RS- FAREK4-GH T 8tk

) 43 8 (482) 84 K B Feo 4-7Gopkag B AR B AL, A5 FAE4] 49 R
b 55| B 5 S & E ] 54 . MS SRE . (M-Hy = 509 .
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% 364 55

3-[4-[(2,6-= A4k £)F LA XA N-B H-0,0,3- = F £-2-AK
-1-wb b LB AR

(55a) BREUTFRADHG F %, &5 8(1c)%¥E(1.50g, 4.81mmol)
Ho-AAF T FEL&L R ST ABKGmE, 22%). MS £
1 . (M+H)" = 382 .

(55b) BB ATV EGa)WF %, LMA A(552)% ABLE(378me,
992mmol)4% 2 8(270mg, 93%) - MS AL . (M-H) = 290 -

(55¢) BB EMT FEEGbY 7 &, %45 8 (55b)4 8 (128mg,
0.440mmol) 5 4-i8& K F £-2,6-= fA AT R 5243 Bl kg T A5 (153mg,
77%) . MS % R4E . (M+Na)* = 473 .

(55d) FEBRT. 444% A(55c)49 8 & THF 3ml)F= IN £ £ L4 (10ml)
PR A IN SREZROWKAE pHA H AT RS THF - A
LB UEBRBAKEGH . RRREkeFeRRY, TRERR)
F R 45 B 8 (137mg, 94%) - MS E R 4E . (M-H) = 435 -

(55¢) T 0 °C, ¥ Hunig K#%(148mg, deq) - # M & £ (40mg, 2eq)=
BOP (152mg, 1.2eq)4w A& DMF (5ml) ¥ &5 4% & (55d)89 &(IZSmg,
0.286mmol) ¥ - ¥ %R AMAEERTHIF 24 10, BT 60 THIH 3
B o At BALRIE R AR LB LEBQ X)RRZRESY . At
BB R KA KA RRRY, TROARE)HFRE . 2RKE
(T B-845, 8:92)4F Bl 7 258 (50mg, 39%) - MS % AL :(M+Na)
"= 479 .

% 564 56

[L(R)]-3-[1,1°- B K )-4- A N-2 %-0,3-= F £-2- B AR-1-0o fx LB
(56a) F 0 C, ¥ =& T 5 BKE(1.45ml, 2.2eq) i in 2| 3 B (62) 898
(1.09g, 3.93mmol)# 2,6-= F &t (1.01ml, 2.2eq) 8 = & T 5 (50ml)
BRd . EEBAETI004E, mACEQ0m]). BB TR
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RS, ALRIB-TR:DEARHBELERF W . REIEIRITE
Z AP BB BR(1.49g,93%) - MS £ R{E . (M-H) = 408 -

(56b) & AAF B (56a)8) = & T # 5 8% (150mg, 0.366mmol) - RFAK
(89.3mg. 2eq) - =K (96mg, leq) - 4% B 47(202mg, 4eq)F= LK F X
(10m)# R4, BAANRR 10 RABRERA . AE B A LES
(I1) (16.4mg, 0.2eq), AARIFHA 10K . K ZRES ik ERR
18 B MG ANT B TE, AAQR X). EAkxEREEY, TRER
B 4E) R . BRIREM(L K T E-T IR, 25:75, 15147 50:50)/F BI B K
(118mg, 96%) - MS FER{E . (M+Na)* = 360 -

(56c) % B X ALT ¥ I 7 & . 1245 & (56b) 49 BE(100mg, 0.297mmol)
bR MR 5B R BR(52mg, 52%) . MS £ A4E . (M+H) = 339 .

2 3.4 57
[1(R)]-N-# #-0,3- = F #-3-(2°- F A [1,1- %K X]-4-5)-2- A AX-1-w0%
% OB

M 1% B (56a)89 = A F s sk 8 fo 2- F R XABRAER A, ¥ 5(56b)
F9(560) XAl 8 £ B R B #) & 5] 57 » MS ERE . (M+H) = 353 .

534 58
[L(R)]-N-# %-0,3- = F 2&-3-(4- F &[1,1°-B KX]-4-2)-2- £ AR-1-70%
e OB e

4% B(56a)8) Z A T sk 8 fe 4-F A RXMERAERAL, L 5(56D)
F2(560) £ AL % 5 R #) & 5364 58 - MS FM4E . (M+H)" = 353 .

% #4159
[1(R)]-3-(3°,4°-= F £ [1,1°- 8 X]-4-HK)-N-#2 %-0,3-= F £-2- A K-
1-wk & 3% T Bk AR

M1 B(56a)8 Z R TSk BA 34- = F A AXMBAERH, A5
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(56b)Fe(56c) X Néy R ) B 2 % & F 3] 59 - MS £ RE . (M-H) =
397 .

3647 60
[I(R)}N-% %-01,3- = F £-2- A RK-3-[2-(Z R T A)[1,1-8 K]-4-%]-1-
W8-I T BB

Fi3 B (56a)80 = A F ki d 2- Z A F A X MBI RA, A5
(56b)Fe(56c) £ FAeg £ 7 R %l & 5 264 60 - MS FZRE . (M-Hy =
405 -

LA 61

[1(R)]-N-# £-0,3-= F &-3-[4-(4-F XA X R ) K E)-2-AAK-1-% 4
L B g

(61a) & ZEAA(I)—K44(108mg, leq) -3t F K& (147mg, leq)#= 4
A 2 F B (400mg) | F he N AL = R F 4% F 69 4% 8 (6a) 89 B (150mg,
0.541mmol)#=k"E(0.219ml, Seq) P - TEER T o HIF £ R RE4P
20 B . BRHKRBEREROY, ALRLEMREARMALER
M. RERRFBEBRAEENBA(TETIE-TIR, 30:70, X5 40:60)
# 8] X A 82(167.4mg, 84%) - MS £ F{E . (M+Na)' = 390 .

(61b) 4% 18 X 4LTF F H(10)8G F % . 445 8 (612) %) B8 (154mg, 0.419mmol)
b y2 0 B 545 B R 2 F5 8 (144mg, 93%) - MS FR{E . (M-H) = 367 -

5 #.45] 62
[1(R)]-N-# %-q,3- = F £-2- R AK-3-(4- KR AR E)-1-d 5 TR

A #3 8 (6a) 5 By A XA AE R4, A B (6la)fo(61b) KAL) & 5 R
FH &2l 62 . MS EME . (M-Hy = 353 -
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52 364] 63
[I(R)]-N-Z &-0,3-= F &£-3-[4-Q-FE XA B X K]-2- A K- 1-12 5%
L8R

Fii% 8 (6a)t9 8 A 2-F XXM R H. L 5(61a)F(61b) L HLe
23 REMEEHE 63 . MS EMME: (M-H) = 367 -

% 7.4 64
[1(R)]-3-[4-(3,5-— B XA R)F E-N-Z2 X-0,3-= F &-2-AK-1-1%
% LBL AR

M 4% 8 (6a)8 B f= 3,5-— RARAMBAER A, LB (61a)f(61b) %
W8 R PR B &S 64 . MS FRIE . (M-H) = 421 .

¥ 3.4 65
[1R)]-3-[4-3,4-=F AE XA E) R E)N-Z £-0,3-= F £-2-AK-1-
et ix B

% B(6a)89 e 3,4- = F A A XHBAER A, ¥AE(612)F2(61b)
KRG AT RS THAB 65 . MS EZRME . (M-H)y = 413 .

x 34| 66
[1(R)]-3-[4-(1,3-RH — B & A-5- AR X)X AN-2E-03-=F £
2- R AR-1-b% 5% TR

F#% B (6a)tBrFe 34-BF A=A XMKIMERHM, L5 (6la)fe
(61b) 185 £ 7| R B #l & F#k] 66 - MS £ R{E . (M-H) = 397 -

5 364 67
[1(R)]-N-72 #-0,3-= F £-3-[4-[3-(1- T £ T H) K R A X K]-2- R AK-1-
whek- I OB AR

1% 8 (6a)8 By fe 3- R R A XFMEBRERH, A5 (61a)F(61b) R M

-90 -
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6 % 5| R % &£ 67 . MS £ R4E . (M-H) = 395 -

5 5#6.15] 68
[1(R)]-N-# £-3-[4-3-F A & X 8 )X £]-0,3-= F&-2-AAK-1-0%
& G B

43 B (6a)) & fe 3-F B A XM R, A5 (61a)F(61b) £ 44
AR REREEHE 68 . MS EM{E . (M-H) = 383 -

#1469
[1(R)]-N-# #-0,3-= F £-2- A R-3-[4-G-E AR X)) R E]- 18 1R
LB

A 1% & (6a) 8 B o oRon-3- KRB AL R A, A B (61a)F=(61b) K L8
AP R EF & FEHH 69 . MS EMME: (M-H) = 359 .

£ 34 70
[I(R)]-N-# #&-0,3-= F A-2- 8 K-3-[4-3,4,5- = F RARAK) K K]-1-
1% OB PR

4% & (62)49 By = 3,4,5- = F R A RXMMBAE A, XA 5(61a)F=(61b)
K8y £ B R & 70 . MS FRME . (M-H) = 443

345 71
[1(R)]-3-[4-[3,5- (= A T A)X A AR EIN-2 £-0,3- = F £-2- 84K
[-nbe& 1% OB

4% B (62)89 By = 3,5- (AT R)RMRAE R, A 5(6la)fe
(61b) 2 Flth £ 5 BB # % 4641 71 - MS S 4E . (M+H)" = 491 -
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x 364 72
[I(R)]-N-#Z %-03-=F &-3-[4-(1-F L L H) X EK]-2-8K-1-%B KT
Bt

AF AGa) B A |- FMBAE /AT, AH(6la)yfe(61b) £ LEy £ 7]
BE | &34 72 . MS £ R4E . M+H)' = 405 .

5 #6149 73
[IR)]-N-#Z&-3-[4-[3-[(RAZAL) TR XE AKX K]-0,3-= F &-2-
A A1 0 TELRR

4% B (6a)#y By e 3-F Bt A XM EAE R H, L5 (61a)F(61b) R X
AP R B & EHE 73 . MS ERME: (M+HH) = 398 -

5k 364 74
[I(R)}-N-#2 K-3-[4-[4-[1-(A AL RF) T E X AE) X E]-03-= T -
2- 8 AK-1- 8 IR LB AE

4% B (62) 80 @ o 4- ZBE R A AR A, 1A B (61a)F=(61b)F 4
8 2R & E5kH 74 . MS ERME . (M-H) = 410 -

%564 75
[L(R)]-3-[4-( [1,1’-B: X ]-4- K A B) K K)-N-£# K-0,3-= F &-2-AAK-1-
sk IR OB

4% 8 (6a)% By fe 4-8% X A BRAE B A, ¥l (612)F(610) K MLy
2B & M 75 . MS ERME . M+H) = 431 .

E 34| 76
[1(R)]-3-[4-(3,5- = A RA R H) X A]N-Z %-0,3-= F &-2-AR-1-7%
& 1% OB |

R 4% B (6a) 8 B fe 3,5- — R R AMEBAE R A, UL 5(61a)F(61b)R

-92.
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SLEG BB R B &L 76 - MS £RME . (MHH) = 510 .

£ #45 77
[I(R)]-3-[4-[3-(LB AR E)V R AKX E]-N-£ A3 = FL-2-A K-
1-wbeb-I% T BE A

A% 8 (6a)8 B A 3-LBL AKX X MEAER A, R 5 (61a)F=(61b) %
L6 & PR & k4] 77 o« MS FERE . (M+H) = 412 .

% #4) 78

[I(R)]-N-# #%-0,3-= F £-3-[4-(4- B A X EB) X K)-2- A AK-1-%% 4%
- NS

(78a) 4 4% B 48(254mg, 1.8eq)Aw A 4F B (6a)% & (120mg, 0.433mmol)Fe
1- B AK-4-78 £ K (122mg, 2eq)%) DMSO2mD)E &R F - TEET 1 M8
5 » fa " Fe A4 (3m)F T8 T 85 (100ml) A K(2 X Sml) - K (5ml)
A RRAY, TRERE)HRE. BHEREMN(LRLE-TIK,
50:50)4% &) % 2 5£(139.7mg, 81%) . MS ER{E : (M+H)' = 399 -
(78b) # B 40T ¥ B (108 & % . 4£.4F B (782)89 8 (125mg, 0.314mmol)
k42 Bz B 5 4% B B2 B5 8(80.6mg, 64%) - MS FM4E : (M-H) = 398 -

5364 79

[L(R)]-N-# %-0,3-= F A-3-(4-F R X 2)-2-8ARK-1-w8 5t LB A
FA-FEER)CHR TERARMN, L5881 XMO AT R

& E5mH 79 . MS ERE . M-H) = 275 .

5564 80

[1(R)]-3-[4-[[(2,6- = F & -4-vkeg 2) A A7 X)X AJN-£%-03-=F
K 2-B AR IR LB — (ALK E)

(80a-d) M(4-F AE X)L 8k FEAFRA, AL (la-d) X M8 £ 7| R B2 7

-93 .-
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ER)-a,3- = FE2-FAR3-G-FEXE)-1-REHLETE. EHK
B (TR LE-TI%, 20:80, ARG 25:75)4- & Af Rk . B RARMEY
FHETRATHEORAET . MS £R4E . M+H) = 276 -

(80e) & N-i& X 3% 34 8: T M (1.45g, 1.05eq)f= i 4L X 7 B£(28.2mg,
0.015eq)u A& 29 &AL 4% (50ml) P 6545 B (80d) 84 4% K 4%t 65 88 (2.14g,
7.77mmol) ¥ . £ FE 250W ARITRHET, BEEFRRH 2 K.
RE R RO, BHBEENBA(TE LE-T I, 20:80, A5 30:70)%F
BB M(1.784g, 65%) . MS ERE . M+H)" = 354 -

(80f) 44 4% 28 42(199mg, 1.8eq)hw A 4% B (80e)%Y i L. 47(120mg,
0.339mmol)#= 2,6- = F %-4- X &(83mg, 2eq)®) DMSO(4ml)isi& F . T
FBT3IEE, mapfofiisg. RLELEG X RVZRLY .
R #RikEaHGRRY, TRERE)HFRE . 2RREMN(TEH-
£.47,7:93)4% 8] b o® A B (35mg, 26%) - MS FRE : (M+H)' = 397 .
(80g) BB AMT FE|UNWF %k, 1£4% A (80049 B8 (30mg, 0.0758
mmo) 5 RBRE . B A EBR, A TFA #(15mg, 39%) - MS %M
;. (M+H) = 398 . -

5 36.45] 81
[L(R)]-N-# #-0,3-= 7 £-2- R AK-3-[4-[(4-5H £ B &) T E] KX E]-1-
ik LB —(ZA LK)

JA 4% B (80e) 89 i L 4 Fr 4-72 K oB B4R R At ¥4 5 (80D)F=(80g) K 4L
W APIRES & EHSF 81 . MS ERME . (M+H) = 420 -

5z 345 82

C[I(R)]-N-% A-o,3-= T &-3-(4-8 AR K)-2-FR-1-b % LB K

(82a) J DBU (25.33ml, 1.1eq)i# A= %l 2-(4-# & & )% #(30.00g,
154mmol)Fe s X, F $£(10.55ml, 1.1eq)& T £Q250ml) P 8y R&4F . T
FIBT 30 0405, A LEQ00ml). AR PTRARESY A

-94 -
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LB EB-CR(LD)EABHLEREN . REESHORRZTE B
(25.85g, 80%) . MS E£R{E: M "= 209 .
(82b) T 0 CH £.4L44(2.76g, 1.2eq, 60% £ 5 4 ik F)he A4 £ (82a)8E
(12.00g, 57.4mmol)#= % /& &% (9.93ml, 2eq)#) DMF(200mD)®& F . T %
BT 30 246, A i EAKQIMNFA LT RERRGMET .
JA 7K (200ml)&k % Bl 4k B TEE(3 X 200ml)32H . AAK. ERKkEE
WY, TRERE)HRE. BRYRTREetniEAT
T—¥%.
(82¢c) # IN £ A 1L445#(100ml)He £ £ F 8 (200ml) ¥ 6945 & (82b)#)
— ¥ HEYPRF . TERTRHEZRRADIRADAL ). AZR
P85, AT X 100m)A SRR GHARET k. A IN
£ 4 LAAGOM)ERAFHTRELE . A IN HER(180m)R AL H 89
KE, AEKREAMEF, A TR TEG X 250ml)dR i . A 3§ K(30ml)
hASHOHAMBRY, THRERE)FREFEAK638, AY
94%)
(82d) 4 HATU (11.17g, 1.1eq)f= NMM (10.27ml, 3.5eq)Hm A 4% & (82c)
&) 8 (6.28g, 26.7mmol)fr D-% S8R 7 &9 2 & 3k (4.10g, 1.1eq)# DMF
(Somh)E#EF « FTEBT20HE, WwATKRLE(T50m). A IN &
B (3 % 50ml)~ 7K(50ml). 18 4% E & 4A(2 X 50ml)- K(50ml)Fe & A&
(SOm)t & H R, FTRERR)FRE. BSHRATREAARE
BRATFTT—F%. MS £R4E: M+H)" = 321 .
(82e) F-78 CH EEFH AT AB2DWARSH R R T ix
(200ml)#= ¥ 8 (100ml)iE ik F £ £ R HFER R RS A AR RIF
B ZFM(7.00g, 1.0eqRLE. FTEET1IHE, REZREW. A
SR TR hALRATT—FE.
(82) T 0 CH = T A (42.6ml, 10eq)F= = & T8 (20.6ml, 10eq)'l
Bhat—RTPETHFEE@e)GARET. TERT2IHE, R
iR RAY A BRER BN AL(LER TE-F R-TIK, 20:10:70, RE
-95 -



10

13

20

25

25:10:65, X5 30:10:60, #RJG 35:10:55)4F 3] 42 M AR ML 69 A B AR
(2211mg), & KAZTEE) A BLAR(2.184g), RAF A A 111 RS
(0.44g) B Fp F-H k69 &43 § 4 4.835g (A F 59%) - MS 3 R{E :(M+H)
"= 307 -

(82g) # B AT H (DM 7 3%, 443 B (826) 8 4 KR 1 €988 (100mg,
0.326mmol) 5 %2 B £ & 45 5] § 215 8(93.8mg, 94%) - MS R4 .
(M-H) = 306 -

5 #645) 83

[I(R)]-N-# %-0,3-= F £2- B RK-3-[4-[(REHR )R E]RE)- 1%
% T BB

(83a) A% & (820)8) &% K481 &9 R 4K(1.97g, 6.43mmol)F= 10% K T
% by Pd (0.50)& T E(S0ml)A= L5 (SOm) P eI E R TEREEANT
B2 e A RREEAR RMEIRRAS B X K(1.83g, 100%) -
MS % W4E . (M+H)' = 277 -

(83b) M EALT ¥ %W (492)89 & %, 124 8 (83a)89 £ H(100mg,
0.362mmol) 5 % T 8t LK /2 3 5| % T 84 (124mg, 90%) . MS % H
{5 . (M+Na)® = 403 .

(83c) HB AT FIANG F %, 445 8(83b)8 X T Bu/E(110mg,
0.289mmol) & # A& K 2 4% Bl 7 #2458 (100mg, 91%) - MS 3% ME .
(M-H) = 380 -

% 3645] 84
[1(R)]-N-# %-,3-= 7 £-2- A AR-3-[4-[(R Ear et A) B AR K]-1-%
%1% B

4% 8 (83b)8 R A= KB Bt RAE B A, A B 49a)f (1D £ MM &
5 R L4 & 2] 84 . MS EAE . (M+Na)' = 440 -

- 96 -
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% #6.145] 85
[1(R)]-N-# %-a,3-= F %&-2- B A-3-[4-[[( A XA X)) KB R AR K)-1-
DDA S

A% 8 (83b)4 X kefe R X BERH, RE5W@)F(1H) LMY
AP RE B &S5 85 . MS EMMHE . (M+Na) = 419 .

5 3645 86
[L(R)]-N-#2 % -o,3-= F X-3-[4-[(1- B A T R)R A K E)-2-BAK-1-%
%5 LB

(86a) 4§ Hunig K #%(0.13ml, 2eq) - 1-% T 85(62.2mg, 1.1eq)#» 4A
5 F 5% (300mg)e AL 1,2-= K LHEEGmD)F 4945 8 (832)89 KAz (100mg,
0.362mmol) ¥ - T ZE & T 30 4-4¥ /5, Jm A NaBH(OAc); (230mg, 3eq)
HHRIHERAMWI6 I TRBRERE . RERRFAZHREN(T
B . B8- T 0%, 50:50)%h. 1643 Bl 4F B (117mg, 78%) - MS 5= R :(M+Na)
"= 439
(86b) B EMT FHON F % ,1£1% A (862)89 EE(IOSmg, 0.260mmol)
b 2 M R A3 B F 2 R5 8(75.4mg, 70%) . MS % R{E . (M+Na)' =
440 .

5 3.45] 87
[L(R)]-N-# %-0,3- = F £-2- B R-3-[4-[(4-2H £ T R)RA X E)-1-
e d% OB AR

Ji 1% 6 (83b)44 R Ak Ak obk-4- F 85 4E B AT, L B (B6a)Fe(16) KFLey
FF RS & 54687 . MS £RME . M+H) = 419 .

-97 -
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% #45| 88
[L(R)]3-[4-[[(,5-=F A AR )T R A A X E)N-2A-03- = F -
2- R AR-1-wtek- b TELRE

R4 B (83b)8) R WA 3,5-= F AAR T @A RH, % 5 (86a)f(1D)
RS R PR S & 554H 88 - MS ERME . (M-H) = 426 -

%364 89
3-[4-[(3,5-= P A A E)F A AR X N-724-3-F K-2-AR-1-dJx
LB g

RiF a(lc)tyetfd A8 TR AR EERH, LE(1d). (3a)- (6b)
Fo(1H) L LE & 5| R 4 & 5 564] 89 .12 FH(6b) P& F 3,5-=F &
FA%. MS ERME . (M+Na)' = 405 .

52 3#45) 90
3-[4-[(2,6-= RAR-4-wt72 £)F AA) R A]N-2K-3-F £-2-FAR-1-7
%% LB R :

4% 8 (lc)W Bt e+ AU T 88 28k B 4E R4, A 5(1d)~ (3a) - (6b)
Fo(1D) L0060 A7) R B H & £ 564] 90 . 12E FHGb) TR 4-2RT
A-2,6-=Reokwg . MS FRME . (MHH) = 424 .

5 #64] 91
3-[4-[(2,6-= T B-4-stog ) F A A]RE]N-Z A-3-F E-2-A K- 17
& i% OBt

g 8 (lo)dysEfed A8 TER R 8 & 4E /2B, XL 5(1d)- (3a) - (6)
Fo(1D) 24089 £ 7) K& #) & £ 566) 91 . {2A FHOGb)FRA 4-RRT
A26-=Fhater HhEkd . MS FAME . MHH) = 424 .
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% #6145 92

[L(R)]-N-2£-3-F E-q-(1-F £ T £)-2- R AK-3-[4-(4-5HhEFRAE)XR
A 1SR IBE—(ZATRYE)

(92a) B LT FE(1d)S F &%, #H 8(1c)88(3.00g, 9.61mmol)
ED-HARTRAKLIR AN AFFHERSYOASK. 24
BB AT AL (T Bk- T 0%, 50:50, ARG 8S:15)F BB AR R
(1.25g > 30%). MS EH{E: (M+Na)' = 418 -

(92b) BB AT FEGBa)ty % &, ¥4 8(92a)89 3 R 169 ABLK
(1.25g, 3.18mmol) & A& 13 2| 87(0.915g, 94%) - MS FE AL . (M+H)" =
300 -

(92¢) B AT FE(6b)S F %, 24 A(92b)8I 8 (106me,
0.348mmol) & 4- 8K F Eobok B 25 B X K82 (134mg, 86%) - MS %
BAE . M+H) = 447 .

(92d) BB (le) T AT & % %, 41 &478£ 69 1.76M NH,OH/KOH & ¥
BiE ik . M REA(3.4m), 20eq) 4 A% B (92¢)8 B8 (134mg,
0.300mmol) - /& 20 2~4F « 40 %A= 1.5 1B, FHlleAA 652
B@ml - 0.5ml % 2ml). &% 2 NG, A INHC % Re4 5
£ pH7 #R4% . 4 HPLC 4.4L (T A5-7K-TFA, 15:85:0.1 £ 50:50:0.1)
RIEF 2, A TFA $(69mg, 41%) . MS ER{E . (M-H) = 446 -

5 #15] 93

[1(R)]-N-#2 £-3-F R-o-(1- T & T £)-2-AR-3-[4-CR A F /) K L]

1-oteg- 3% T B B
BBAMTFRODGF &, 445 892 MR Astk 52

BREEASE BB, MS £MME . (M-Hy = 395 -

-99 .



10

15

20

25

£ 364 94
[L(R)]-3-[4-[(2,6-= F %-4-utrt ) F B AR E]-N-72£-3-F &-o-(1-
TEZE)2-BA- -SSR LEE —(ZATEE)

i 4% 8 (92b) Y By Fo 4- RAK F £-2,6-= F Aok R H, L 5(6b)
F2(92d) K89 £ 5 R AL 4] & F445] 94 - MS FE BI{E . (M+H)" = 426 -

% 384 95

[LR)]-3-[4-[(2,6- = F H-4-ukz £)F R AKX A)-N-£ £-3-F k-0-(2-
P A E)-2- A AR IR LR

(952) BB LT F®(1d)H F %, %43 8(1c)898(3.00g, 9.61mmol)
ED RAEBTERERLERSAHNARFTAHERRSHOARK . 25
RRE AT 4hAL( T 8- F R, 10:90)4F B 42 MR 1 69 F 454£(1.20g, 31%) -
MS FEM4E . (M+Na)' = 432 .

(95b) #5: 58 £ 4T FEBa)hF k. 645 8(952)8 4k MR I8 A BLIE
(1.20g, 2.93mmol) £ 13 2| £7(0.94g, 100%) - MS % B {E . (M+H) =
320 - :

(95¢) % B EMT FR(6b)HF %, %43 8(95b)89Br(155mg,
0.486mmol) 5 4- 8T #-2,6-= F ket K &2 43 Bl R &8 (191mg,
90%) . MS FA4E . M+H)" = 439 .

(95d) # B X T ¥ EOH F & 1%4F 8 (95¢)%) 85 (140mg, 0.320mmol)
L3RR BT FAB®R(115mg, 82%). MS FRME ;. (M+H) =
440 .

£ 3645] 96

[1(R)]-3-[4-[(2,6- = & A-4-oko2 ) F B A X A]N-2£-3-F E-a-(2-
T A& & &) 2- R A-1-w0E I TEE

4% B (95b)8 By A= 4- 2R T A-2,6-= RARRAERH, A5 (6b)Fe(11)
K400 RPN R A & FHHF 96 . MS FEAME . M-H) = 479 -

- 100 -
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5% 34 97
[1(R)]-3-[4-[[3,5-R(ZA T HE) XK F AKX E]-N-£X-3-F &F-a-(2-
PR & E)-2- R A-1-E 5 TR

R 4% 8 (95b)89 By Fe 3, 5- (= A F £5)F R BAERA, vL 5 (6b)A(11)
RN F 5| Kz #] & F£44] 97 - MS FR{E . (M-H) = 454 -

5 7.4 98
[1(R)]-3-[4-[(3,5- = RARX ) F A X)X XIN-ZX-3-F H-a-2-F &
& & )-2- B AR- - 47 LB

3 B (95b)E By e 3,5- = RF AR RAL, ¥R B (6b)Fe(1f) K18
IR &FEHEH 98 . MS SM{E . (M+H) = 479 .

5% 56.45] 99

[I(R)]-N-#2 %-3-F #-o-(2- F K/ %)-2- A R-3-B-(RE T &)@ E]-
1-wh- 4% T BB

(99a) & B E LT FH(1a)8 F %, & 2-F A-4-/%0% 88 T8 (3.00g,
21.lmmol) & 3-F f A-1-EXKAERLZFE A B . MS ZR4E .
(M+NH,)" = 308 -

(99b) 42 M R MT FH(1c)8h F ik 43 B (992) 8 4 & 8% 42 & FARIFE)
B5(5.19g, ¥ 84%,). MS M {E . (M+NHy) = 310 -

(99c) & B XUT F B, 7 &, 1245 B (99b)# 8(5.06g, 17.3mmol)
ED-ZEBRTEEBLRBFHNAFFHELEHOARK. 254
B BEM(TER LBs-TJ%, 20:80, &G 25:75, A5 30:70) R AR
b F AR (1.94g) - 35 R AR M 69 B H R (1.66g)F M+ AR e 1:1.1 ik
44(1.86g) Bt F AR89 LT & 4 5.46g (84%) . MS 3 B4E :(M+H)
"= 376 .

(99d) & B EMT FERAHGF &, 543 8(99c) 8 & MR 6 A BLEK
(100mg, 0.266mmol) & 72 B K /% 4% 8] 7 #2 75 8(80.6mg, 80%) - MS %
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RME . (M-H) = 375 .
(99%e) #HBEMTFEOADHY 7 %, £5 B (99c)8 4 KRR M 69 W BLRE
(100mg, 0.266mmol) & #2 B & £i 4% B 7 #2 A5 8(81.8mg, 82%) - MS 5
B4E . (M-H)y= 375

53649 101

[I(R)]-N-#2£-3-F £.3-[2-F £-4-(XE F RAE)RE-0-2-F £ A %)-
2-FAK-1- B I% BB

(101a) BB ERATF IV R(a)¥F %, B@4-FRE2-FEARXE) LR T8
(5.00g, 18.5mmol) 5 X P I K A7 B 48 &8 . MS 52 M4E . (M+NH,)
"= 302 .

(101b) BB AT FEAL)G F 4%, BB 001 REM R 5% AL
BR RGBS EE . MS ERME . (MHNH,) = 342 -

(101c) # B AT F (1) 7 %, 4245 A(101b)E R B 2 & R4
Bl85(5.42g, =¥ 90%). MS Z W4 . (M+NH,)" = 344 .

(101d) #BEMUTIFRODY F &, 1245 8(101c)898(5.28g,
16.2mmol) 5 D-% S8 T B th & 4 K 5 /13 B) 4 MA B KRS H A
Beiie . BRBEEN(TK TE-TIR, 20:80) 4k M R H 69 F- 191K
(1.363g)F= 3% KL 69 R 4k (1.412g) - MS FR{E . (M+Na)' =

446 .

(10le) #BEUT FRUODM H &, #H4F A(101d)89 5 IR LS A BLAR
(100mg, 0.262mmol) 5 7 % R 5L 4% 8| #- 72 A5 B (65.2mg, 65%) - MS 5%
ME . (M-H) = 423 .

34| 102

[1(R)]-3-[4-[(2,6-= fAR-4-o £) T ALK 2-F AR A]N-243-FT &
-a-(2-F 2 2)-2- B AX-1-wbed Ix LB

(102a) B LT FEGaIF &, BF (1018 5B ALK
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(1.05g, 2.48mmol) £ % 1% 2| B7(73 1mg, 88%) . MS FRI{E . (M-H) =
332 .

(102b) ¥ B X T FH(6D)E F &, 1843 8 (1022)47E7(100mg,
0.300mmol) 5 4- 8K F %-2,6- = f A toE K AT B oot T X5 (116mg,
78%). MS % M4E . (M+Na) = 515 -

(102¢) #¥BEMTFFERANY F %, 1245 A (102b)4) B4(105mg,
0.213mmol) & /& R & 43 Bl /- #2 A5 8(70.2mg, 67%) - MS ZE R|{E .
(M-H) = 492 .

£ 34 103
[1(R)]-N-#2%-3-F %-3-[2-FX4-Q-FAF AKX EK]-0-2-FTER
) 2- B A-1-s IR LB

4% B (1022)8 Erfe 18K F A E45 R, L5 (6b)Fn(11) R LE
AP REHENE 4. MS EME . (M+HH) = 475 -

34 104 :

JIR)]N-2 £-3-F K-o-(2-F A 7 5)-3-[2-F F-4-(4-n g A F A E)X

£]-2- B AK-1-wbes R LB
i 4% B (102a) 89 By fe 4- RA T Kub-g FERAL, A E((6b)F(1DHRX
L8 £ BB & LAk 104 . MS ERME . (M+H) = 426 -

5 3645) 105
[L(R)]-3-[4-[(2,6-= F A-4-wboZ )T £ A)2-F AREIN-£E3-FT&
~o-(2-F & R &)-2- K- 1-- b T Bk

4% B (1022)8 8= 4- AR T £-2,6-= F Sk 15 R, ¥4 5(6b)
Ao (1) R 0060 £ 5] K& 4l & F36] 105 . MS ERME . (M+H)" = 454 -
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£ #4] 106

[1(R)]-N-2Z £-3-F X o-2(FAE) LA 2-AEAK3-B-(REFAE)X
A]-1-abed 5% LB

(106a) # B X4T FBAWF %, 145 8 (1c)498(4.19¢g, 13.4mmol)
ED-ERABTEERLL ZIFE A R FNEKYG 11 RSP ABLAE
(4.39g, 77%) - MS R . (M+H)" = 428 .

(106b) # B £ 4T FR(1DMF ik, 43 8 (106a)8 K BLAE(144mg,
0.377mmol) 5 8 R & 43 8| 7 £ 75 8(90.7mg, 63%) . MS F R4 .
(M-H) = 427.

364 107

[1(R)]-3-[4-(3,5- — B R R A X)) K X]-3-F K-a-[2-( T ERBEA)T K]
2-F AX-1-% Ik T8

(107a) F 0 C, A K(100ml)F &9 it #ER £.47 % %1(19.0g, 3eq) e A /&
¥ 85(100ml) ¥ 89 4F & (106a)49 A B4 (8.80g, 20.6mmol)F - T 0 T 30
Sefe AERT 400G, AEmETE .. AAKGOOM)WHHELSKKE
M 3 A RAF(3 X 400ml)R IR . A AK(SO0ml)F= 2k K (S0ml) &4 H 69 A
AT, TRABRE)H RS . AREWN(TRTE-TIR, 60:40, A
& 70:30, &G 100:0)3 44 4% K 4814 69 #7(2.88g, 30%) - MS 3= RE
(M+Na)* = 482 .

(107b) #HBELT FEGa) % %, ¥4 6(1072)495(2.88g,
6.27mmol) £ A 4% 2| B3 (2.15g, 93%) - MS M 4E . (M+H) = 370 -
(107c) 4B £ 40T FH(612)89 % %, 14 A (107b)4) & (120mg,
0.325mmol) & 3,5- =& RAFAR R & 13 8| X K 8£(150mg, 77%) - MS
EAME . (M+E) = 604 .

(107d) F 0 C. ¥ IN £ A /L4215 (0.28ml, 1.3eq)hw A7 THF(1.5ml)
+ #4943 8 (107¢)4 85 (128mg, 0.212mmol) ¥ - T %R E T 30 247 /&
R RS WEAEpH 2-3 ARSI REE T, H A L8 T8 (100ml)
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AR . REREFIAR(2ImE,97%) . MS ERME . (M-Hy
= 492 .

53647 108
[L(R))-3-[4-[3,5-R(ZARFE) X RAEI R EIN-L£3-F R-o-[2-(F £
BB )T K)-2- B A1 R TR

F 4% B (107b)69 By e 3, 5- (= AT B)RMBERA, ¥L5(61a)
Fo(1D) %Lt 2 5 R 2 #) & 5 4645] 108 . MS MK . (M-H) = 581 -

52 7.4 109
[1(R)]-3-[4-(3,5- =B RA R K) R K)-N-£2 K-3-F K-o-[2-(F EH B E)
L AK)2-E A1t % TR

EBAEMTFRADN S E. B8 A(107¢)8 ABLKE(156m,
0.259mmol) & ¥ M & 5L 4% Bl #2158 (110mg, 70%) - MS S A4E .
(M-H) = 603

FE 584 110
[L(R)]-3-[4-[(2,6- = BAX-4-wtoZ £) F AR A]-N-2 £-3-F X-a-[2-
(F A8 E) T A)-2- A R-1-E8 I8 TBLAR

A 1% B (107b)8) By Fe 4-i2 K F -2,6- = R AT R4, A 5(6b)
FOHEM R R EHEKRHEF 110 - MS FR4E . (M-H) = 528 -

$ 34 111
[1(R)]-3-[4-[(2,6- = F #-4-wikg )T £ B R A]-N-2 £-3-F K-o-[2-
(F R B H) T 5K]-2- K- 1- 2 TELAR

Rl 4% B (107b)8 By e 4- RAX T £-2,6-= F A abex 45841, X B (6b)
Fo(1O) XML AP LS H & FE4H 111 - MS FRME . (M+H)" = 490 .
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=364 112
[L(R)]-N-#2 £-3-F A-o-[2-( T £ 8 A) T K)-2- A K-3-[4-(4-%H &
FEE)VERA]-1-RERLEE —(ZATERE)

A% B (1070)8 B fo 4- RARF R H & EF R A, A 5(6b)F
(D XM Z P L LR & FEHP) 112 - MS ERE . M+H) = 512 .

3 364 113 |

N-#2%&-1-[3-F A 2- A AR3-[4-(A £ FRE) X K- 1-wS R AR AE
T B

(113a) % B 24T F B (1d)8 F &, 1£4% 8 (1c)#9 8 (400mg, 1.28mmol)
B 1-A AN A A1 T 88k 36 RSB A B (280mg, 58%) -
MS B 4L . (M+H) = 380 -

(113b) & B EMTHFRANHYG F %, #4458 (1132)4 8 (100mg,
0.264mmol) & % A& & 2 4% 5] # $2 A5 8 (76mg, 76%) - MS 3% A
(M-H) = 379.

FE 35| 114
[I(R)]-N-# &-a-[(4-2 £ X 2A)F £)-3- 7 A 2-AAK3-[4-(XE T AKE)
FA)-1-s R TBLR

Rli% B (lo)tEfe D-B A TR AR LR, A50d)FAHR
G B PR M & ELHE 114 . MS FRME: M-H)y = 395 -

F | 115

[1(R)])-3-[4-[(2,6- = E AKX -4-mkok )T B AR E]-N-#2 £-0-2-2 T 5)-
3-F K-2- B AR-1-e B R TR R

(115a) ¥ D-F % 4 £,#(25.00g, 210mmol) - 35-37% 3 8 (200ml)F= K
(00m)# RA M B EWAS 1. ATREEHRBALABER
$(27.68g, 96%) . MS F R . (M+NH,)" = 119 -
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(115b) BB XU T FRAUDHYF &, #EH 8 (1c)498(3.00g, 9.60mmol)
5% a(1152)89 £ & A 88 28R 3k (1.45g, 1.leq) R AT 8| A4 A # A1k
RAMOABERE. BHKREN(LK TE-TIR, 20:80)F 4E45 MR 65
FHR(.51g)F 8 KR M6 FHK(1.45g) - MS FRME . (M+NHy)'
= 383 .

(115¢) 4 B 2 40F 5 % (3a)dy 7 ik, 4§43 8 (115b)89 42 KA 69 A BE AR
(1.40g, 3.83mmol) £ A% 4 | & (1.06g, 100%) . MS ER{E : (M+H)" =
276 .

(115d) 3B X AT FH(6b)8 7 %, 1£4F B (115c)898(1.03g,
3.74mmol) & 4- B R T £-2,6-= KA K 21T B sl T 2 82(1.36g,
84%) . MS LML . (M+H) = 435 .

(115e) #BEXUT FRAHGF %, 4245 8(115d)69 88(71.0mg,
0.163mmol) & 2 B R & 4% 3] R 2 5 BR(59.1mg, 77%), & THT £\ H
MR, A 8515844 . MS ER{E: (M-H) = 466 -

F #5116

[IR)-1,1-= TR T & [5-[3-[4-[(2,6-= EA-4-nkoz %) P &A% £]-3-
B2 RS b A ]-6-(R AR R)6- AR TE AL THRE

(1162) #EBELT FRADF &, £ 8 (1c)48(5.05g, 16.2mmol)
5 H-D-Lys(BOC)-OMe # # 3:(5.28g, 1.1eq) R 4% 3| 4 A AR
LM eh S RELAE . AR A R4 BOC Ry A H .

(116b) F £:% T A Hunig K #(12.0ml, 2eq)fs =8 8 —4 T #4(8.33g,

1.2eq)4 A = § 7 $(100ml)#= DMF (10ml) ¥ €94% & (116a)89 2 5= 4
Bl B . 3E At de fALE(S0ml)Ae L8R TE8(800mg), A AK(2

x 50ml) - #HAK(GOmM)EEHE RS, BABETHRARE . BREMN
(T8 T.B8-T.4%, 40:60, &6 50:50)4F 2l BOC # 89 ABLA(5.49g, A
¥ 65%), # 1:1 9R44 . MS FERI{E . (M+Na) = 547 .

(116¢) B EMTF FEGa)t % &, K45 a(116b)8 ABLE(5.40g,
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10.3mmol) &8 .5 B B A7 (F A E- .45, 3:97, KRB 5:95F Bl Rigik
8 E(1.29g), A AAFFHkE 1:1 RAM(1.46g) BB DRI AN
o MS £BME . (M+Na)' = 457 - |

(116d) # B EMT FE(6b)8G 7 ik, 1#4F A(116c)8) &k KR 69 B
(300mg, 0.690mmol) 5 4-i& KX F %-2,6-= K abog KA1 B ket 7 &
5%(360mg, 88%) . MS E A . (M+Na) = 616 -

(116¢) % B EHTF FE(1DHF %, 243 8 (116d)%) 88 (152meg,
0.256mmol) % ¥ B 55 1% 3| £ %2 A58 (71.0mg, 47%) - MS 5 R4E
(M-H) = 593.

F 4] 117
[1(R)]-o-(4- B & T £)-3-[4-[(2,6-= RA-4-wbmz &) F &) R E]-N-2
A3 TE2 AR -SSR LBER—(ZATEE)

FEERET, ¥E85 116 ¥ F 258K (39mg, 0.065mmol) & =& T
8 (0.5mDf = & T £ 2ml)—A2HH 1 -0 R 4545 B 5 sa 6
117(40mg, 100%) - MS S R/{E . (M+H)" = 495 .

A 118

[1(R))-a-[4-( T BL B A A) T A)-3-[4-[(2,6- = B A-4- 55) F A AR
EJN-#2 &-3-F K-2- B K- 18 5 LB

(1182) FZi& T, 4% & (116d)8 =z ¥ A8 (351mg, 0.590mmol) 5 =
A LBOm)F — &7 K GBml)—ARKHF 2 PHAREFHALE/EN
HEROGZACRSE . MS FR4E . M+H) = 494 .

(118b) /A4 B (118a)84 Mede 8L HAFRA, vA 5 (49a)F (1) R4 5 71
B 5% & 544 118 - MS £R4E . (M-H) = 535 .
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[1(R)]-N-[5-[3-[4-[(2,6- = &.AX-4-uboZ &) F £ &)X K]-3-F &-2- K-
1-wtkog- bt K )-6-(2 K A XK)-6- AR THK)-3-F LB

4% B (118a)8) &A= SR B RAE R AT, ¥A B (49a)F= (1)) MLy R 5| K
B & AP 119 « MS ER4E . (M+H) = 600 -

%364 120
[L(R)]-N-[5-[3-[4-[(2,6- = &.AX-4-utog &) F R AR K]-3-F £-2-84K-
1-sbd X]-6-(Z AR E)-6- AR T E]4-GH F B

43 B (118a) 89 B A= 40 ok Bt R AF R4, L 5 (49a)F= (1) L8
A5 R EH & FE4H 120 . MS EME . (M+Na)" = 630 -

4 121
[L(R)]-3-[4-[(2,6-= B AK-4-utog ) F A AR E-N-2 £-3-F A-a-[4-
[(FEAe AR AT A]-2- 8 K-1-w8 I TBLRE

B AF B (118a) 8 A= F & e AR AL, KA 5 (49a)F= (1) XL 67 & 5
RA# & 546 121 - MS £84E . (M+Na) = 595 .

] 122

[L(R)]-a-[4-( TBL 2 B &) T £]-3-[4-[(2,6- = F -4-mb F) 7 A X)X
AJN-#2K-3-F 2-2- A AK-1-- I8 TR

(122a) 4 B E4T FH(6b)4 7 ik, 1543 B (116c)89 5 KR 69 &)
(1.00g, 2.30mmol) & 4-i% K F £-2,6-= F ko Kz 45 Bl o F Kt
(1.00g, 79%) - MS % ®{E . (M+H) = 554 .

(122b) BB 24T F B0 18a)8 % %, A Z A LRMEHE 6 (1222)8) %
P 2 8£(1.00g, 1.81mmol)&R4P 13 Bl ke &9 = & T & #(1.28g, 100%) -
MS M4 . (M+H)" = 454 .

(122c) R4 & (122b)8) Befe T8 RAF R A, R B (49a)F= (1) R4 7 7
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RO & ] 122 - MS FRIME . (MHH) = 497 .

364 123
[IR)1,1-=FEZ X [5-[3-[4-[(2,6-= F £-4-nbog &) 7 A K] R E]-3-
TE2-BAR-1-hs R E]-6- (R ERK)-6- AR TR R AT &5

F 43 B (122a)8 sk F R B4R B A, A B (55d)F=(55¢) £ Ley 2 7
BB &34 123 . MS SAME . (M+H) = 555

5 51 124
[1(R)]-ou-(4- B2 T #)-3-[4-[(2,6-= F A-4-skst X) F R A X E]-N-#
A3 FER2EAR-1- B R IBRE (ZRAE®E)

A8 TP 123 9 R 2FRERM, L EHE 117 RS F
R & EAB] 124 . MS EME . (MHH) = 455 .

% 3645) 125
[1(R)]-a-[4-[(A X LB A) R AT K]-3-[4-[(2,6-= F &-4--2 &) F 4,
EEAN-2E3-FE2-AAR-1-HB R TBE LA TEE)

43 B(122b) 8 Ao N-(R T R AHKA)H BB RH, 5
(50a) (1e)F= 3645 51 R 4189 £ 7| R & 4l & £ 2840 125 . MS EME -
(M+H) = 512 .

=54 126

[L(R)]-o-[4-( Lo A B AT X]-3-[4-[[3,5-R(ZA T HF)XA]T &
RIEAIN-2E3-F £.2- BK-1-sJ% B

43 8 (1160) 8 48 KRR B e 3,5-(Z AT &) F ARMER
#. LB (6b)- (118a) (49a)yfe(1) XMLy & ) Kz %] & 5% 264 126 .
MS EM{E . (M+Na)' = 626 -
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[IR)-1,1-=FEXZE [5-[3-[4-G.5-—2RAEK)KXE]3-FE2-£&
R-1-tb R K]-6-(R A RE)-6- AR T E] AL TR E

A7 A(16c)M IR KRB A 3,5-— B R AMBERHK, Ub
(61a)fe (1) X408 £ 7] & &2 %] & 564 127 « MS ERM{E . (M-H) =
668 .

5 3645] 128
[I(R)]-o-(4-8 & T %)-3-[4-3,5- B RE A X)X E]-N-72 £-3-F -2
A AR-1-9b Bt LB —(ZRATE®E)

A48 4] 127 3 RIEERERF, L £8EH] 117 £0GF
HEH & LS 128 . MS E£ME . M+H) = 570 -

5% 2645] 129

[IR)]-1,1-=F X T & [3-[3-[4-[(2,6-= FA-4-wkez ) F £ A X K]-3-
FE2- AR A 4-(R AR I)4-EARTE] AT RS

(129a) F 5-10 'C, A=A K= LHE5(38.6g, 1.2eq)m A Z-D-GIn-OH
(28.1g, 100mmol) - Z % Z B8(134ml) « T M (134ml)Fe K (67ml)é4) R4-4h
f.F10CT3004H 16 C4 I HE, AEREERN. AHTRTEQ
X 20ml)k&E A KAGHHREE DR . B w A THK TE(100ml)
R4 TRAR KR LE(Goml)k AR = A KE(16.3g,
64.5%) . MS SR . (M+H)" = 253 .

(129b) # B £ 41T (82a)89 % ik . Al BOP KA M£4F A (1292)8) — B A%
(5.40g, 21.4mmol)3F .43 8] A BLAZ(2.33g, 47%) . MS % ML : (M+Na)”
= 257 .

(129¢) # B £ T(32)8 % ik, 3§43 A (129b)8 A BEA(9.10g,
38.8mmol) £ 243 Bl #F & A A A B 48 3£(5.33g, 100%) . MS F &
. (M+NH,)" = 118 .
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(129d) & B AT F %, #7 8(1c)#8(2.39g, 7.65mmol)Fe 1
B (129¢)89 M 8L B2 (1.3eq) 35 1L 4 FT £ A BLAR(2.29g, 82%), A A A4
Ry 1:1 R4 . MS ERE . (M+Na)' = 387 .

(129¢) BB EMBTGa)tdF %, K43 8(129d)8 ABLAE(2.23g,
6.12mmol) £ 4% 4% 2| &(1.60g, 95%) - MS KM 4E . (M+H)" = 275 -
(129) 3 B £ 4T ¥ % (6b) 4 7 %, 1£4F A (129¢)#9 Br(1.51g, 5.50mmol)
5 48K T £2,6-— S AR eE A% 445 B okt T 2 84(1.03g, 43%) - MS
M4 . (M+Na)" = 456 -

(129g) % = T A&(0.32ml, leq) \(BOC)20 (1.00g, 2eq)#» DMAP (0.281¢g,
leq)e A2 = £ F % (10ml) ¥ 6943 B (129)%) A 8tk (1.00g, 2.30mmol)
P HTFERTHEGRSDLA . REEMN, RYDEHEREN(THK
LES-T KR, 40:60, K/ 50:50, ARG 60:40)32 448 AR 89 A 4R
(380mg)Fn 8 KAL) F45(310mg) - MS % M4E . (M+Na)™ = 556 -
(129h) # B 241 F FRDH F % $43 0(129g) 89 5 RALHE 8 1 8L
(102mg, 0.191mmol)#% 14 % # 72 A5 # (50.0mg, 50%) - MS 5% ML .
(M-H) = 565 - -

F 34 130
[1(R)]-o-(2- B T 2 )-3-[4-[(2,6-= R AR-4-mtmg &) F A K] R E]-N-#2
A3 FTE2-ER-1-HS R TEE —(ZRALRKE)

R #% 8 2361290 R 2B AERM, AE £HH] 117 XA T
H & 2HH 130 . MS ERE . (M+H) = 467 -

% 34| 131

[1(R)]-0-[2-( T8t & £ 4) T &]-3-[4-[(2,6-= R A4z £) T AA] R
AJN-2 £ 3-FE2-ARK-1-n% R Lot —
(131a) FEB T, # AT AEI(0.20ml, 10eq)he AL T 8 F 6957
B (129g) %) 4& K 4% P A 867% (90.0mg, 0.168mmol) ¥ - BIiA 12 -6 /& »
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XA R T RER(10eq) it RRAWBRIEACRT 59k 24
Bt REBHZHREBEN(TR-ZKTIR, 5:95, AR5 10:90)R 4t & &84
(70mg, 89%) - MS L RME . (M+H)" = 466 .

(131b) # B R LT F %(492)89 7 %, 1#45 & (131a)89 £ A8 (64mg,
0.137mmol)3% 4 4 T B H(70mg, 100%) . MS M 4E . (M+Na)* =
630 -

(131c) B EMTHFRUDY F &, &5 A(131b)% LELAL(65mg,
0.128mmol)3$ 1t A4 R £ A58 (15mg, 23%) - MS £J{E . (M-H) =
508 -

764 132 .
[IR)]-1,1-=F X T & [3-[3-[4-[(2,6-= F %k-4-nbez X)) T £ K] R K]-3-
FE2AR-1- S RE4-(BEARL) 4 EXTRAEATRE (=
ATE %)
(132a) 4& B £40T(129g)8 7% &, 4% 8 (129d) % P 8Lz 2449 (6.36¢,
17.4mmol)#s 1L BOC ¥ 6§ Btk . 2K ENM (LR LEB-T ik,
40:60, &G 50:50, K5 60:40)3 A% | b 8 B 1K(3.70g)F £k K AR
PEES B HR(3.19g) . EKE A 85% . MS E M (M+Na) = 487 .
(132b) 4& B XALT E34] 117 655 %, 443 8 (1322)89 5 RARE N 7
#118(3.13g, 8.59mmol)Z R 4” /5 Bl A 8t (1.70g, 69%) - MS 3 J4L .
(M+H)" = 365 -
(132c) 4B R T (3a)8d 7 ik, 5453 6 (132b)%) R BLAK(1.68g,
4.61mmol) £ A& 1% 2 &1(1.23g, 97%) . MS WA . (M+H)" = 275 .
(132d) # B L 6T FH(6b)8 F %, 1£4F 8 (132¢)898(1.20g,
437mmol) & 4-% X T %-2,6- = F Kbz 18645 2l wbox P £ 8£(1.63g,
95%). MS FM{E . (M+H)" = 394 .
(132e) B EMTF(1312)89 7 %, 445 B (132d)8) A BLE(1.58g,
4.02mmol )3 4b. 2 F B8 (2R 8 2k) (2.00g, 100%) - MS % H4E : (M+H)
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'z 426 .

(132f) % B 24T FH(492)8 5 %, 124F 8 (132e)% £ £ 8 (100mg,
0.183mmol) 5 (BOC)20 & £ 4% B8] £ A& F & 42 T B3(70mg, 60%) - MS 3
DA . (M+H)" = 526 .

(132g) BB EMT(DHSH %, 43 8 (13204984 (65mg, 0.124mmol)
54k B2 05 8(23.5mg, 30%) - MS FERME . (M+H)' = 527 -

3645 133
[1(R)]-o-(2- B & T )-3-[4-[(2,6-= F H-4-ukez £)F AR E)-N-Z
E3-FE2AR-1- B R IBK EZATRE)

FIAF B 23649 132 9 R R ABAERH, b RHEH 117 X067
B & TP 133 - MS £ BME . (MHH) = 427 .

55648 134
N-[3-[3-[4-[(2,6- = F H-4-obog £)F & A X 2£)-3-F &-2-BK-1-n%
IR E-4-(B AR E)4-RART &]-3-wheg T B -

B 1% B (132e) 8 B A IR BL A RH WA 5 (49a)Fo (1) R LG R FI K
& & 53440] 134 < MS £R4E . M+H) = 523 .

5 #.45) 135

[1(R)]-N-[3-[3-[4-[(2,6- = F H-d-ukrt &) F A AR E]-3-F £-2-AK-

1-B b R ]-4-(R AR R)4-ERTR]4-D W FEE —(ZALTED)
43 8 (132e) 89 B Fn 4-20 oWk Bk RAE B A, A b5 (49a)Fe (1) K AEY

PR EH &L 120 . MS T R4E . (M+H) = 540 -
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£ 136
[1(R)]-1,1-=F X T & [2-[[3-[3-[4-[(2,6-= F X-4-ntrx X)F A XX
A]3-FA2-BR-1-E R A4 (B EAK)4- AR T XA K]-2-8K
LEBATHE —(ZALHKY)

RAF B (132e)89 B fa N-(t- T R AR X)) H ABRMAER4, L5 (50a)
Fe(le) X418y R F| L 4] & 5646 136 - MS £ RME . M+H)" = 584 .

k4 137
[1(R)]-o-[2-[(A A T B AR K] T %]-3-[4-[(2,6-= F K-4-wteg )T &
EJAEIN-ZE3-FE2-AK-1-wtd R Lo R(ZALTRE)

Fii% 8 £566) 136 69 F-2ATRAERAT, A E FH6] 117 RO F
A & £ 4H) 137 - MS FRME . (MHH) = 484 -

%34 138
[1(R)]-1,1-=F X Z % [2-[[2-[[3-[3-[4-[(2,6- = F #-4-vkrg &) F £ 4]
AHA3-F R 2- AR 1S R A4 (AR )4 AR T AR E]-2-4
RTEBA2-ARCARATHRE —(ZAZKEE)

4% B (132e) B #= BOC-GLY-GLY-OH 4 & ¥+, vA B (50a)%=(1e)
KL £ 5| BR &4 138 . MS SERME . (M+H) = 641 -

3645 139
[LR)]-o-[2-[[(B A THE) A X LK) £ K] T A]-3-[4-[(2,6-= F -
4-oikrg B)F B AR A )N-Z A 3-FE2-BAR-1-w8 58 LHE (=
AT

J4% 8 E640) 138 B9 AR EAERH, Wb EHAR 117 XUSF
EH & T 139 « MS FAME . (M+H) = 541 -
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5 3645 140
[IR)]-N-#2 £ -3-F 2 2-F NX-o-[(RAEFAE)F K]-3-[4- (21&?21‘? .4k
FA] -1-whS I TR

4% & (1c)8) 8 F=(D)-Ser(OBn)-OMe £ /& #t, ¥A 5 (1d)Fe(le) LM

AR R B H & EHE 140 . MS EI4E : (M-H) = 473 .

5364 141
[1(R)]-3-[4-[(2,6- = & A-4-tox £)F R AR EIN-2 4 -o- (B F £)-3-
P 2B A1 IR TR

i 1% & (1c)# 88 #=(D)-Ser(OBn)-OMe ¥ & #t, ¥A 5(1d)- (3a)-(6b)
Fo(le) 489 £ 2] R 2 %] & % 464] 141 - MS SER{E . M-H) = 437 -

£ 3.4 142

[IR)]-1,1-=F £ T % 4-[2-(BEAE)-1-[3-F £-2- A R-3-[4-(4-"2%
AFER)EE)1- B RE]2-ARCE-1-REARE —(ZATK
i) .

(142a) ¥4 F B (125ml)F= £(500ml) F 85 2-(R)- £ & %-2-(N-t-BOC-4-
ket &) T 8 (50.0g, 213mmol, Ciba-Geigy, EP606046, 1994) F Jm X 2M
ZPARFaEAETE THRA10m], 1.03eq)8 2M TIREFR - TEET 10
ARG, REGRSY .. HREMN(THK TE-TIE, 10:90, A5 20:80)
3 | ¥ B5(36.8g, 58%) . MS £ ML . (M+H)" = 299 .

(142b) £ & AEEH T, %43 A (1422)% £ K A B8(36.8g, 123mmol) -
10%#4 #, T % Lt ¢4 Pd (8.0g)4& K (600ml) - THF (600ml)#= Z #(200ml)
RS TFERTHRELA. TRBREELA, RERAGHNAL
B2(29.5g, 88%) . MS LA . (M+H) = 273 .

(142¢) BB LT F RO F %, &5 8(1c)¥8(2.00g, 6.40mmol)
5 1% 8 (142b)45 £ 5 84(2.09g, leq) & 5L 13 3| 4 A #+ 7 R iR8-4h 49 AL
=B . P BOC Ry AR TARLIRM L . MS £ R4E .
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(M+H)" = 437 .

(142d) EB AT HFEU16b) F %, A A2 BSMA 5
(BOC)20 R & 433 % 1:1 R4465 A4 F 5B (2.13g, 62%) - MS %M
£ . (M+Na)" = 559 -

(142¢) # B RMTF FHGa) 5 %, §45 8 (142d)8 AR (2.13g,
3.97mmol) & A2 1% 2| 8y (1.72g, 97%) . MS £ P4 : (M-H)y = 445 .
(142f) B £ T FHOG6b)EIF %, %4 B (142e)89 B3 (700mg,
1.57mmol) & 4- §. K 7 ook 3 &% 3 & /2 4% Bl 8% (744mg, 81%) - MS
M 4E . (M+H)" = 588 -

(142g) & B 4T F %(92d)80 % % . 5 4F A (1421)#9 88 (160mg,
0.272mmol) 5 Z & B & 4% & 49 & Dynamax C-18 ¥ #| &4 L2 K49

HPLC %44k, R TR K TFA #E AL, R ERH 367445

(61.5mg)fe % 1245 7 89 R 1K(53.0mg) - MS FRE . (M+H) =
589 .

5 345 143
[1(R)]-N-#2 %-a-[3-F £-2- 8 R-3-[4-(4-54 & T L) R E]- 1wt 5
A4k LB —(ZRTEE)

F1 4% & L3t 142 9518 % s 69 R ARRAERFL, A B Eeh) 117
A F kS & EMAH 143 . MS ERE . (M+H)™ = 489 .

£ 345 144

[1(R)]-N-#2 &-a-[3- F -2- B AR-3-[4-(4-8H & T AF) XA 1-0nd 5k
A 1(FABRBL)4KE Lol —(ZALKE)

(144a) B EMT F46) 117 897 &%, 1245 A (14208 A B (553mg,
0.941mmol)45 TFA K 5 13 3| k=g —(Z A T8 ) (1.04, 100%) . MS %
R4 . (M+H) = 488 -

(144b) BB EMT F RO F &, 278 (1442)89 7%= (200mg,
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0.278mmol) & MsCl K & 43 %] 5 8t Fe(112mg, 71%) . MS % #45 (M+H)
*= 566 .

(144c) BB AT FEO2d) % %, 5 A (144b)87 84 (112mg,
0.198mmol) 5 % M & & £ * 4 & Dynamax C-18 ¥ # &t L4 K48
HPLC #hft., B TR K TFA # B e, 15 2] B 4% 3 69 F- 49 4
(14.0mg)#= 45 1% 4% 24 69 B A 1R(13.5mg) - MS FERME . M+H)" =

567 -

#4145
[1(R)]-1-(2-%kvot 2 3% 3)-N-# K -q-[3- T &-2- R R-3-[4-(4-2HEF 4,
F)R K1k K4k LBR —(EATE )

4% 8 (144a) ¥ 9k =% F= 2- ¥k B (furic acid)¥E &, 2L 5 (50a)#=(92d)
R EFE S H & EHEH] 145 . MS FME . (M+H) = 583 .

s 3 45] 146

[I(R)]-1,1-=F £ T & 4-[1-[3-[4-[(2,6-= F -4-mkez &) F A AKX XK)-
3-F A2 B AK-1-s IR )2 (2 AR K)2- B K T A1k B B
—(Z=ATEH#)

(146a) ¥ B EMT FI(6b)8 # %, H£F 8(142e)89E1(1.07g,
2.40mmol) 5 4- A F £-2,6-= F oot sk 3 R 54 B wbor T REk
(1.15g, 85%) . MS % R4 . (M+Na) = 588 -

(146b) 4 8 4T FH,(92d)8 4 %, 4445 8 (146a)%) 84 (124mg,
0.219mmol) 5 ¥ % & & 1% 7 49/ Dynamax C-18 ¥ #| &AL L 2 & 48
HPLC #hAt, A ZA K TFA # B R shAL, #3145 30 69 7 4k
(40.0mg)#= 4% 18 #% 7 69 454K (30.0mg) - MS FE R . (M+H) =
567 -
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£ 364 147
[1(R)]-0-[3-[4-[(2,6- = F F-4-wket &) F R A K A]-3-F K-2-AAK-1-
o RN-22 R4k Lok (=R LERH)

M43 B 50 146 9L RS A HERERMN, AE EHH] 117
KA F ik H & E56] 147 . MS ERME: MHH)" = 467 -

% 34] 148

[LR)]-F % 4-[1-[3-[4-[(2,6- = F E-4-etot ) F AKX &]-3-F &-2-
B AR-1-e Bt K )2-(B AR E)2- AN T AR hEE —(ZAL
B )

(1482) BB LALT 44| 117 95 ik, 1243 A (146a)8 ABLAZ 6T 1:1
4A49(1.01g, 1.79mmol) & TFA K 2453 Bl ket —(Z A T8 #) (1.22g,
100%) . MS sZB4E . (M+H)" = 466 -

(148b) # B E T 5 H(492)80 5 % 1243 A (1482)89 %k ¥ (75.4mg,
0.109mmol) 5 KR PR FTERLFIRLARXTRE . MS £0E .
(M+H)" = 524 . :

(148c) # B X4 TF FHO2d)8 5 %, #7438 (148b) R S8 5 LR
5 o 4% 4E st B4R 69 7844 /& Dynamax C-18 ¥ 4| &t 4x £ 42 R4 HPLC
thAt, B TR K TFA BB B AR L1843 5 AR (14.1mg) -
MS FM4E . (M+H)' = 525 .

52 3645] 149
[L(R)]-o-[3-[4-[(2,6-= F #-4-atex £)F R AKX K]-3-F £-2-AK-1-
ekt A N-2 - 1-(FEAFBE)4-RE LHBE —(ZRATEH)

) 43 B (148a) 89 ket f= 7 42 8L BAE R 41, L B (49a)7=(92d) X ML)
IR EE & LM 149 . MS SRE . (M+H) = 545 .
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£ 364 150
[1(R)]-1- T 8% % -0-[3-[4-[(2,6- = F H-4-mtox ) T R AR A]-3-F &-
2-FA-1-HB A N-BEAARE LB —(Z=RATEKR)

JA 43 8 (148a) 89 wket fo T BL |AE R AT, VA 5 (492)F(92d) R L8 &
IR B &= 150 « MS EB4E . (M+H) = 509 -

345 151
[1(R)]-1-(2,2-= F #-1- &K 5 K)-o-[3-[4-[(2,6- = F F-4-2 ) F &
AIEE3-FR2-EK-1- B RA]N-BEARTLEE —(ZAT
& 2h)

13 B (1482)85 ke Ao ZF % ZBL RAE R A, 1L B (49a)F=(92d) %k
LAY BB B % B & A 151 » MS ER4E . M+H) = 551 -

% #4] 152
[1(R)]-a-[3-[4-[(2,6- = F %-4-mto2 &) F R AR A]-3-FA-2-AR-1-
s pr A N-2 E-1-F A4k LEBRE (R THKE)

F 43 B (1482) 89 sket A F B2 4E B M, 1A 5 (86a)F2(92d) K L8y A 7
B % & 544 152 - MS &£ RIE . (M+H)" = 481 .

% 34 153
[1(R)]-a-[3-[4-[(2,6- = T &-4-mkoz ) F A AKX K]-3-F £-2-AR-1-
A ] N-2 - 1-(1-F AT HA)4-%E Lol (A TEE)

J 4% B (148a) 809k « RAEM St Fe REAER A, A5 (B6a)fe
(92d) % #1489 £ 7 K& #) & S 364] 153 - MS S RME . (M+H) = 510 -

£ 347 300
[1(R)]-3- B A-N-# A a-(2-F £ H ) 2- FAR3-[4-Q-FEHE T AHX
A 1-wE R LRE —~(ZATRE)
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(300a) ¥4 2t-#2 & % % 8.8 (74.0g, 442mmol) & ¥ T F £3(500ml) *F
BB LA, FEOERERAY T HEENHC](ARKR)20 94, F
BliEERk. TERTHBHZRAEY 48 0, AT REF/HGRY,
BER LA BEFHAGEH RO B AR H R8T 84(95.8g,
99%). MS FEM{E . (M+H) = 182 -
(300b) 3% 5T DMF (100ml) ¥ =% 8 =z T &8 (105.0g, 484mmol)%& 1%
Hanat-72 A R 0 B 8 T 85(95.8g, 440mmol) - = Z A& (101ml)F= DMF
(B00m)#g kAR ERT . B UARMBREER, HHSIH, £T
B EA INHCl Z 898 . A KkEAWE., GHRBRETRAL
= R G AT Bl — #3130 €04 K 69 N-Boc 7~ 44(123.0g, 100%) - MS (M-HY’
= 280 .
(300c) A & AT, 1443 & ¥ #(300a)8 N-Boc *3-2 A KA H £ K T &
(123.0g, 440mmol) & ¥ %7£(90.3g, 528mmol) - # & 47(182g, 1.3mol)#*
FEA(B00mI)R4 . K ZARL WK EERS I, RELHEZTE,
AL TEEmDH R, LEKREAFRFARATRESH —FFEKRK
Gy A5 IR LB P 4R AFE Y & &b K6 N-Boc x-F R %
# A S8 T EE(106.7g, 65%) . MS (M+H)' = 372, (M4NH,)* = 389 .
(300d) & & AT, 4 LDA (148.1ml, 296.2mmol)4& 12 ;e A 4% 8 &7 B
(300c)#9 N-Boc xf-%F 4 % 2+ £ 5 F 8(55.0g, 148.1mmol)&9
THF(500ml)&9 43 £-78 CHER T - B ERZWBF 1 PH, wA
& & 8(17.9g, 148.1mmol) . X R A E M B K E 0 CHHEH 1.5 DE .
BREEME LR LEM INHCIZ B 98 . RERKEEANE, &
R TIRF AT REAFE — R SRR ENBA(TIR: TR
7.8, 85:15, v:v)4F Bl 5 12(50.1g, 82%) - MS (M+Na)™ = 434 .
(300e) # B EAT FR()HT MY H ik, K43 B(300d)89 4 12(5.0g,
11.37mmol) &AL ABE . 43 2L AR Heig B AT 4 (T 0R: T8 T84, 70:30, viv)
#3 B BT % 69 88(4.6g, 98%) - MS (M+Na) = 436 -
(300f) FEB T, 4% & (300e)49EE(4.0g, 9.67mmol) &5 T &8 7 & &
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& 2k (2.1g, 11.6mmol)#= DIEA (1.49g, 11.6mmol)#& 1,2-= & Z 4 (50ml)
BRAFABAE L IH . QHRERT RS LREEMEALMG.1g,
14.5mmol). ¥ ZREZHMIF 2 I, AR FRHEL, BEKESL,
13 B T IR K E R B4 B MR 2(5.2g, 100%) - MS
(M+H)" = 543 .
(300g) £ & AT, 1% 8 (3000)8) B (5.2g, 9.67mmol)iE T F XK (100ml)
PHmMEICA I FEREREGAHERR, AZREABAS
i, LSRR BT (D R L8R T A, 85:15, viv)F B AT E Ast
B2(4.8g,97%), A RHBIKE A9 E sk . MS (MHH) =
511 »
(300h) 343 & (300g)8) M BLAk(2.6g, 3.9mmol)iE T F 2B(50ml) ¥ - A&
SBLA N 10%Pd/C H &E R EMA N SOPSI &% . RBEER LY
3.0, BAEELSRRERALYN, ETREFHSIGERERYDY
B & 49(1.6g, 100%) . MS(M+H)" = 421 » MS (M+Na)" = 443 .
(3001) ¥ 4% & (300h)&9 8 /= 4(0.15g, 0.35mmol) & 2 (R F &)%&#H#
(0.15g, 0.71mmol) - 2 B 48 (3eq)F= At L4 A R EA(15Sml) T R4E AGE o
BRESR. BELE MK D, A, ACRCEABE, TRE
FERFALTREFINESG, FLEERRRETAL(ZRT K.
LB T BR, 80:20, viv)AF Bl 4 & &R 6 BT F A BLAE 7 #(0.15g,
76%) . MS (M+H)" = 562, (M-NH,)" = 445 .
(300)) £ & AT, 454F & (300i)4) N-Boc ABLAE(0.14g, 0.25mmol)i& T
Z R FREm)A TFA QmD ¥ - HFZRA LW 2 1K, EZREFE
b 3k 69 3R 3 64 B & A3 BEAR(0.14g, 100%) - MS (M+H)" = 462, (M-NH,)"
= 445 .
(300k) # B 5 AT HFHRANMF & R4 F %, H4F A (300)8 T 88 &
A ABLE = #(0.14g, 0.30mmol) L A B & F A5, & LA Vydac
C-18 (4| & M4t F 4% K48 HPLC %k, A TH K TFA #E RN
BEN G 6L TR B F 2R $(0.085g, 49%) . MS (M+H) =
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463, (M-NH,)" = 446 -

34 301

[1(R)]-3-B %-3-[4-[(3,5- = F £ X X)F R A X E]-N-£ Ao F 5-2-
FAR-1-HB R OB —(ZALEKE)

(301a) B 5 TH & LA B00)F EXMG T &, EERAFR
(3000) 84 8 £ 88 F B A= B (3001)89 3,5- =~ FAF AL, sIEREREZ
B5 B . 3%~ A& Vydac C-18 ¥ #1 &AL L4 R4 HPLC ik, A T
B K- TFA RN, FE A ELEHAFGREBER> Y
(0.021g, 42%) . MS (M+H)" = 398, (M-NH,)" = 381 .

% 34 302

[IR)]-3-[4-[(3,5-=F AR A)F R A X K 3-[[(TEAF)KEAIAAL]-
N-# & - F 2£-2- 8 K-1-h S 4t The ke

(302a) %8B 5 AT 4 & £H45(300)6 7k £ MG T %, ERERN TR
(3000)89 7 S8R T B A= K (3000)89 3,5- = FAFEBR, 9 FROHF
B4 K BRI T B8 A 28 P 45 5 4 40(0.28g, 40%) . MS (M+Na)' =
419, (M-NH,)" = 380 -

(302b) FTEBALAT, ¥4 MK L 8(0.0035g, 0.05mmol)he XA &
P 85 M F 8% (302a) (0.025g, 0.05mmol) » = & F 5(1ml)fe N-F A =Gk
(Qeq)®EH T . B 1 DG, ESREGREZ WA RN A AW B RKY
69 2 A B%(0.023g, 98%) - MS (M+H)" = 468 -

(302¢) 4B 5 AT FB(1D F %k £ 4605 %, 543 A (302b)8) T A
A BEAE F 85(0.023g, 0.049mmol) i 4 M & A 2 A5 K. J§ L& Vydac
C-18 4| &ML b2 K48 HPLC 41t 7 T K TFA 3B R ekl
BB A G LT EKY B iLE40.015g, 64%) . MS (M+Na)' =
491 .
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5= #.45] 303

[1(R)]-3-[4-[(3,5-=F A X £)7 A X)X K- N-# Ao T £-3-[(F £ 5
B ) B A ]-2- B AR-1-wB IR TR

(303a) ¥R 5 A T H# & £AEH(302)8 F HLMEG T 4%, ERRA TR
(302b)8) PSR A EH S FRBER . %~ WA Vydac C-18 ¥4 &
MAE b R 48 HPLC 4, A LB K TFA R RN, REAGEL
T B4k B 321 445(0.010g, 35%) . MS (M+Na) = 498 .

5t #645) 304

[1(R)]-N-[3-[4-[(3,5-= F A X H)F R AR AJ-1-[2-(B AR E)-1-T %
-8 TR 2-BRK-3- s R K )-3-wbeE Latie — (AR EA)
(304a) TERBREAAT, 145 & (3022)89 £ A& M8 T 82(0.05g,
0.098mmol) & 3-=t7% & T8 (0.026g, 0.15mmol)~ HATU (0.057¢,
0.15mmol) - NMM (3eq)f* DMF (Iml)i®4 . HHE R4 18 DE
A LELEF INHCIZ A28 . REKEEANE, 2REETR,
ARG R A NGB A4 . MS (M+H) = 515, MS (M+Na)" =
538 - |

(304b) % B 5 A FF RN F ik RMGF %k, #1458 F RG22
vz A T8 A BLAE T E2(0.05g, 0.098mmol)st L4 Mt # BATE, KR
£ Vydac C-18 ¥ %] %14 48 K48 HPLC #bft, A TH:KTFA 4 &
B, 1354 G & £ T B 46 B iz4LE64(0.025g, 49%) - MS
(M+H)" = 517 »

5 34 305

[LR)]-N-[3-[4-[(3,5-= F £ X X)F A AR A)-1-2-(2 A8 H)-1-F -
2-HK T A]2- A3t A4kt TEEE —(SRALERE)
(3052) B 5 AT H & FAPGONF E LMY T &, ELRATR
(302b)8Y FIRBL BLA SRS AR . K W EE Vydac C-18 F ] &
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At kR 48 HPLC &b, R TH K TFARERAK, REAEGEE

£ E 1R 6 B 41 4-45(0.035g, 71%) . MS (M+H)" = 503 .

£ #45] 306

[1(R)]-3- B8 %-3-[4-[(2,6-= RAR-4-wkoz ) F R L] RE]-N- A-a-F
2R AR -t BB (ZRA TR E)

(306a) #8385 T4 & FAH(300)8 F HRMOF &, ERERTR
(3000)8) 7 A& T B A= F(3000)49 3,5- = RAR4- g P ER LR L,
HE&BERRBE . %5 WB A Vydac C-18 ¥4 & M4 £ &48 HPLC
oAb, B LB K TFA A AR, F3N 8 &L TN ERY B R
£-49(0.045g, 33%) - MS (M-H) = 437, 439 .

2 #.45] 307

[1(R)]-N-[3-[4-[(2,6- = . HK-4-sto2 £)F RAIR K] 1-[2-(R EAH)-1-
FE2-E AR E]2-BAR-3- RSB R E]-4-boE TR R(ZATEKD)
(3072) 4B 5 A T 4| & 5 541 (300)8) 7 ik R FA6 5 ik, 12 RE R &
(300f)49 F £ .5 T B8 A= 4 B (300i)89 3,5-= R AK-4-memg TR LA,
AT £#45](3052), RAFEFTHRGODOALARKTES ARRKIR
£ 8] & B irib ety % P B4 Vydac C-18 4 &4 £ k48 HPLC
w4, B TR TFA ¥EREM, BEA LT EKROAZE
B & #(0.02g, 20%) . MS (M+H)" = 544,546 .

£ 5645 308

[1(R)]-3-[4-[(2,6- = fAR-4-o2 £)F A AR K]3-[(THERE)RE]
AAIN-B Ao TR 2-AR-1-HERIBE —(ZALERE)

(3082) # M 5 A T $ & 545 (300)69 7 ik Rey F ik, ZRXA TR
(300)8) & £ F 81 Fo F B(3000)49 3,5-= AAMA4-wR T EARER S
F4LF £ AH)(3020), 12458 FRGHAAABE T8 5 FIR8R 8
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BE, Bl&Bikdd. HF54M% A Vydac C-18 ¥ % &2 LR 48
HPLC 4.4, A TR KTFA B E R, FE AL ZH ARG R
7 R5 8 & 47(0.04g, 25%) - MS (M+Na)" = 532,534 .

52 364 309

[I(R)]-1,1-=F & T & [2-[[3-[4-[(2,6-= &AK-4-nkoz X)F A E]KK]-
1-[2-(# AR E)1-F X 2-F AR T A)-2- B AR-3-0% 47 AR A]-2- AN
LAEATHE —(ZALEKRE)

(309a) & B 5 A T4 & £H6/(300)8 F LN F %k, E2RERA TR
(300£)%4 /& B 88 F 8 F= 5 F(3000) 89 3,5- = RAX-4-abex P AR B o 2k,
RALT £ 544 (3042), 1243 8 FTHGOAREABRK T8 S5 N-Boc H &
BER, #&Bired. % FHWEE Vydac C-18 ¥4l &M 4 L x A8
HPLC 44, A TR K TFA B AR AL, 330 a6 R 2 BEKF
$2 05 8 & 4(0.02g, 25%) - MS (M+Na)" = 618, 620 -

£ 564 310 :
[L(R)]-3-[(R A T B &) B A]-3-[4-[(2,6- = B AR-4-og ) F AKX
E]N-72 oo F A 2- K- 1- B TEBE R(ZATHRE)

(310a) FTEBRELAT, 4 £4445(309)85 N-Boc H R E &4
AT = £ F50.5ml)fe TFA (0.5mD)F - HHZR L 1 DE, RER
BB A G, BERAIRMESR NG &K B 74E8(0.01g,
82%). MS (M+H)" = 496,498 -

554 311

[L(R)]-N-[3-[4-[(2,6- = & AK-4-772 £) T A A K E&]-1-2-(RE A E)1-
W A-2-B KT A 2- B AR3-R R A)3-ew TR (SR CEE)
(311a) BB 5 A T4 & £4H(300)89 7 ik LM F %, EREVR
(300f) ¥ 1% Al F .8 7 8 Fo 2 F H(3001) F 12 A 3,5-= AAR-4-RET A&
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fhskh, XM TEHEH(304a), BT ETERGOALNEGK TE S 3-
e R LHME L, H&BiRLeY . AFEMEAE Vydac C-18 F# &1L
i b R 48 HPLC #hft. A B K TFA BB RN, HEAGELE
7 B4k 89 B 42 5 8% 7 #1(0.045g, 23%) - MS (M+H)" = 558, 560 -

534 312

[1(R)]-3-[4-[(2,6- = FAX-4-tkez X)) F R AR E]-N-2 2-a-F E-2-4
K3 [[[RATR) B A1 H AR A]-1-hb5x TELE

(312a) B 5 A T & EAH(300)8 F E XM F %, EREFR
(300f) F 18 M & £5R F 8 F 2 ¥ T(300) F A 3,5- = RAR-4-wR T X
B E, BMTEAEMGD), EFAFRGOHALABSKTES
FEBIEHRES, & At BFHWBE Vydac C-18 FHl &t
AL B 48 HPLC éhit, B LM A TFABE RGN, BN GERT
7 Btk 64 F 2 A5 8 7~ #(0.05g, 33%) . MS (M+Na)" = 594, 596 »

5 3.4 313 :

[1(R)]-3-[4-[(2,6- = A -4-wkot &) F A A E A 3-[[[24-=F REX
2B A B A A AN o F A 2- A R-1-wed 4t THLRE

(313a) #HB 5 AT 4 & £ HHF(300)69 5 sk Reeg 7 ik, EREFR
(300f) F 1 A 5 8% T 84 A= & & H(300)) P42 A 3,5- =~ fAR-4-2® F &
LN, XMTEAFG02), EFATFEGOAEABKETES
24-—FEAEAFARBR A, & AiaLed . RS WEE Vydac
C-18 ¥#| &4 L K48 HPLC 4uft. R TR K TFA #E B, &
B A a6 £ Bk R 2ERZ $(0.035g, 27%) - MS (M+Na)' =
640, 642 -

- 127 -



10

15

20

25

............

F 54 314

[1(R)]-3-[4-[(2,6-= fAR-4-7kok 2) F FA) R A]-N-#2 F-0- F £-2-R
R3-[[(R A2 RB)R A BA]- -0 R LB

(314a) BB ER THEEAHB GO FTERMNG T &, ERETR
(300f) ¥ 4% A & A5 T 8 A= £ ¥ B(300i) F £ A 3,5-= KAR-4-wE T &
F.ihER 5, AT EAHFBOD), FFAFTROVAEABKTES
FREBELABEL, #l&BiEed . %S PWEE Vydac C-18 ¥4l &
MAE b B A8 HPLC #it, A TH K TFA B EZEM, FBAGEER
T E R R AR Z %(0.016g, 13%) . MS (M+Na)' = 580, 582 .

5 345 315

[IR)]-1,1-=F % T & [3-[4-[(2,6-= R AR-4-7kot )T A& K K]-1-[2-
(BARL)1-FA2-BRTE]2-AR3-s 1 A8 T EE

(3152) 3B 5 A T4 & L5 (300)8 7 sk RMGF %k, ERETR
(3006) F 1% A & A5 P 85 Fo A2 & B(3000) F LA 3,5- = B AR-4-mbg T &
Bskd, EMT EHAGND, 1438 FE>GS N-Boc ABKTES
BRLHBLRE, 5B . %F WAL Vydac C-18 F# &%
4t E A8 HPLC #hdb, A TRE K TFA HE R, BEHEGERT
7 B 1 0 F 12 B5 88 & 40(0.04g, 42%) - MS (M+Na)" = 561, 563 -

%364 316

[1(R)]-3-[4-[(2,6- = fA-4-mkoT )P A AR E]-N-#Z2 % -0-F X-3-
[[[2-(4-% o &) T £ R B3 A8 A)-2- A R-1-wddx Lo

(316a) 48 5 AT #) & 53649 (300)8 7 sk R 7 i, ERATR
(300f) F 4% A & £5 F 8 fe 4 7 F(3001) F 42 A 3,5-= RAR-4-mm T 3
25 8 2, 4543 A Y IRG)H A R BB T 82(0.10g, 0.18mmol)iE T = &,
F EGm)f AR SR RAER(m) T, AHE 0T, ALANTR
RREABAREZREY 1504 A—RTRAEGRAEY, ALK
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ik, RBETRARESHNGRY . KR RDET =T RQ2m)
& # he N B 2 T AL %4(0.047g, 0.36mmol) - T EERTHHFZELEM 0.5
QB R 4EAF I BR(0.09g, 84%), A F 4. MS (M+H) = 594, 596 -
(316b) & EARBI(1HEM, £F 8 FEGle)IHRABRKTERSREKE
MR E, $1&BiRked. BAYEE Vydac C-18 FH EHA LR
41 HPLC 4k4t., B THAKTFA BAERAM, FEAGERTH ER
8 B 1205 8 * #5(0.03g, 28%) - MS (M+H)" = 595,597 - |

4] 317

[1(R)]-1,1-= F & T & N[[[3-[4-[(2,6- = KA-4-mg &) T R AR E])-1-
[2-(B AR E)1-F £ 2- AR T E)2- A K-3-nBRER B KA HA
B

(317a) & B 5 AT 4 & £ 5461 (30069 5 sk XA 7 %, EREFR
(3006) ¥ 4% Al & A8 F 8 F= 2 F R(B00D) T AL A 3,5-= KAR-4-#E T &
@i, RUTHEG16as 316b), 488 FEGHALABRET
BMEHABRTERL, &8st . A5 HWEE Vydac C-18 F
S & MAE L R 48 HPLC 44t A LH R TFA WA R, REAE
& & W B kY B AR5 #(0.04g, 37%) . MS (M+Na)" = 618,

620 .

364 318

[1(R)]-3-[4-[(2,6- = B A-4-mk7E &) F R AR E]-N-72 F-0-F £-2-R
R-3-[[(2-"F % £ A A B AR A 1Sk LBk

(318a) 45 5 A T4 & LB (300)H F E XM Tk, ERETR
(3000) % 4% A & A 8 F 84 A £ F (3000 PR 3,5-= BAR-4-h T -3
4%, 2T HFEGB16aF316b), HFAFTRGOHALEABRKT
B b 2B AR R A, 3 &8st . REWEE Vydac C-18 F 4
&MA bR A8 HPLC it A LB K TFA ARG, [REAEE
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& R Bl 6h F 215 8 7~ 49(0.045g, 44%) - MS (M+H)" = 565, 567 -

%364 319

[LR)]-3-[4-[(2,6- = FAX-4-sb2 ) F R A X E]-N-2X-a-F £-2-4
K-3-[[(4-hre £ A L) B XA A1 -wSRLBER —(ZATKEL)
(319a) % B 5 R T4 & %£HEH(300)8 7 EXMGF &, ERZETR
(3000) F 1% M & £ 8 F &8 fo £ 5 IE(300) F 42 A 3,5-= RAR-4-wbez T X
RAEME, EMTFEGI6at 316b), 2438 FEGVAEABET
B h 4-BARZRE, $1% B ixked . %FHBAE Vydac C-18 F#
&MAE LR HPLC 4k, R TH AR TFA SR RAK, FEHEE
2 Bkt B 72 05 8 F #(0.035g, 32%) . MS (M+Na)" = 581,583 .

3645 320

[1(R)]-3-[4-[(2,6- = B AR-4-ut7F &) T AR A]-N-2 £-3-[[[3-£E X
A)A A8 A8 Ao FA2-AAR-1-wB 1R LR K

(320a) ¥ 85 AT 4 & 586 (300)89 5 kR FT &, ERETR
(300f) ¥ 1 A & £ 5 T 8 A= £ F H(3001) F 42 A 3,5- = AAR-4-2 T &
fhmd, RMTFFEGI6aF 316b), #4478 FHRGGAEABRKT
Bsh 3-RAEKREE, #&Bisted . HFHEA Vydac C-18 F 5l
&M A bR 48 HPLC &b, R TH K TFA B EREM, FEAaE
F & B R B RIGE Z #(0.011g, 14%) - MS (M+Na)' = 596, 598 -

st 564 321

[1(R)]-3-[4-[(2,6- = EAR-4-mtrk ) F R AR A]3-[[(2,3-= £-2-BAK-
1H-% Foked5-2) B A B A A R N-Z Ao FE2- AR 1B T
Bt Az

(321a) #HB 5 A TH & ELHH (30085 EXMG T %, ERZETR
(300f) % 4% R /& .8 7 8 Fo 8 F B (300D AL A 3,5-= HAR-4-mT T E
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REME, KT IEQGBL6aF 316b), B AFRGOVALABRKT
Bl 5B A-13- 8- 2H-FA%KS2-HMREE, #&BAENLED. BT
M 424 Vydac C-18 ¥ | &M 42 £ K48 HPLC 44t F K TFA 4%
B, B3 A e EKRGFZBER” %(0.02g,22%) - MS
(M+Na)" = 636, 638 -

£ 34 322

[1(R)]-3-8 £-3-[4-(2,6-= &AM -4-st2 £)F R AR E]N-2 X-a-[2-
(FABHE)T ) 2-BR-1- SR LBRE —(ZRALTHKR)

(3222) BB ER TH & EHHIC00) T EEXMGFTE, EREATR
(00D TR ERBFE, TERT. A Oxone (T HAHK I 475 )
(12.55g, 20.5mmol) & F B K iE ik + R A7 & ¥ B(g)9 Hiah(2.6g,
5.10mmol)» A MHTEHAAZRTRE X)RREKE . AEAR
BAOFGANE, REETHRALTREFI N G EERMER(2.6g,
91%). MS (M+Na) = 583 .

(322b) B 5 R T4 % £ 451 (300)F F(h £ W F R RMeGF k. {2
B8 1% 8 ¥ B (3220) 8 AL Ao A B(3000) T AL 3,5-= RAR-4-mk
P REBERS, HEARLEY. B WEA Vydac C-18 F 4 &%
4t R A8 HPLC 4hdb, A ZH K TFA BRI, FRAGERT
7 ) 4k 09 7 72 5 8% & #7(0.03g, 30%) . MS (M+H)" = 532,533 .

%648 323

[1(R)]-3- 8 & -3-[4-[(2,6-= F A-4-wbot ) F B AR E]N-#2 %-0-2-
(FAZBRL)TE]2-ER- 1SR LB —(ZRTRE)

(3232) BB 5 A T HE LAGI(00)8 5 E MG F ik, FIXEFR
(30012 A B £ 8k T8, AT LHAM (3220 AT ElE TR
(00 ¥4 M 3,5- = F A4k TARLERE, # & edy. B
# 45 4 Vydac C-18 £ 41 %14 E RAa HPLC %bft, A LMK TFA #
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BRRA, AR NG eRETH EKRNYFAEE” %(0.035g,35%). MS
(M+H)" = 491 .

£ 564 324

[1(R)]-3-[4-[(2,6- = & AX-4-mtog £)F A AR A]-N-2 £-o-[2-(T A5
B A) T A 2- B AR3-[[(2F e AR )R AR K] 1- RS IR LB
(3242) BHB 5 A TH & E4H(300)8F EEXMOG T %k, BREEFR
(00N E M E AR T8, KT EHAEE(3222)8 AT EFE TR
(300D)F1E A 3,5-— B4t xR FEREKRE, KT FHH|(316a)
BIFATEOOARAABKTE S 2-A5EL K, HEBFALE
A . T F Bk Vydac C-18 ¥4 &4 £ K48 HPLC 4k, A TH:
K TFA # B R, 354 6 & X ZH BN F 258> 49(0.054g,
20%) . MS (M+H)" = 657, 659 -

5 5645 325

[L(R)]-3-[4-[(2,6-= F & 4-wkoz ) F R AR L]N-2 & -a-[2-(F 5
Be )T A]2- A AR-3-[[(-FL A AR R K AA - SR LB —
(=R T# )

(325a) BB 5 AT H & LAFG0)HF E LMY T %), EREFR
(300H)F 12 A &AM T8, RMTEARH (320 AT Ef i TR
(300i)F 42 A 3,5-= P-4 g P HERERSE, XMTHmHG162)
BRATRGVEARGE TS 2.8 EL2R . #&BRLE
# . %2 %A Vydac C-18 ¥4 &4t b &40 HPLC %4t A LTH:
KTFA # B b, 35804 & & XTH Bk R 2R ™ 9(0.055,
40%) . MS (M+H)" = 617 -
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364 326

[5(R)]-2-% % & [5-[3- & %&-3-[4-[(2,6-= R AK-4-wk=g ) F R AR E)-
2-fA-1-B KR ]-6-(RARR)6-ERTAIALTESE —~(ZAL
B 3)

(326a) BB 5/ TH & EHEF(B00)0F H MG FE, ERETR
(300f) T 1% /A g-N-Alloc #t & 8 T 88 F= & ¥ % (300i) P 1&£ A 3,5-= &A&-
4-ber FERLER S, &AW . %FWEAE Vydac C-18 F#
%MAE LR 48 HPLC #hib. Fl TR K TFA BE R, /FEAEE
F B k6 B2 A58 & 4(0.012g, 18%) - MS (M+H)" = 580, 582 -

% 545 327

[5(R)]-2-F M A& [5-[3- & %&-3-[4-[(2,6-= F A-4-atox &) F K] K K-
2-BAR-1-wk B b K)-6-( AR E)6- AR LA AL THRE WW(=AL
5% )

(327a) &R 5 F T4 & FHH|(300)8 F R RMG T %, EREFR
(3000) ¥ 12 A g-N-Alloc #i &8 7 8= & ¥ F(300i) ¥ & A 3,5-= F #-
4wk PRARU#E, $&BRLeH. LB A Vydac C-18 F4!
&MAE b E 48 HPLC 4k, M TH K TFA#ERGEK, BEAEE
F & B 1k 64 -2 55 8 &~ #1(0.025g, 25%) - MS (M+Na)" = 562 -

5 #645] 328

[1(R)]-3- B & -3-[4-[(2,6-= fA-4-7k7% X&) T R AR E]-N-2 E-a-(2-
FRAAE)2-BR-1- B R LB —(ZATRKRE)

(3282) # B 5 A T 4 & LA (300)89 & B R F &, ERETR
(3001)F %A 3,5- = R4 P AR GRS, SFBHENEY . RS
M4 4 Vydac C-18 ¥ #| &1Lt b K 48 HPLC #ufb, M TH K TFA 4
Bk, B A e TN BARGFRIEHR” #(0.03g,35%). MS
(M+H)" = 481, 483 -
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%k #%.%) 329

[1(R)]-3-[4-[(2,6- = & AX-4-akog B)F RE)XE]-N-ZX-0-2-FTHA
F)-2- B AR3-[[(2-F 4 A AR R LA XE)-1-wE R LEK

(329a) BB 5 AT H & ELHAH(300)8 FH XM FTE, ERETR
(300D F &M 3,5-= R AK4-kmg P ERERLE, RMUTFEOB16a), &
BOTHEOHAEABE TR S 2-AKE4 R, #&EBERALEY.
%2 %4 Vydac C-18 ¥ #] & # 42 £ R 48 HPLC 44t Al THE: 7K TFA
WREBEN, FRNGELENERGREBE” (001 25%)-
MS (M+Na)" = 629, 631 .

3 #4] 330

[1(R)]-3-[4-[(2,6-=F A-4-okox ) F AR X AIN-2K-0-2-FT£HR
£)2-BAR3-[[(-E4 AR LB A AL 1-RERTEBE —(ZAT
& 3H)

(3302) B 5 M THEEARFGCOIFTHEXMGFTE, EEETR
(GO0 TR 3,5- = FA4-tx PERERE, RATFEEB16a), 1%
BESEGWALAARRTE L -2 4824 E 5, HERRLEY.
% M %2 Vydac C-18 ¥ 4] £ A £ R A48 HPLC %4k, Al LR TFA
¥R RN, RGN B RREE” #0.01g, 20%)-
MS (M+H)" = 567 -

53645 331

[1(R)]-3-[4-[(2,6- = & AR-4-wT ) F R E]RAIN-#2 A -0-Q-TER
£)2-BARI3[[Q- R R AL B A AA]- RS R LEE —(ZRL
B )

(331a) & B 5 AT H & ELHPG0)GFERRMGF %, ERETR
(300) ¥ 42 A 3,5-= & AR-4-RE TER LKL, XMTFRGL6a): R
BEFEOUALNBRETE S 2-AERETRE, F&H irfL a4 -

~134 -



10

15

20

25

............

% M 48 4 Vydac C-18 ¥ & 4x £ R 48 HPLC #h4L. ] T : K TFA
WERAM, FEAGERTH ERFZER”4(0.02g, 20%) .
MS (M+Na)" = 623, 625 -

5 3645] 332

[L(R)]-3-[4-[(2,6- = F F-4-obor B)F E X)X X N-B K -0-2-TEH
F)2- AR [(EA TR AR 1-RERTEBE —(ZRALEKH)
(332a) BB 5 THELHAFGNNFHEMG T &, ERETR
(00D F 1A 3,5-= F R 4-abg P EARERLE, RATFEGED). &
BEFEGGHAREABRETHRE ZA KRR L, #EBRLE4Y.
% F % 4 Vydac C-18 ¥ # &M 4% L K48 HPLC 44k, Al T 7K. TFA
MEREM, FEAGELEMERGFABR”#(0.051g,25%) -
MS (M+H)" = 537 .

%545 333

[1(R))-3-[4-[(2,6-= F %-4-t-2 ) F R E] XA N-Z2 A -a-2-FTERF
£)2- B AR3-[[-wx R AR B A AR 1SR LB (ZALT
B )

(333a) BB ER T H# & £AHG(300)0F EEMOFT %, ERXETR
(3000) F4E M 3,5- = F A 4-nx PARBKRE, ENUTHEGE162), &
BEFTHEGOOALINBERTESL 2-AXE R, HEBRLEY.
% & M %4 Vydac C-18 ¥ 4] &1 4: b & A8 HPLC #h4t A T : K TFA
MR RN, AR A G &L TR B G FRAEER” #(0.03g,25%) -
MS (M+H)" = 561 -
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£ 364 334

[L(R)]-3-[4-[(2,6-= B R-4-HE B)F AR XA |N-BE-a-2-FTER
) 2-F AR [[[(AEHBEER) R AR AR A]-1-wB K LB

(334a) BB ER TH & EHRBIGBOONVI FE LM T %, ERATE
(300i) F1£ A 3,5-= RAK-4-nbrg PRRERE, T FEGO2b), 1
BOaFTRGOHAEINBETEEXASERFARBERAL, #& B4k
&M . GEWEE Vydac C-18 ¥4 &2 L K48 HPLC e, R TH:
K TFA B R %M, FEA G ELETH B FRF&” #(0.025g,
20%) . MS (M+Na)" = 686, 688 -

5 345 335

[1(R)]-3-[4-[(2,6-= F X-4-atmg ) F R KA X N-2X-0-2-TAR
) 2- A AR3-[[[(RAEBE R AR B L)AL 1-_ERLEBR —(=
ATEHE)

(3352) BEREATFHEEABGO)G T L XM T &, RREEFR
(300D P42 A 3,5-=F H-4-wbeg TR R LR, £ T FHEBO2b), £
BEFBROVALARE TR S XHREFRRBELL, HEDHRL
&4 . %F WA Vydac C-18 ¥4 &M A L R 48 HPLC %4b, FLH:
K TFA B EREK, FE A G e TN BKRY R 2R ”4(0.035g,
30%). MS (M+H) = 624 -

% 364 336

[1(R)]-3-[4-[(2,6- = & AR-4-wtE &) F R AR E)-N-BA3-[[[3-F %-
5-FoEok KB KB AR A)0-Q2-F A A E)2-FA-1-wS 5k TEK
(336a) R E5 A THEEARHG00)F EEMGF R, ERETR
(G00D)FEM 3,5-— A4t FEALE&K S, 2T FRGE16a), &
BEFEGOALABKTESL S-AK3-FARE2R2, #EBHF
.44 . % - B4 Vydac C-18 ¥ # & A2 L K48 HPLC #4L. AL
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B K TFA BB dE 5B, 133 4 & & £ 2R Bk 3 2258 ™ #(0.01g,
20%) . MS (M+H)" = 621,623 -

5 34 337

[L(R)]-3-[[(1H-& # %k ok-2- 2 8 E) % AR &]-3-[4-[(2,6- = &K AR-4-7k
)P A EEINEE Q- FEARE)2-AN-1-RB IR LEBE
(337a) BB 5 A TH & EHRHFGO)G T EZ XM T %, EREFR
(00D FAE A 3,5-—FRA4-neg PRARERE, XTI R(G16a) 1%
BAFTEGOHALARKETEE -8 AKX R4 e, #EFAIRLE
M. %3 E Vydac C-18 ¥ # & 142 £ R 48 HPLC %k, R TH:
KTFA #E RN, FR A G LN ERGFZHEE” #(0.005g,
5%) - MS (M+H)" = 640,642 -

5 #6.45] 338
[1(R)]-3-[[(1H-%K 2k ok -2- 2 £ %)% &) 8 K]-3-[4-[(2,6-= F £-4-
R EARE)N-2 X 0-2-F ERE)-2-AAR-1-0% % Lok —
(AT E&H) '

(3382) BB LR TH&RABGO)HF EEMGFTE, ERETER
(300)FEM 35-—FHh 4o FARERE, AT IEGI6), &
BAEFBROOAEABRBETEL 2-AAR K2 . #&BiRLs
¥y . %A B A Vydac C-18 ¥ 4] &4 £ K48 HPLC %4db. R TH:
K TFA # 8 e, &340 8 6L &M Bk R2BE 7~ %(0.015g,
25%) . MS (M+H)" = 600 -

2 345 339

[1(R)]-3-[4-[(2,6-= F &-4-=2 ) F A X)X EIN-£ A-0-(2-T AR
A)2- BRI [[(RAAAA) B R AR 1B RLBE —(ZATERE)
(339a) B 5 AT H & LAHGOIF R XM T %, EREFR
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(300D F1E R 3,5-—Fh4nte PARLE &S, XOTFHEE02D), &
BAOFEOOALINBETEEXFRAKRBRAL, #&EBIRLEY.
% M B4 Vydac C-18 ¥ 4 M4 b R 48 HPLC k4. Fl TR K. TFA
¥EERE, FE NG ELEH EKYRZEE”9(0.02g, 20%) .
MS (M+H)" = 560 -

% #45] 340

[1(R)]-3-[4-[(2,6-= & A-4-7t72 ) F A AR E]N-Z A-a-2-FTEH
H)2- A3 [[(R A AL AR B R 1w 48 LR

(340a) BB 5 R T4 & LHH (30080 5k £MY F ik, ERETR
(300) F 4 3,5- =~ RAR4-wbeg PEARERE, ROTFEED), &
BAFEGHAANBBETESAFARBRL, #EAAALEDY.
% 4434 Vydac C-18 ¥ #] &M 45 £ R 48 HPLC %4t A LA K. TFA
¥k R, 138486 H Bk R 2587 %(0.015g 20%) -
MS (M+Na)' = 622, 624 -

5 34 341

[LR)]-1-[1-[(R AR L) B X)-3-FE T AINNN-= F &-2- A RK-3-[4-
(AATRBFA- 1 HERTEZALRE

(41a) BB 5 AT H & LAFG00)HF E LG T %, BREVE
(BoODNFE M ¥ LR, TERT, R AFROVALABRKTEET
EaifedpFeo = LA DMSO ¥ R 5 - B %R A& LB LB A= fate g
BEMZ A g8 . A KEEANE, FBRETRAEZREFE W
R . % FEWBAE Vydac C-18 ¥4 &% AE £ K48 HPLC 4utt, B TH:
K:TFA ¥ & Bk, 138 A ke =7 K A5 KB & 4(0.025g,
61%). MS (M+H)" = 453 .

(341b) BB E AT HFRONNG M E XM F Rk H & Ais e . R&”
¥ 43 & Vydac C-18 ¥ #| &4 £ K48 HPLC #efe, M T K TFA #
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Bk, BaAhaet e EKRNFL2E8”%(001g 50%). MS
(M+H)" = 454 .

54 342

[I(R)]-3-B A N-# A-q-2-F £ A L) 2- A AX-3-[4-4-5HE T AKX
A 1-HBRIBKE —~(ZATERE)

(342a) BR 5 FH & £HEF(00)6)F H MG F &k, ERETR
(3001)F1E M 4- BT Robok b, HE&Birfudth. BAMEL
Vydac C-18 ¥ #| & tE4E £ R 48 HPLC #uqt, R TH K. TFA #AE R %
B, 13844 LW BRI 725K ™ #(0.075g, 52%) - MS
(M+H)" = 463, MS (M-NH,)" = 446 -

5 #.4] 343

[1(R)]-3- R A N-72 £-a-(2- F £ 7 £)-2- A K-3-[4-2-8K-2- KA L&
F)EA]- 1Bk OBE —(ZATERE)

(3432) BB 5 A THEERFI(G00)0FERXMUGF %, ERETR
(300D F{E A 2-2RECLH, #&BIrbddh. %5 HEE Vydac C-
18 ¥4 &4 b K48 HPLC 4hit., A TR KR TFA # R R AL, 135
A8 ek T E KN FEBEZ 9(0.075g, 52%) . MS (M+H)' =

455 .

5 3.15] 344

[1(R)]-3- 8 %&-3-[4-[(3,5-= T A-4-F&=k K)F A £ K E|-N-Z2 %-0-
(2-F & HA)-2- A R-1-wS R TR —(ZRATEE)

(344a) #B 5 AT H & Fh46)(300)8 F &k X F ik, ERETR
(3000 F 12 A 4-(BAR T £)-35-=FA-Fo%od, #l&BAALEH . %7
# 42 & Vydac C-18 ¥ #| &1E4: £ R 48 HPLC 4bft, A A4 TFA #
Bl 5848 &R ERGFRBE” #(0.075g,53%). MS
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(M+H)" = 431, MS (M-NH,)"' = 414 .

5 314 345

[1(R)]-3- & %-3-[4-[(2,6-= F £ -4-mtog ) 7 AR K]-N-2 XK--(2-
FERE)2-BA-1-HE R TEE (A THE)

(3452) BB E5 A TH & EHAF G0N FEXUNFTE, ERETE
(B00D)F4E M 3,5-—F A4tz P RERLRE, #EBHLEH . %7
34 Vydac C-18 ¥ #| &1 4: L R 48 HPLC 4kt R TH K TFA #
BR B, TR A8 &L EH B AR 2R F 4(0.160g, 55%) - MS
(M+H)" = 441 .

5 3#.45) 346

[L(R)]-3-BA-3-[4-[2-2-F H kX H ) 2-ARTCAR) K E]N-£ X
-a-(2-F A FHE)2-BAR- 1SR LB —(ZR LK)

(346a) # B 5 A T4 & EAF (G008 F HZRMUN T &, EEATR
(3000)F 12 A 2- BRAR-NQ-K R4 LB, #EBILEH. R
% 7 Vydac C-18 ¥ #| &4 £ & 48 HPLC i, M TH: K TFA #E
ROERL, 3B A G &L M ERGFREE P 4(0.08g, 56%) . MS
(M+H)" = 512, MS (M-NH,)" = 495 .

5 3645] 347

[I(R)]-3-BA-N-# £-3-[4-[2-F & A-4-5H 5T LK XL o
(2-F A AHE)2-BR-1- 0B R LB —(=ATEKNE)
(3602) 3B 5 A F# & £ H)(300)8 F X LG F %, ERETR
(300{) F 12 A 2-F A A -4- 8K T Ebok, $l& ALY . RENE
# Vydac C-18 ¥#| %14 £ R 48 HPLC %t R TH:K:TFA #ER
M, 35 AGERTHERYGFABR”M(0.12g,34%). MS
(M+H)" = 493, MS (M-NH,)" = 476 .
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53645 348 |
[1(R)]-3-B A -N-#2 % -0-(2- F & 9 £)-2- B AR-3-[4-[(2- X E-4-5H X)
TREEE--RSRIEBE —~(ZATEE)

(362a) BRER THEEABGO)N S EEXMYFTZ, BRETHE
(GO0 P42 M 2- K E4-RRFEEHERE, BERAELEY. &S
3 4& Vydac C-18 ¥ 4] &4 L& 48 HPLC 4k, F TH K. TFA #
BB EA, 1F8 A e RN ERGALIER” M(0.12g,34%) . MS
(M+H)" = 539 .

5 7#.45] 349

[1(R)]-3- & &-3-[4-[(2,6-= F 2-4-h &) 7 X KE-N-Z &-a-(2-
FERE)2-BR-1-S R LMK —(ZATKE)

(3632) 425 5 Al T 4| & £ 3645(300)8) F ik K faeh F ik, ZRAEFR
(3001)P4E R 2,6-= F A-4- X F Aveeh hok s, # & BirLEd. %
P&k Vydac C-18 ¥ %] &4 £ K48 HPLC 4uft, B TRE:K.TFA
MR, FRAHGEETHEKRYFEIEE”W0.12g, 34%) -
MS (M+H)" = 491 - |

5% 36.4] 350

[1(R)]-3- A A-3-[4-[(2- AAR-4-2h X)F A X)X L N-£ZE-0-(2-FT £
AA)2-AAR- - B R LEBE —(ZRTHE)

(350a) B 5 M T4 & 54453008 5 % £ H %, EREETRK
(3000) F 2 A 2-BAR-4 RN TFR)yEHERE, #EAARALEY. %7
#4342 Vydac C-18 ¥ #| &1E4: b & 48 HPLC #h4t, A THr K TFA #
BB, 1384 8 e TR Bk R 72A55%” 4(0.03g,20%) . MS
(M+H)" = 497,499 .
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5 364 351

[IR)]-3-AE-3-[4-[2- 25-=FREXKA)2-(BA AL TAER
AIN-ZE-o-2-FERE)2-FA- - SR LBRKE—(ZATH )
(351a) % B 5 AT H & FwH](300)0 7 H R F %k, ZREFTR
(300D F M 2-8RK-2°5-=F AKX, #EAHELEY. 79
24 Vydac C-18 ¥ 4| &4 L K48 HPLC 4uft, R TH K TFA #E
BB, BEAG LT ERGRRER”W(00g %) MS
(M+H)" = 515 .

5 5645) 352

[LR)]-3- R E-N-72 5&-3-[4-[(2- F Foked H[1,2-a]"2-3- ) F AL X
E]a-Q-FERE)2-AR-1- &R LBt —(ZATEE)

(3522) B 5 A FH&LAFGOY T R LMY FE, TERT, #
#% 8 ¥ % (300h) 89 E(0.15g, 0.35mmol) 5 3-# F A&-2-F F-Ked Kkt
(0.086g, 0.53mmol)~ DEAD . =X f RiRE& B ZR 24 2 8,
BEALRLERAKZIA S ER. REKREANE, ARETRIARL
TRBALE R . BRIk BEAT A, A LB B RN
B 4wk 69 5% A4 & 49(0.088g, 44%) - MS (M+H)" = 565 -

(352b) BB 5 R TH & EAHC0FFROADO F MG 7 ik, &
1% 8 FHGS2) 0 HAMER KB & BARAS . B WBE Vydac
C-18 ¥ %l &M A L K48 HPLC 4k, A TH K TFA HER®EM, &
HAaetEHEERYRRERA%(0.065g, 72%) . MS (M+H)" =
466 -

2 36,4 353

[1(R)]-3-8 & -3-[4-[[1,4-= F &-2-(F #Ah)-1H-s%k=4-5- %] F A& %

EIN-ZE-0-(2-FEHE)2-RAR-1-RE I LB —(ZRATH]E)
(353a) M 5 AT 8 & 5 56461(300)09 7k MG F &, RAT IR
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(352a), M 2-BARFA-IN-S-—FE4-2 F R K24 2H 8 F%(h)W
B, % & B Arfb&4p %~ 4 8 & Vydac C-18 F %] &4 L & 48 HPLC
todt.,, M KTFABEREMN, FEAHOECELEHEAKRGREE
8 7 4(0.09g, 44%) - MS (M+H)' = 476 -

5k #.14) 354

[1(R)]-3- & %&-3-[4-[[1,5-= F X-2-(F#AE)-1H-44-4- K] F AKX
E]N-Z%-a-Q-FERHEL)2-EK-1- LR LEE —(ZRTLERE)
(3542) B EAFHETABGOE T RRAMGFE, RRTFFE
(352a), M 2-BAXFAIN-FHE4-FES-2FER-2LES A FRK(h)
&, #l&Bikad. BAWEBEA Vydac C-18 F 4 &AL LR AR
HPLC 4ft., A TR K TFA M E R, REAGELEN BEFNF
%2 5 8 * #(0.04g, 45%) . MS (M+H)" = 476 -

5 345 355

[IR)]-3-AX-3-[4-[2,4 - = F A-5-F2 K )F A XX X]-0-(2-FT XA
E)2-BAR-1-web IR LB —(ZRTERE)

(355a) BB 5 R TH & EHRFG00)IFERMEG T %, RATIE
(352a), M 24-—F X5 FRAELLEH A FRO)GE, #FEIF
&4 . %43 AE Vydac C-18 ¥4 &M AE L R48 HPLC #4t. AT
WK TFABERER, BEAGELTHERGFEBBER”Y
(0.150g, 75%) . MS (M+H)" = 447 .

2 364 356

[L(R))-3-8A-N-72 &-a-(2- F A F@K)-3-[4-[(2- F F-4-5H )T A 4]
FE)2-E AR RB R LB (ZATHE)

(356a) H:B 5 R T4 &£ AH(00)F R XM T &, ZREFTR
(3001)F 12 A 2-F A-4- KA T Aesakthak &k, & iAnLéd. &7
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M 48 & Vydac C-18 ¥ 4| &4 £ R 48 HPLC 4u4t. F ZH: K. TFA 1%
B, 53 A8 6N EREGRZATER” 9(0.055g, 70%) - MS
(M+H)" = 477 .

- FE A 357

[1(R)]-3-& &-3-[4-[(2- B AR-4-2Hh 2)F A E )X E]N-Z E-0-[2-(TH
BEE)LA)2-BK-1-E I LB —(ZATEE)

(357a) BB 5 A T H & E£HH(G00)FEEXMG S E, EREFE
GOONF A ERKTE, EMTFEAEFGRNGALTE, RETR
(3001 F 1A 2-RAR4-RARFEAERERE, #EFBirbE. %~
M43 & Vydac C-18 £ 4] &M 4x £ R 48 HPLC #hit, B ZH K. TFA #%
BHRM, BRAEeLEHEKRGFEFE”H(0.12g,34%) - MS
(M+H)" = 547, 549, MS (M-NH,)" = 530, 532 -

5649 358

[1(R)]-3- 8 A& -N-72 £-3-[4-[(2- F -4 R E)F R X)X A]-a-[2(F £
BBE) A 2-EAR- 1SR UBLE —(Z=ATEKE)

(358a) BB EM TH & LB (008 T R XN F &, ERATR
(GOODTIE M B AR TE, RMUTHFEGR)GELTE, RESTR
(3001)F &R 2-F R 4- AR P EeR LKL, HEARLEH. 47
M43 45 Vydac C-18 ¥ #| &E4: kR 48 HPLC 4hit, M TH K TFA 4
R, BEAEELEN BKYFEBR”%(0.12g,34%). MS
(M+H)" = 527 -

£ 345 359

[1(R)]-3- B A-3-[4-[(2,5-= F AEAX )P A X)X E]-N-Z X-0-[2(F
A A) LA 2- AR 1SR LB —(EALHKE)

(359a) 3 M 5 M T 4 & 9: 5640 (300)89 % % XAy 7 ik, ZREFE
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(GOONFEREZEAKTE, RMUTIFEQGCR)NALTE, REFVR
(00 P A 3,5-—~FREAFAR $ & BARLAY % FHWEEL Vydac
C-18 ¥4l &4 L R 48 HPLC %4k, B TH K TFA B R LM, &
A eLTHERGFZERZH(0.12g, 34%) . MS (M+H)" = 522,
MS (M-NH,)" = 505 -

£ #45) 360

[I(R)]-3-8 A-N-# £-3-[4-[(2- F R A48 4)F AKX E]-0-[2-(F
AT R 2-AR-1- SR LBERE —(ZALEE)

(361a) BB 5 R T4 & LA (300) 7 ERXMGFE, EZEFR
(00N P12 A & AR T &L, £ FFEQG0)FTHA 2-F RA4-BKT L%
hfe BT H &322 AF %, HNEBAELEY . GFAFWEL
Vydac C-18 ¥ #| &4 L &R 48 HPLC 4hfk. M TR K TFA #HRE &R
B, 438 4 & &£ Bk e 7258~ 45(0.12g, 34%) - MS (M+H)"
= 543, MS (M-NH,)" = 526 -

5 345 361

[L(R)]-3-B&-3-[4-[(3,5-= F AL X H)F A X)X EIN-Z E-o-(2-F
ERE)2-AR-1- R LBER —~(ZATEA)

(36la) R 5 AT HEEHRF (00 F ERMOF &, EXETR
(3001) P 3,5-= F AL F X, 4 & B ArfLédn 47 WE A Vydac
C-18 ¥ 4| &14x L K48 HPLC %hib, B TR K TFA #EREM, 7
HAYeEEN EERYREERAW0.12g, 34%) . MS (M-NH,)' =
455 .
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5 #4] 362

[1(R)]-3- R &-3-[4-[(2-FT A A5 A £ X 5)F RE)AA]N-£2 K-a-(2-
P EFE)2-BANR-1-S R IBE —(ZRTERE)

(362a) BB EHEATHE&EEAFG)NFELXMOFT &, EREFE
(300)F 1A 2-FPAA-S-HAFRE, #EDAANLEYH. RAMEA
Vydac C-18 ¥ #{ &4 £ & 48 HPLC 4uft, R T Hr: K TFA # 8 H ik
B, B AGELERERGRAZBEE™ $(0.065g, 25%) - MS (M-
NH,)" = 470 -

52 3.4 363

[1(R)]-3-R%-3-[4-[(5-8HE) T R R X EIN-Z £ -o-(2-F £ H£)-2-
AA-1- B RLBE —(ZATRY)

(363a) B 5 AT H & LAF (008 F kR F ik, BREFR
(300D ¥ 12 A 5- 8 AR F Aokak, #&BiriLed . BFHEEL Vydac
C-18 ¥ %] &M4x L g 48 HPLC 44k, B A A TFA ¥ EREM, 7
Bl 4G 6 E M B4R R 2058 9(0.055g, 50%) . MS (M-NH,)" =
446 .

£ #.4) 364

[1(R)]-3-55-N-2 4 -3-[4-[(2-F RA-S-# X FA)F A AR A ]-o-[2-
(P AR K]-2- AR 1- B LB —(SRATEE)

(364a) BB 5 AT # & %545 (300)09 5 LM F ik, 2EETR
(300D) ¥ 1% B & A5 T B, £ FHGOO) T A 2-F A E-5-#HE-FEL
Fo BT FH(GB2a) 8 RALF %, #l& BizdLédn . A7 ML Vydac
C-18 ¥ 4| & M4 b R 48 HPLC &4t R LA ACTFA # B R EAL. %
Bl h G 6 X THE KRG RRERZ(0.17g, 60%) . MS (M+H)" = 543,
MS (M-NH,)" = 520 -
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5 5647 365

[1(R)]-3-B A N-72 & 3-[4-[(2-# £-4,5- = F £ A-XA)T RAA] K L]-
o-[2-(F A BB AT E)2-BAR-1- S R LB —(ZATEH)
(3652) BB EH5 R TH & £HHF00) T ERMGF &, ERETR
(300N F £ M & A B TEE, £ FFEGBO0)FEMA 2.8 AK-45- = F AAF
ABFENTFEGRY)H AT %R, $EAELET. RIAMELE
Vydac C-18 ¥ #1 &t4: £ K 48 HPLC #hdb, A TH K. TFA #E &t
B, 133 A& ERENEKRGFBERS ¥(0.075g,42%) - MS
(M+H)" = 567, MS (M-NH;,)" = 550 -

5= #.4) 366

[1(R)]-3- B A-N-#2 &-3-[4-[(2-F K -4-78 %K) F A X)X Ao [2-(T £
Bee ) A)2- A AR R LB —(ZATRE)

(365a) &£ B 5 R TH&EAFGVF EEMOT %, EZRETR
(3000) F 15 A & A5 F 8, £ FH(3000)F M 2-KE-4-BNKTF A
FoRMTFFEGRAMEAT &, $&BRLEYH . % WEE Vydac
C-18 4| &M 42 b K 48 HPLC 44, B THr K TFA 8 i AL, 48
A8 6k EHERYFLER® $(0.07g,25%) . MSM+H) =

589 .

5 364 367

[1(R)]-3- B A-N-%2 £-3-[4-[(3,5-= F £-4- A8k )T A A K £]-a-
[2-(F £ Bt A) T A)-2- B R-1-8 R LaEIE —(ZRALHE &)

(3672) H B 5 AT # &£ B B00)8F ZXMGTE, ELETR
(300f)F 12 Fl & A8 F 84 . & & % (3000) ¥ 12 A 4-(RAT £)3,5-= A&
Bofek e £ LT FEG22a)M0 RAT R, HE RS . BENE
# Vydac C-18 ¥ #| &4 £ K48 HPLC %ft, A TH K TFA #ER
AL, 1B A G 6L TN ERGFBEE S W(0.12g, 55%). MS
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(M+H)" = 481, MS (M-NH,)" = 464 .

5 34 368

[I(R)]-3-AA-3-[4-[(A5)F A XX E|-N-£ h-o-[4- 2R E)F £)-2-
RSt LB —(ERTE )

(368a) BB EM THE&LHABGONI T EEMYG T &, ERATR
(00D P {E FIBE AL T &, #]% BArfeédy . &/~ WA A Vydac C-18
¥4 & M4 LR A HPLC uft, F TR K TFA # B R ML, 814
G & &£ T Bk B2 A58 & 9(0.10g, 50%) . MS (M+H)" = 462, MS
(M-NH,)" = 445 .

5 3.4 369

[L(R)]-3-8 A&-3-[4-[(2- F -4-5HE)F R AR E]N-Z E-o-[(4-F &
AFRB)F R 2-B K- 1B R LB —(ZATHEH)

(3692) # M 5 R F 4 & LA (300)8 5 E XM T 5, ERAFR
(3000) F 18 A O-F A 85 £ 5k ¥ 85 fo £ F B (3000) AL 2-F £-4- %K
TRk dl % B AR . %W B E Vydac C-18 F#| &1k LR 48
HPLC %4t A LA K TFA # B AL, BHE A G EREH BRGF
2 05 B = #1(0.075g, 53%) - MS (M+H)" = 541, MS (M-NH,)" = 524 -

52 #4] 370

[1(R)]-3- 8 2-3-[4-[(2,6-= F -4-wbow X) P L] RK]-N-2 £-o-[(4-
PERERR) T A 2-ARK-1-wS R TBE —(ZATEE)

(3702) 3% B 5 A FH & LB (300)8F ERMUGF &, ERETR
(3000)F 12 Al O-F 485 A8 T 84 &£ FHG00) T2 A 2,6-= F F-4-
BT Raber 4| & B AR A4y . B A B E Vydac C-18 4 &AL
& 48 HPLC %4t A TH K TFA #E R, FHAGERTHE
k64 B 1285 8 & 49(0.095g, 77%) - MS (M+H)* = 505, MS (M-NH,)" =
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5 #45] 371

1(R)]-3-8 A 3-[4-[(RE)F AKX X N-ZE-a-[4-TREXE)T
E]2-BAR-1-hB R UEBE —(ZRTEKD)

(371a) BB 5 A F# & £36461(300)8 F ik XM F ik, 2REFR
GOONFEM O-FTABAKRTE4 & BArited . %X WL E Vydac
C-18 ¥ #| &4E4E £ K48 HPLC %t A TH K TFA HEREM, &
B A G ek TH B KRG F 2R 4(0.051g,25%) . MS (M+H)" =
476, MS (M-NH,)" = 459 .

2 364 450

[LR)]-3-(A T £)-3-[4-[(2,6-= F -4 K)F LA KA N-Z X
a-(2-F A A E)2-BAR-1- SR LB (R TEHE)

(450a) 1§ 4-72 A F X £ 1L49(2.5g, 18.77mmol) - £ % (3.8g, 22.5mmol)
Fo 5% B 47 (45mmol) £ A ER(50ml) F iRE H B EER 8 B - EEK
BEMANEER, ALRLHEASATRREIEE. RZREANE
3B R R AR B E AR B M b, R 2R T8 T 88 (90:10,
viv) SR ALAT BT Bl 469 4-F R A& F AR AL (4.0g,95%) - MS
(M+NH,)"* = 241 .

(450b) 443 B F #(4502)89 4-F B A F X RAH(3.2g, 14.33mmol)~ L
B34A(1.07g, 15.7mmol)#= 4% Bk = . 84(2.23g, 18.9mmol)#& F XK (100ml)
bRA, AR EEAI K, AFEEER, A LKRTES INHC
ZiEpEe. AEKEEANE, CHRETRALTRE . AREA
BRE A ek Ab, A TR T8 T83(80:20, viv) iR ALAT 2l 4 iR 69 2-(4-F &
ERBVRA LK TE(4.2g, 99%) . MS (M+NH,)" = 313 .

(450c) £ £ AT, ¥4 DMF (20ml) ¥ 643 & ¥ % (450b)#) 2-(4-F A&
FAVRA T B (3.7g, 12.5mmol) e N 4T 3 & 69 2AL4A(0.36g,
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15.0mmol)& DMF (35ml)&)KiG4A H G EFR T . TR 2P 1
B, et @ EiE(2.9g, 24.0mmol) . ERALHBRKETEFARF
S RIEREHAE K TEF INHCI B 98 . AHKREEARN
B, BRBETRFALEZREFHNGRY . BREHKENAL, A
bt 8 ZBR(90:10, viv) R BLAF Bl 4 bk 69 2-(4-F R A X E)-2- 55 &/
AR X T8 TEE(4.0g, 95%) . MS (M+NH,)" = 353 -
(450d) T EI&T , %4 KQ0ml)F & &/ 4542(1.13g, 26.8mmol) e A4F
B (450c)8Y 2-(4-F R A X E)-2- 1 R E R A L% T8 (4.5g, 13.42mmol)
0 PE(00m)ERET - ERRZDHIF S 8, £ L8R LEF INHCI
Z R a8 . MEKEEENE, BHRBRETEFREFD AN HKEY 2-
(4-F B EEX)2-H R A RATH(4.1g, 100%) . MS (M+NH,)" =
325 -
(450e) H 1% B (450d)89 2-(4-F A A X K)2- % A X R LA THK(2.34g,
12.88mmol)~ TBTU (5.17g, 16.11mmol) - NMM (4eq)# DMF(50ml)
A 15 24, KB AT AR T 8(2.34g, 12.86mmol) . T Ei2
T, KRR 18, ATZRIER INHCIZ 28 . A
KA ANE , BARBRETRARGRE — R . R B8R
E M4, M Sk T8 T 85(80:20, viv) s ALAF 2] 4 i KA 69 B e (1.9g,
34%). MS (M+NH,)" = 452 .
(4500) % £ £ 355818 A 43 & ¥ T (450e) 9 BE AR (1.9g, 4.3 7Tmmol)F= = &,
FIR(GOM)EAH E-78 CHBERT . 200476, BREALEE. &
BGREARPHEANAA, #FANER - A FMB(1.15g,
437mmol), BEREEMBERETRABIE I IH . AZREBEAKEY
BRI R . B BEREMBA, A LE(100%)SALA B A &K
9 8(1.9g, 100%) - MS (M+Na)" = 459 .
(450g) FEBELAT, #F 8 ¥ &KS50DH8(1.9g, 4.37mmol)iE T
ZRFRASm) - ECTEEZGmDF A TEQC) T - FRR IR
Ha400, EERESH QRS . HEMEHREN LA, ATK:
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5 T8 (70:30, viv) e AL B 24 ib k6 R A BLAR (1.55g, 68%) - MS
(M+NH,)" = 438 .

(450h) 1413 & ¥ B(450g)89 & A BLAE(1.55g, 3.68mmol)is T F 8
(s0ml)F . A BAMA, KRB mANKRHCL(S #)F 10%PA/C» AEK
EdPi@B A S0PSI &4 k4% 18 I et, Bt AFE L TIAREMEALI,
EZREAWEBBALAHGRETEABKO.2g,97%). MS
(M+Na)" = 335 .

(450)) TERT, % -8 =& T 8(0.85g, 3.88mmol)e A /% 8 F &
(450h) 69 £, 7 & A 8L A (1.2g, 3.24mmol)F= TEA (4eq)# DMF (20ml)
BERT. BEREMHE4 I, ELRLER INHCIZHE SR,
RAKREENE, BRBRETRAREFH —BRY . BEABE
BB EM AL, O L8R ZE(50:50, viv)SRALAT B A iR 469 N-
Boc £.24 7 & M BLAZ(0.9g, 64%) . MS (M+Na)" = 457 .

(450j) BB 5 M T4 & £#H6(300)68 7 E RO F %, ERETR
(300D F 2 M 3,5- =P A 4-mrg FARERE, XMUTFREOO)HEE
N-Boc #£47 £ B, 543 & F H(450) 8 RAWEA AT E AR RGAE
P A A B P 8%(0.64g, 100%) . MS (M+H)" = 454

(450k) 358 5 Bl T4 & A4 (10)89 & & K6 7 %, 645 8 (450)8
A4 P A K ELR T 85(0.10g, 0.146mmol) s 1L % B Az &4, W& 7 4
/& Vydac C-18 ¥ #| & 142 L4 K48 HPLC 4bdt, A TH K TFA A
BB, 43R A G &R T ER AR 44(0.03g,30%). MS
(M+H)" = 455 -

52 #45] 451

[1(R)]-3-[4-[(2,6-= T A-4-mtx £)F A AR EA]N-£2X-0-2-FT £ R
£)-2- 8 K-3-[[[(2-E4 AR ) B A RE])F A 1-wed b Lok —

(=R TE )

(451a) # B 5 R T 4 & 556461450089 & sk KA 7 %, F 8 I’
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(450D A AT EANBLIE P 5 RMT HFHRGEO2D) 2-F REEL R
E, #l&Bixsdh, F%>HiE VydacC-18 £ &HAELE R
HPLC #4t, B T K. TFA BB RN, FE A 6 &R ZH BKF
2 B5 8 = #(0.075g, 60%) - MS (M+H)" = 581 .

5% #4) 452

[L(R)]-3-(& 2 F £)-3-[4-[(2,6-= R A-4-mbet £)F R AR E]-N-£ &-
o-F A 2-AR-1-t R LB —(ZRATEKE)

(4522) BB ER THEEHB (LS F ZEXNGFT %, ERATR
(450e) P 1% A & A 5L F 8 fe 2 ¥ B(450) F AL A 3,5-= RAR4-®Z T X
LML, HEARMLEY . KR AWE Vydac C-18 ¥ &AL
42 g 48 HPLC 4uft., F TR K. TFA #E R A, FEAGERTH
Bl 1k 69 F #2 B5 88 = 451(0.035g, 35%) - MS (M+H)" = 453,455 -

2 345) 453

[1(R)]-3-[4-[(2,6- = . AK-4-7bog K) T AR E]N-2 &0 F E-2-%
R-3-[[[(2-Ek £ R 2B AR KL F A0S Ik TELE

(453a) BB E A TH EERHASON T ZRMNGFTE, EEEATR
(450e) P 1§ JA 7 B2k F 84 Ao 2 BR(450) £ A 3,5-= R AR-4-mmg T A
RLma, BEAUTHRUESHNOAEETEAASKE TEE RMTI&K
(302b)#9 2- A R AER R E, #&BirLedy . K47 HE Vydac C-
18 (4| &AL K4 HPLC b, M TH K TFA HEREN, &
B G &£ T ERYFR2ER” 9(0.03g, 47%) . MS (M+H)" = 579,
581 -
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£ 3645 454

[1(R))-4-[4-[(3,5-=F £ A X)F AR XA N-B K-a,4-= F £-5-A K-
-2k 47 LB —(Z A TEM )

(4542) BB 5 A THELABG00)N T ERMUGFT X, EZETR
(300c) 42 A 3,5-=F A F AL A FIGBOO)FEM T A, #EH
mAKEY 4-3,5- = FAFAE) A A H A8 T 8(1.65g, 80%) - MS (M+H,
T &) = 357 .

(454b) B 5 AT F B (450d)89 & % R F &, 7 8 FE(4542)
6 T B A AL 4 bR 8 4-(3,5-= F AR A KA H A& (1.5g, 97%) -
MS (M+Na)" = 422 -

(454c) BB 5 R T Y H@A50e)8 7 k£ F ik, 2XRARAKRT
B, 4543 8 FEA54b)8 4-3,5-= FEFEE)REAH A58, 97%)
BALA B AR BFEYRREREN G, A TIR: LK TEE(75:25, viv)
FRBLAT B] 4 0 kR 60 A RUBR- R A A B ALE- M (1.4g, 75%) - MS
(M+H)" = 485 -

(454d) B 5 AT F &G0 F & £ F &, R 8 F&R(454c)
6 R BB A AR 14469 N-Boc £ B 43 8] 4 ik eg B X LE
(1.2g, 97%) - MS (M+H)" = 385, MS (M-NH,)" = 368 -

(454e) F4 4% F 8(0.006g, 0.2mmol) e X4 B ¥ H(454d)89 £ A AL 447
) F A (Sml)F= NMM Qeq)dd Bk ¥, K AR LM E 80 C 4.5 b
B . E % IREEE FAAFE] N KR4 69 IR E4(0.1g, 100%) - MS
(M+H)" = 397 .

(454f) #B 5 AT FHR(DG F LM F %, ERE 8 (454e) 89 IR
A4 & B Ay . B A Vydac C-18 ¥4 &HAE LE R4
HPLC 4k, J TR ACTFA A AL, B8 A8 &L EHN ERe 7
A58 & 49(0.015g, 20%) - MS (M+H)" = 398 -

-153 -



10

15

20

25

5 564 455
[1(R)]-3-[4-[(3,5-=F A A H)F A X)X A N-B A3 (AT H)o-F £
2-F A-1-wbE I LELAR
(4552) ¥ 4-72 % K K T8 7 85(8.0g, 48.0mmol)~ 3,5-=F A F &R
(12.0g, 60.0mmol)#= 4% 5 47(8.0g, 58.0mmol)#A & 84(120ml) F &4 4o
WEER SR ERREAN, AR CEBHEFLRREER.
ETBEAMAMNGFE GRY . BuASERKREN L, BTk
8 L B4(95:5, viv) IR BT Bl 4 ik 69 4-25- = P EAFRAB)REL LK
¥ B5 4L 649 (13.58g, 99%) - MS (M+NH,)" = 302 -
(455b) £ & AT, 4% LDA (2.0M £ &5 F, 3.5ml, 7.0mmol)he A4 &
F B (455a)8 4-(2,5-= F A F A AR X LK 7 8444 49(2.0g, 7.0mmol)
& THF (75ml)#) 4 4 £-78 CHBERF - $ R BB I 40 747, I
ANH R A& 8(0.73ml, 8.4mmol) . 5-78 CHFEZER LM 5 I, ELE
MEFTEAR, ALRLEF INHCI ZE 98 . AEKREANE.
BREETRALTRE. ALBHREN L, AR CRTE
(93:2, viv) B4 Bl A ik oY 2-3% | R-[4-(2,5-= F A F A X)X AT
& B85 {449 (1.2g, 53%) - MS (M+NH,)' = 342 -
(455c) FE&T .4 7B HQ5%AE F & +, 0.08ml, 0.35mmol)# A= 2| 4
B 47 $E(455b) 8 2-% & £ X A T8 85 (1.2g, 3.7mmol)F= ¥ T 82(0.135g,
4.5mmol)#) DMSO (20ml)é 5k ¥ - HAHER 4 1.2 M. ARH
#, B INHCl &4, RLBEER. ALKEEANE, AR
BFBRALTRE, FHADRNG 2-REAITR 2B AARLELRE
(0.91g, 68%) - MS (M+NH,-OCH;)" = 342 .
(455d) #% B 5 R F FR450d)80 7 ik X897 %, K43 8 FR(4550)
W P ES SR AL AR ke 2-2 A B T A 2% R AR T #(0.45g, 53%) -
MS (M+Na)" = -
(455¢) =8 5 AT ¥ Be(450e)8 % % KMt F ik, ERERRART
B, 4573 6 FH(455d)0 2-2 A I F A-2-5 R &K L8 (0.4g, 1.2mmol)
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BALH B A AE BB, A TR L& LER(75:25, viv)
BAFE ARG BE AT TR R LRBAEMLS(0.36g, 711%) - MS (M-
H) = 339 .

(455f) TERET, 143 A455e)H 2 AT T X 4E4(0.35g, 0.82mmol)
5 TEA (1.3eq)~ DMAP (0.025g, 0.2mmol)Fedx T & = 7 & KA IR
(0.136g, 0.90mmol)# DMF (10ml) ¥ R4 . &% R FH 48 DB,
R LEHE, Rt @ikt BRARETRARE/IHRK
4. BEBRREN A, BTk T8 LBE(T75:25, viv) L Bl A
MR O-RTE-_FETAREZLAT T AMLE4(0.16g,36%) . MS
(M+Na) = 539 .

(455g) BB 5 AT HHASNG T EZ LMY F %, EREAF TR
(45508 % R A K X T BAR(0.4g, 0.74mmol) % &85 A8 & M BHKE M
A, M EKE: LER(95:5, viv)IR LA Bl 4 R e B K A LR L &40
(0.35g, 87%) - MS (M+Na)" = 564 -

(455h) BB 5 R T FHEAS0)M A LMY F %, EREAGETE
(455g) 89 B8 K B LB AL &-4(0.35g, 0.65Smmol) #l & 2 A T F KA A &t
B REMBHRREN AL, AT K FEO9:1, viv)BBLAF R A &
keh 2 TP A A BB AL 4-40(0.185g, 69%) - MS (M+H)" = 412 .
(4551) BB 5 AT HREAS0d)G Z XN F &, EREAFATR
(455h)84 32 2 30 T A 1 LA T 85 1L4-49(0.35g, 0.65mmol) #] & 4 i 4K
g% A T P A A BLAE(0.18g, 100%) . MS (M+Na)" = 420 .

(455)) B 5 R F 5 B(450e)8 & % £ 7 ik A2 RAR A JRE S 8 2
Fo13 B FHASSNH R AT T A NBKRRELSMH & Bk Ed MR
= M Vydac C-18 ¥ #| &4k L4 K48 HPLC %4t A TH:ATFA
MR, 1384 e ek Bk FRER” #(0.055g, 30%) -
MS (M+Na)* = 435 -

- 155 -



10

15

20

25

oooooooooooo

5% #H) 456

[LR)-[3-[4-[(3,5- = F A X £)F B A X K]-1-[2-(B AR X)-1-F £-2-
FRTE)2-EARI-nBHREA]FTE CEALTRE

(456a) #B 5 R FTHFHEE2b)GH &7 E XM F &, EREAFRR
BB, 158 FHASSNHGZETFTEABE, &4 &KGABtAE
A4 T8 T 88 1L447(0.058g, 100%) - MS (M+Na)" = 505 -

(456b) BB ERTHFHUNNF R EXMG T E, EREAFETR
(456a) 9 A A TRE AR EY . #EBRRLEY . RFAHWEL
Vydac C-18 ¥ %] &+tE4: £ K 48 HPLC 44b. /A TR K TFA # & & %
B, #EAGELTNEKRYGFRER %(0.019g,36%) . MS
(M+Na)" = 506 .

5364 457

[1(R)]-3-[4-[(2,6-= K AR-4-ubeg £)F RE]RXE]N-2E3-(£ F £)a-
FER2-AR-1-hS R LBE —(ZALLRY)

(457a) BB 5 R FH & T EGOON)G FEEXMEGF &, ERERTR
(455h)6 52 4 T 7 2 R BLA o b 3 $(300i) K44 89 3,5- = fAR-4-wkE T
Ak 38k 3 AR R ALT FHE(4551 #= 455)) 8l & B AL b . A S W
# Vydac C-18 ¥ #| & VA £ 42 R 48 HPLC 4bit, A TR K TFA # A
R, 3B A AL THEKRYGRZER”#(0.03g 18%). MS
(M+Na)" = 476, 478 -

5 349 458

[1(R)]-3-[4-[(3,5-= P A X X)F A AR AN-# E-0,3-= F E-2-ARK-
-8 & H TR LB

(458a) BB 5 A T # & £HF(455)8 F R XM F &, EERATR
(455b)8) ¥ Ak, B3 AT RE)OZELRT A LHK T 8(0.10g,
0.25mmol) 5 & ke F 89 F & 8t £,(0.025ml, 0.32mmol)2 E& T R A »
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BB ARG THGELETLTEHR.1g 84%) . MS (M+Na)' = 500 -
(458b) 4% & ¥ B (458a)89 T atst A& T & T8 (0.1g, 0.21mmol) & 3
#47(0.125g, 0.9mmol) & AEAGml) ¥ R4, B EER 6 MK, E4
HFEER, ALK LEARE. TRBRELEKFAREFHHRY . HZ
B BR AN, B Sk L8 T8(80:20, viv)RBLA Bl A4 Ik
&4 B- M BBk L 6-47(0.05g, 63%) . MS (M+H)" = 382 -

(458¢c) BB 5N T ;4551 A 455)00 F s kMg 7 %, 2R/ Y
P (458b)8IB- M BLAE AL &40 41 & B Ar &4y « % M Vydac C-18 F
%) &AL % 548 HPLC 4it, R T K.TFA #E RN, 75 A

& & & & B4R 52558 7 4(0.03g, 80%) . MS (M+H)" = 381 -

£ 3.4 459

[1(R)]-3-[5-[(3,5-= T AKX & A)F £)-2-F4 AIN-# £-0,3-= F &-2-
A A1 IR LB R

(4592) # B 5 AT FHG00a)8 F ik RS F &, ERERES LR
(7.5g, 52.7mmol), #1& 7 & . F B &8 AR AL, Tk
28 ZB(90:10, viv) S BLAT B 29 8 R R 6y &g LB F B8 (7.5g, 92%) -
MS (M+H)" = 157 -

(459b) B 5 AT HE@ASShYF xR F ik, EREAFETR
(4592} LB T8, # & 2-HREEQLRTE . FEATEE
BB AL, B TR T8 LEE(95:5, viv)PEALAF Bl Y B R K6 I B &
“Ewy L8 T B4(5.9g, 73%) - MS (M+H)" = 197 .

(459c) #: 1B 5 A T ¥ B(455b)8) 7 ik MG F &, ERER T oo
%8 T EAD)EHE R AES LK TE, HE2-HAE2-FEESL
BP R . SR BB A, TR T T B(95:5, viv) AL
1B A ke - HA-2-F AEen LH T 84(5.6g, 89%) - MS
(M+NH,)" = 228 -

(459d) # B 5 AT FHES0)G FERMG Tk, ERRARETR
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(459c)8) 2-H R A 2-TERES LR TE, #&2-HRE2-FTEERL
B R B AR B AT LA, AT R T8 T8 T (60:40:2, viviv)
24T B A K 0GBy TER(2.5g, 99%) - MS (M+NH,)" = 214 .
(459¢) BB 5 R TV BE@S0e) 7 H A MG T &, EREANFAFER
(459d)89 2-H B E2-FRXER LKA RARTE, #EE9LekL
A4 . ARG ESHRKEN AN, ATl TR TE(80:20, viv)RAL
3 8] A i R 6 e TBEAR(1.5g, 83%) - MS (M+NH,) = 299 .
(4590) FTEBRELAT, B RMMAKAEARI ) AT 8 FF(A45%e)42
o BB 44(1.5g, 5.3mmol) - N-F Z 3% N-RLH(1.25g,
10.6mmol) - THF (25ml)feKQ2ml) ¥ -3 % & & H B4 L7, A 10%
T ALER £4AF INHCI (50m) ¥ /A T8 ZE4RE . A 3% KK A M
B, BRRETRARERHHRY . BZAEET =T IKQ25m)
Fo K (5ml)F - e NalO, (2.28g, 10.6mmol)# Bl B\ H % K&~ 47 4 )
it . MZBIEHEZ, AAEKkEk ZBHARETRARERINAR
K EGEE(1.5g, 99%) . MS (M+H-H,0)" = 266 -
(459g) #HBE5 R T HFRAE50g) 0 7 iz kMG 7%, EREAFATR
(459N # BE vk oy LB B, #l & ABLIRILA4 . WX S BRERKREN L
&, FERE: L8R LE(70:30, viv)shBLAF Bl A iR &g A BL iz E (1. 1g,
77%) . MS (M+H)" = 268 - |
(459h) ¥ = REAALH(0.95g, 6.17mmol)4& 1R w A4 B F R (451g)89 A
B ik #r(1.1g, 4.11mmol)#) DMF (0.45g, 6.17mmol)i%i& ¥ Hin#h &
85 °C 4 1B . R BAAY, AR BRI . AEK
hAEAWE, BHRBRETIRFLTRESE A GKESEW0.75g,
62%) -
(4591) FEBT . 9 A11L4(0.059g, 1.69mmol)he #& T THF (Sml)
%o F 8 (1ml) T ¥ #F 8 ¥ % (459h) 69 £ 88(0.5g, 1.69mmol)E & F - 4
HER S 20 94, ALRCEM INHCI AR . AEKkEA
WE . BRBAETRALTRBIFE N BRGS-BEAT T EE490.5g,
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100%) -
(459)) FTEBRT, #1F 8 FF@459)5 S-£ X T F E-£4(5.0g,
1.69mmol) 5 v & 1.5 (0.67g, 2.03mmol) - = K #(0.53, 2.03mmol) &£ =
BT HEGm)TRAE . BH AR L 4 e, TRAREER. BELEZ
£FPHA INNCILZEY>E. A KEEAWE, BRAKETRAL
TREBABFEEHKRY . REWBHREN AL, AR LK TS
(50:50, v:v)SEBEAT B 4 i3k 69 S- B AT F AR E45(0.15g, 25%) - MS
(M+H-Br+OCH3)" = 312 -

(459k) BB 5 R T HF RGN F R X T %, EREAFBYR
(459))89 5-BRE T A& 3,5-— FEARE, #lE&EARKETLE
. GEBSEREN A, AR K TR LE: (90:5, viv) AT
B 4 Rk &Y R BE AR E 3 (0.08g, 47%) - MS (M+NH,)' = 419 .

(459) BB E5RAFHFRANGF H XSG T &, 2RAF 8 FERE59%)H
AR ES L& #l & B ixfbs4p . %44 Vydac C-18 FHl &
PeAE £ 43 R 48 HPLC 4uft, A ZH K TFABERRR, REAGE
X T B k8 7 7215 8 45(0.015g, 20%) - MS (M+Na)" = 425 .

s #.4] 460

[I(R)]-4-[4-[(3,5- = F A FX )T A A X K]-N-# 2-0-F %-2,5- = ARK-
4-(2-F 5 XK)-1-k - J% LB R

(4602) ¥ B 5 AT FBEGONHF E XM F &, EXEAFETE
(300c)# N-Boc K &+ £.8(0.5g, 1.13mmol), #| & 4 @k ey &HRP 8
FEH R BASM(0.51g, 99%) -

(460b) & E& T, I &AM 7 85(0.046g, 0.33mmol)#) = & T H(1ml)
#= DIEA (0.130ml)#) /5 3% 48 1% A X = £ %,(0.098g, 0.33mmol)#) = &7
BEm)ERF . FEELHEHE 0.5 NEF, AT B FE(4602)8 &
R 69 % K B 89 = £ F 52 (1ml)F= DIEA (0.13ml)F 69 5% A%
BEM 2 B, ALBIEA INHCIZAgR. AERKEEANE,
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BHEEETRALZRESI R . RAYERREN L, A
Z . F 1R L8R T85(90:10, viv)BRBLAT B) A b R 65 IR 669 BR(0.035g,
23%) . MS (M+NN,-OCH;)" = 454 -

(460c) ¥ 1% & + T (460b) 4y 4-Fk(0.035g, 0.075mmol) & 5% 8 47 (3eq)
W RAGMDASE R RESR 2 M BEREHAY, ALRTE
WA, WARERER, AEKEEHFRE/HAGRYG T ARKELS
#(0.025g, 76%) - MS (M+NH,)" = 454 .

(460d) B 5 R F 5RO F ik k46 F ik, {243 A B (460c)
8 AR S H & B inSa . $E A~ HE Vydac C-18 F# &
PeAE k4 54 HPLC 44t A TH K TFA BE R, FEAGE
% £ B kb F-72 55 8 & #1(0.015g, 60%) . MS (M+Na)" = 460 -

5% 564 461

[1(R)]-N-#2 &-0,3-= 7 £-2- B R-3-[[4-(F £ T AE) R K] F K]-1-%
&% LB

(461a) T 0 C., ¥ =% (3.67g, 14.0mmol)#Fe w22 1.5 (4.46¢,
14.0mmol)Ae A 4-% £ 4 % £ 8(2.0g, 9.3mmol) 8y = & T K(25ml)i5 ik
F.RGROYBRETE 25 I, RERE . REMALRARE,
RERER. RERRE . RYHBERENBA(THE TE TR, 595,
viv) . BMEHMFE ARG WA LRl —F e, FREK. K
TREBREAZENA G EE KRG HTERAH(234g,90%). MS EI)
i . (M-Br)" = 197 -

(461b) F-78 C, A 10 2-4F 3§ = F & & A fL42(2.6ml, 1.15eq)#) 2.0M
THF &k Ao A 2-F %-4- %% 8 7.84(0.75ml, 4.6mmol)#) THF (18ml)#9
BRT . BAROWMBRESSCA 54, REAHETEC. AS
P4 3575 B F T2 (4612)89 3% 649(1.92g, 6.9mmol)#) THF & Ao A &
GRAHE . F-78C1IHE, BEREHEREEZR, XN IMHCI
(30ml) . A ZE T8 (2 x 30ml)FRE%RA4 . A INHCI (20ml) - 42
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Fo 5 B8 .40 K35 (20ml) ~ K(20ml) - 2k K(20ml)E A %% &5 69 H AL
BB, TROAEBREHARE. REDHEERENBMEKR, REL
BR ZBR: TR 2:98, viv)AF Bl A4 B R 6 ATE & #1(950mg, 60%) -

MS EB4E . (M+NH,) = 356 -

(461c) T-78 Ci§ & &3 838 A 1L6-45(461b) (0.90g, 2.6mmol)#) = &
FREMYGERT EEZRFSEEAEE . QRRGWTEAANAR
3 M = EM%(0.84g, 3.2mmol)&L 3, R R B RAYIERE BRI
1, REATREG. RYMWBHRENAA(TERE, RE LR TE:
42 6:94, v/iv)IF B 4 BF . R e AT E82(0.70g, 75%) . MS FE A
i . (M+H)" = 341 .

(461d) HBERTFE(d - lefe INHF R EMAFT %, 2R84
¥ ¥ (461c) 8 BE L 44 (650mg, 1.9mmol)#! & B iz &4 . K%~ ik
Vydac C-18 ¥ #l &4 L4 K48 HPLC 44k, A TH K. TFA #HE R
RRL, BB G e TR EKRGFRITE” 4(0.065g, 20%) . MS
(M+Na)" = 405 .

364 462

[1(R)]-3-[4-[(2,6-= F £-4-wboz B) 7 BRI R K N-B A 3(FEAE)-
a-(2-F A mA)2-BAR-1-bS 4k Lol —(ZATHEE)

(462a) B 5 F T 4 & £ 446](300)89 5 & £Me 7 ik, FiE DMF
(25ml) F # £.46.44(0.42g, 17.45mmol) T 0 ‘C&E 4 & ¥ #(300d)49 N-
Boc ¥ &+ £8 1t 4-4(3.59g, 8.72mmol)1 B . Ao A T Aa(2.47g,
17.45mmol), FERBTHFER 24 2 i, £ LK TEF INHCI
Z . MAKEEAIE, BHRBETHRAFREFEAHRGN-
¥ & N-Boc K& 88 (3.6g, 97%) - MS (M+Na)" = 448 .

(462b) ¥ B 5 B Tl & £ 5445 (30080 F i R F ik, ZRF 8 TR
(4622)% N-F £-N-Boc # k# &M &4 & F H(300i) T A 2,6-
—P Ak PRALLRAEH L AAzLEY . %S E VydacC-18 F
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#l&MAE L2 R4 HPLC shib. B TR K TFA B E RN, FE A
G & XN ERe B2 ” #(0.12g, 34%) . MS (M+H)" = 455 .

5 5845 463

[1(R)]-N-# &-3-(F £ 8 &)-0-(2- F XA K)-3-[4-[(2-F A-4-HKHK)F
BAIRE2-EAR-1- B R LEBE ~(ZALEE)

(4632) BB 5B T4l & £#H(462)8 5 Z XM FiE, 2ETR
(GO0 PR 2-F R A-BAKFEAEHLEREN S BN EY. %/ D
# Vydac C-18 ¥ #| & WAL £ 4 K48 HPLC 440, Al ZH K. TFA %A
BBl 3B A G R THERGRRER T W(0.12g, 34%) . MS
(M+H)" = 491 .

% 45 464

[1(R)]-0,3- = F &-N-2Z % 2- R AR-3-[4-(RAEFAK)RE]-1- Rz TR
i

(464a) BB ERA FHELTHRM (DO FTHEEMAFTE, EUTIR
(450d), A & f L4z 245 B & (1) 8 BE 4% B) Fa 8. AL T - H(450e)
BFEIBAHRAKRTHEL, FHABRORAR-FEHAK-—RAL
& . MS(M+H) = 382 .

(464b) £ B AT, 4§ 9-BBN (5.0eq)tu A4F B ¥ % (464a)% 12(0.45g,
1.18mmol)8§ THF (10mD)# 4 #H £ 0 CHER T R EAREHEHREE
BHFETEBRTHEIA. BEREHAHE 0T, mAKQml). HHF
%R A 20 54T, KB Bl 8t e A T ER4A(1g, 4 2ml K F)F H,0, (30%,
2.5ml). HEBIE 4028, EERE. ALRIBHE, ALK, &K
hik, BRBETRALTRESINE. BB HEARENLL,
=8 TR LR T, viv)SeBLR B A i K685 (0.41g, 87%) - MS
(M+H)" = 400 .

(464c) # B 5 R T4 & FH@S9)GH H LM T %, ERFATR
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(464b)89 8%, H &Rty . B BRKREN L, MR L8R T8
(2:1, v:v) R BLAT Bl 24 i Ik 69 2 4L 49(0.145g, 71%) . MS (M+H)" = 462,
464 .

(464d) £ L AT, AAAH E 0 °CH THF (10ml) ¥ & £.444(0.019g,
0.47mmol)4t 3243 & ¥ P (464c) 8 & 49(0.145g, 0.313mmol) . HH %
BEM1S5 I, REETLKRTEF INHCI X H 48 . K. Kt
AAWE, BRRETHRALTREFHABHRGARBK0.105g,
84%). MS (M+H) = 382 .

(464e) HRER TV ROADV FE XM 5 %, 2145 8 FH464d)
HABES & B iriLadn, R EWE Vydac C-18 FH &HALLE
B #8 HPLC #uft., B TR K TFA HEREM, FE A G ELEHE
PRt B2 05 B & 49(0.062g, 60%) - MS (M+Na)* = 405 -

5 3845] 501

[1(R)]-o-[3- R -2- B AK-3-[4-(4-% o & F B E)F A]-1-9b% 42 K]-N-
BEARTLERE Z(ZALERE)

(501a) B 5 (300D KM F ik, 143 (300e)6)8(2.80g, 6.77mmol)
243 B(1420)89 R A B (2.42g, 1.1eq) B 413 Bl AWM K4 F 6947 B2 . MS
S AME . (M+H) = 670 -

(501b) #: M 5(300g) X6 F %, #4F A(501a)d9 A LR LA AL
B . BEAREM(LE LE-TIR, 20:80, A6 30:70)48 4k 5k I ARt o) &
HR(1.40g)F 38 KR 69 F AR (1.30g) - AT B EH 63%. MS 5%
M . (M+Na)" = 660 -

(501c) #: B EATF FHGa)td 7 % 43 8(501b)89 8 AR M &9 ABLE
(1.30g, 2.04mmol) £ A4 £ &1 (1.10g, 98%) - MS % Ri{A . (M+H)" =
548 .

(501d) #: B R T FR(6b) S %, %43 B(501c)#78(100mg,
0.183mmol) & 4- £ F A osohk & & & & & 4% B 88(75.5mg, 60%) - MS
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EAE . (M+H)" = 689 .

(501e) #& B EXT FEO92d)8 # #%, 145 A(501d)#) 5 (69.0mg,
0.100mmol) & 2 M & £ 43 2| R 2 15 8(36.0mg, 52%) - MS B4 .
(M+H)" = 690 -

(501f) BB EALF 4] 117 8974, #FAS01e)I R R
(30.0mg, 0.0362mmol) &5 =R LE R L FE A BBR=(ZA LK)
(40.0mg, 100%). MS & . (M+H)" = 490 -

%3645 502
[1(R)]-o-[3- & &-3-[4-[(2,6- = RAR-4-bok &) T A& R A]-2- R AK-1-
by K )-N-2 -4kt LB (A TEH)

A% B(501c)8) By e 4R R F R-2,6-— RARaksz R #H, Wk
(6b)~ (92d)Fe 4] 117 L4069 £ 7] R 5 4] & F364] 502 - MS %M
16 . (M+H)" = 508 -

5 34 503 :

[I(R)]-1,1-=F & Z & 4-[1-[3-[[(1,1-=F £ TR E)HRA] A K]-3-[4-
[(1,1-=F &-4-mbrz ) F R AR K] 2- R AR-1-0 5 R £]-2-(B L L
H)2-BRTE)-1-Rer B E —(ZALKE)

(503a) ¥ BEMT FHO6b)M F %, €45 8(501c)8 8(1.67g,
3.05mmol) 5 4- 8K T 24-2,6-= F Aot 8k 3 R AT B wbo F A8
(1.576g, 77%) - MS 3 B{E . (M+H) = 667 -

(503b) # B E4LT F F(92d)89 F % . 1245 B(501d)%) B4 (76.0mg,
0.114mmol) 5 2 k& B £ 4% 5| F 2 15 8(32.6mg, 37%) - MS 3 R4L .
(M+H)" = 668 -
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5 36.4] 504
[1(R)]-o-[3- B A-3-[4-[(2,6- = T F-4-ntoz )P AR A)-2-AAXK-1-
bl It A ]-N-Z & -4-RE Lot Z(ZALTKE)

FI4% 8 £560) 503 ¥R BASRAERA, LB EHH 117 RS
% H & 5] 504 . MS FERME . (M+H) = 468 .

5 3.4 505

[1(R)]-o-[3- B %E-3-[4-[(2,6- = T K-4-mkeg KX)F A K] R E]-2-AA-1-
B bt A -N-2 A (P A E)4-RT LB W(ZATEKE)
(505a) 4B RALTF F 4] 117 695 %, 1843 A (5032)8 A BLAZ(624mg,
0.936mmol) 5 Z A LB R &7 Bk Z(Z A LR H) (750mg, 99%) -
MS ERE . (M+H)" = 467 -

(505b) B RALT(492)89 % %, 124 B (148a)89 7% "€ (125mg,
0.155mmol) 5 F &% & £ K & /3 2| — 5 BEAZ(67.0mg, 80%) - MS &
{5 . (M+Na)" = 567 -

(505¢) 4 B EMTF FH,O92d)8 % %, %43 A(S05b)sI il b 72k K
g . #i%4 %% Dynamax C-18 %4 &4 £ K48 HPLC %k, A
LB K TFA ¥ AR BERL, FRFRERUZATHE) (45.0mg,
52%). MS FR4E . (M+H) = 546 -

£ #4506
[L(R)]-1- 2 8t & -o-[3- R A-3-[4-[(2,6-= F K-4-ntoz ) F A K] R K]
2-FAR-1-B R R N-2 A4k LB (A TEE)

Rl 43 B (5052) 84 Wkt A= T8 RAER AL, 1A 5 (492)F2(92d) R ALET £
5| B %) & 2 464] 506 - MS FERME . (M+H)" = 510 -
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£ 34 507
[1(R)]-o-[3- & A-3-[4-[(2,6- = T F-4-wbog 2£)F A AR AK]-2-AAK-1-
g & )-1-2,2- = F E-1- AR AX)N-B R4 RELBIE (=R
B 2)

4% B (5052)49 ke fu = F 2k T 8L RAER AL, A 5(49a)F=(92d) %
L6 % 5| B & %) & E465 507 . MS ERIE . (M+H) = 552 .

% 364 508
[LR))-1,1-= F A& 4-[1-[3-8%-3-[4-[(2,6-= F F-4-sr £) T &
AR A 2-BAR-1- B R A 2- (B AR R)2- A KT A1k L 8 8
F(ZRTE# )

4% B (505a) 89 9k Fo — B B =i T BRAE R4, A 55 (492)F=(92d)
KL £ 5| B ELH) & £ A4 508 . MS ERAME . (M+H) = 568 -

5 36.45] 509
[I(R)]-F A& 4-[1-[3-BA-3-[4-[(2,6-= F H-4-wbog &) F L&) K K]-2-
AR5 R K] 2-(B A AA)-2- AR T A 1R A ME R(ZAT
B )

F 1% B (505a)8) k2 f AR TR FE8AERA, RB@9)F(92d)%
FA8 B B RSB & 5B 509 « MS FEMAE . (M+H) = 526 -

E 34 510
[L(R)]-o-[3- A 2 -3-[4-[(2,6-= F #-4-mbrg ) T A K E]-2- A RK-1-
et i A)-N-2 - 1-F R4 KRR LBKE Z(ZATERE)

Ji #% & (5052) 8 ko F= F BEVE R A, vA 5 (86a)F(92d) K AiLE) £ 7
B 4 & 564 506 - MS ERME . (M+H)" = 482 .
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3] 511

[1(R)]-a-[3- & £ -3-[4-[(2,6-= F £-4-ntez £)F AKX E]-2- R K-1-

et SRR P RAAXTEBAN-BE 4 RT LB (EZATEE)
F4% A (505a) 89 ke fo = F A B & T oL EARA, L 5(49a)Fe

(92d) £ 4Lt £ Bl & 5 # & 4645 511 « MS £ BME . (M+H) = 539 .

32 34 512
[LR)]-a-[3- A A-3-[4-[(2,6- = F K-4-wtoz )7 A X 4] 2- A AK-1-
gt K- 1- IR AR HE RN A 4ReE LB (ZATHEEL)

4% B (5052) 84 Jk oz Fo 3L R Ak BE fAE R M, A B (49a)F=(92d) K Al
6 £ 5| R B &£ 512 - MS E£R4E . M+H) = 536 -

5345 513

[L(R)]-3- A A-N-72 % -0-(1-F £ T %) 2- A K-3-[4-(4-5H £ T RE)R
Al- 1B R A TR EATKEE)

(513a) ¥ B EGT (30008 F %, 1£4% & (300e)4 #(8.00g, 19.3mmol)
%2 D-Val-OMe 1263 5| A S dh i 8944 B - MS S RME . (M+H)' =
529 .

(513b) & B 5(300g) R F ik, 44T 8(513a)8 4 iR H 4L Mt
M. BRKEM(LBTE-TE,20:80, K5 25:75)RE 8 B8 F
1K (4.60g) 7 35 K AR 1 69 F-HH4(3.60g) - AF B EH 85%.

(513c) 4B AT FB3a)0h # ik, 543 B (513b) 8 221N R H 69 A B I
(4.10g, 8.27mmol) £. /% 13 21 &)(3.30g, 98%) - MS M . (M+Na) =
429 .

(513d) 4B AT FHEGb) F %, #£1F 8 (513c)8) 8 (500me,
1.23mmol) & 4- £ T Kbk & 8 & R & 43 B 8&(575mg, 85%) - MS
s W48 . (M+Na)' = 570 .

(513¢) # B XMT FHO2d)8 % &, £4F 8(513d)89 8 (575mg,
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1.05mmol) & # ¥ & 5 1% 2| 7 245 8% (380mg, 66%) - MS F MR . (M-
H) = 547 -

(513f) B R LA T L4645 11765 & 4845 8 (513e)89 7 72 55 B (380mg,
0.693mmol) &5 = # L8 K & %4 R 44 Dynamax C-18 F#] &L L
B 8 HPLC #hft, R LW A TFA #EREK, BEFRBE&RA(ZA
Z. & ) (268mg, 57%) . MS £ AME . (M+H)" = 449 .

% 3645] 514
[1(R)]-3-8 &-3-[4-[(2,6- = F %-4-wtZ )T A AKX K]-N-2 £-a-(1-
VAR E)2-BAR--mE R LB R R(ERA T )

R 1% 8 (513c)89 By fo 4- KA T £-2,6-= F Akt h ik & 1E R AT
A B (6b)~ (92d)Fe 564 117 R4L89 £ ZI R & #l & £ 4P 514 . MS
EMAE . (M+H)" = 427 .

4] 515
[1(R)]-3- & -0 3R & A-N-#2 X£.-2- B AK-3-[4-(4-5H & F &) KK
1-whste A LB (A TH ) | |

Fii% 8 (300e)dy 8 D- R A H AR TRERBFRH, A5
Hfp] 513 X408 £ 7] KR #) & £ 5] 515 - MS ERME . (MHH) =
589 .

34 516
[L(R)]-3-A A -o-3F & &-3-[4-[(2,6-= F &-4-mkr X&) F £ &)X E]-N-
BA2-BAK-1-HE R LBEE (ZATRE)

A4 B(300e) s DI A AR TR EAKBHERR, A5
#ds] 513 X 4065 5 5| K8 41 & £ 44 516 - MS S RE . (MHH) =
467 -
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4] 517

3-AAk-a-(1,1-= F X T £)-3-[4-[(2,6-= F F-4-nbog X)F A K K]-
N-# £ 2- B AR-1-wbeb bt THhE (A TKH)

(517a) # B 24LF(3000)8) 7% %, 1% 4% & (300e)5) 8(8.40g, 20.3mmol)
#a D-t-Leu-OMe 18413 8| A S i 694 . MS £ A4E . (M+H)"
= 543 .

(517b) BB 53B00g) kM8 F %, ¥FEG172)8RERELA Al
B . BHRREM(THRTE-TIE, 1585, K5 20:80)R ik M gthey #
HHR(4.60g , 45%) . MS Z R L . M+H) = 511 -

(517c) ¥ B £ T F EGa)th % %, 43 A (517b)8 5 1 AR 1 &7 1 BE
(4.50g, 8.80mmol) £, 43 2| &(3.62g, 98%) - MS ER{E . (M+Na) =
443 .

(517d) £ B £4LT FH#(6b)&I 7 ik, 1£4%F B (517c)89 B (210mg,
0.500mmol) 5 4- 8T £-2,6-= F Kotez 3 88 # & & 4 21 82(240mg,
89%). MS F&{E . (M+H) = 540 .

(517e) ¥ 42k 3% 8 (Sml)Fe HOAc (7.5ml) ¥ #94% B (517d) %) B4 (220mg,
0.408mmol) e # & 100 Cit &, REDEESHK . MS M-
(M-H) = 424 .

(517)) FTEET, H3AG1Te)0RM . 24 48 E(160mg, 5.6eq) -
NMM (0.5ml)~ BOP (300mg, 1.7eq)#% DMF (8ml) F 44 4 1B « m X
Hofe §AEQSmDE, MR TBRBRZRSHEKR . RERRYF
4 # Dynamax C-18 ¥ #| %14 L R 48 HPLC 4u4t.. A THr:ACTFA 4%
B, BHFABE(ZATHL)(140mg, AF 51%). MS %
M4E . (M+H) = 441 .

- 169 -



10

15

20

25

...........

534 518
[L(R)]-3-AE-a-(1,1-= P X T H)N-L £ 2- A K-3-[4-(4-FHEF R
E)RE] 1-wS kU R(EZATEKE)

AR AGI70)MEF 4-RARF AR LK EHRHA, LE((6b)-
(517e)F=(517f) £ L85 & 7| & & 4] & £ 464] 518 - MS £ M4 . (M-Hy
= 461 .

545 519
[1(R)]-3-8%-a-(1,1-= F % T %)N-2 K 2-F A-3-[4-[(2- F F&-4-#H
A)PAXERA] - 1SR BB L(ZRTEE)

43 8(517c)8 8 F 4- AR T A 2-FRER S BMEMERH, U5
(6b) - (517e)Fe(S17D) £ 4L £ 7| R & 4] & £ 44] 519 - MS SR .
(M+H)" = 477 .

£ 364 520
[L(R)]-3- 8 A-N-# % -o-(1-F & T %)-2- B AR-3-[4-[(2- F F-4-s &)
PAA|EA] - RS RIEBE YEATRY) |

43 B(513c)8 8 4- R T R 2-F AR AR LHFRH, U5
(6b) - (92d)Fe 2 364 117 K8y £ 5] K& %) & £ 464] 520 - MS £ R
{5 . (M+H) = 463 .

364 521
[1(R)]-3- B A -N-2 %-a-(1- F % T £)-2- B X-3-[4-[(2,6- = T F&-4-"57H
A)P AR KA -SRI R(ZATKE)

R4 8(5130)89 B Ao 4- AR T £-2,6-= F Avkoih 8 45 R
¥A B (6b)~ (92d)Am SE464] 117 F ALY & F] K& %) & 66| 521 - MS
FAME . (M+H) = 477 -
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5 545 522
[1(R)]-N-[4-[1-[3- & %-3-[4-[(2,6-= F %-4-wtwg ) F A K] X £]-2-5
R-1-wos 5 K )-2-(B A A X)-2- AR T A]-1-%2]-4- S FELAE
(=R L&)

4% B (5052) 89 Rk Fo 4-"G etk ok B BAE R AT, L 5 (492)F=(92d) £
LA8g B 5| R Rl & A 522 « MS ERE . (M+H) = 581 .

5= 34 523
[1(R)]-a-[3- 8 25-3-[4-[(2,6- = F F-4-mtmg ) F LK) K K ]-2- A AK-1-
ateb- bt K]-1-Q2-F A-1-A XA E)N-ZEA4-RELBRKE (ZRTLK
)

R #% 8 (505a) 89 sk x fe £ T Bt RAF R AT, A B (49a)F(92d) £ Lk
AP R &E4H 523 . MS ER4E . (M+HH) = 538 .

564 524

[1(R)]-3- & &-3-[4-[(2,6-= F E-4-obg X)F £ A )X X]-N-#Z X-0-(4-
FEARTR)2-BR-1-w& R LB (SR TEH)

(524a) F 0 °C, KB 44(6.13g, 2eq)F=(BOC)20 (6.30g, leq)| /5 e A
A 7K (120m)F= = & 7 IR (60m]) F 85 D-4-72 A 31 & K+ R 8 (grycine)
(5.00g, 28.9mmol, Giba-Geigy, W09722587, 1994)%F . T E & T H %
RAmE, RBERGNHCIAY EZ pHS-6 - BE=8R553E, AKX

(150m)# Bz R4, BALE pH2-3 . A EKALMEF, HLRT

B (3 X 250ml)dR IR . FIR(FLE )4 69 I4 . REHF B BOC-H#A
&9 8, AL 8:(7.80g, 99%) . MS FM4E . (M-H) = 272 -

(524b) HF TR Fai £ F R F5(18.3ml, 1.3eq)#7 2.0M Lhe i & i
A T B (50ml)Fe K (200ml) ¥ 89 4% B (524a2)%9 8 (7.70g, 28.8mmol)

b FTERTHREZRSWIO T, RERE . £REMN(THK LE-
&4, 50:50)4F 2 84(7.40g, 91%) - MS EM4E . (M+Na)' = 310 -
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(524c) 4% A (524b)%9 8 (7.20g, 25.2mmol) £ A 5,69 4N = A~ HiE
H(200ml) P 33 30 940, KRB R4 B A 488 3 R #(5.70g, 100%) -
MS =R 4E . M+H)" = 188 -

(524d) 4B X LT (300085 % & 3§43 B(300e)8985(2.00g, 4.83mmol)
FoiF B (5250) TR BB BB ASF R A RSYROF . MS £
i, (M+H)" = 585 .

(524e) B £ 4LTF(300g)89 7 ik 1243 B (524d) 8948 & R IR ALAF Bl 9 48
M R A RBERE(2.71g) . MS SR4E . (M+Na) = 575 -

(524f) 4% /& F % # (proton sponge) (1.16g, 3eq)f= = F & R 45w A B
Ao A B = £ F 5 (20ml) F 6943 A (524d) 89 H R (1.00g)F - TZ
BT 4 pME, MAZRZEQR0mD) . AKQE X 25ml)- #K(25ml)
ARG RAY BRBRETRARE ARENTALNLB5:65 K5 40:60,
KRG 45:55 viv)#F Bl AT F 69 ¥ B%(628mg, =¥ 62%). MS FEAE .
(M+Na)" = 589 .

(524g) B EMNT HF RGN 5 &, K/ 8 (52408 A BLAk(838mg,
1.48mmol) & A2 4% B| 8 (643.2mg, 91%) . MS % R 4L : (M+Na)' = 499 -
(524h) B EMT F 6D F ik, 1245 8(524g)%) 8(200mg,
0.420mmol) & 4- AR F £-2,6-= F Aokt 88 4 K 45 21 82(197 4mg,
79%). MS FA{E . (M+Na)' = 619 -

(5241) #: 8B 2T FHRO2d)EF %, 1£45F 8 (524h)89 81 (185.4mg,
0.311mmol) & % B R £ 1% B 7 72 A5 8 (L €6 (top) F- 4% 67.3mg; /K31
(bottom) & #74K: 60.1mg) . &AL FE A 127.4mg (69%) - MS A& .
(M+H)" = 597 -

(524)) BB RUTFE 117 4 F %, 245 8 (5241 R AT 69 K3 A4
#(56.1mg, 0.094mmol) 5 Z A LB R E A B X Ry AR
(68.1mg, 100%) . MS = {E . (M+H)" = 497 .

-172 -



10

15

20

25

5 3645] 525

[PR)]N-#2%-1,2-= f-0-(1-F A T £)-2,2- = & RK-6-(RE T L K)K
[3H-"3"k-3,3 -9k 4% ]-1°- T BE AR

(525a) FTEBT, I 8 4(8.86g, 2eq)hm N[4-(F R &)-2-8 & X &)
& =B = ¥ #%(4.87g, 13.6mmol; Warpehosski ¥, J.Med. Chem. 1988, 31,
590)#= 5 % % 2(3.53ml, 3eq)® DMSO &% F . THEAT 1 IHE,
A A T8%(800ml) = 48 = £.AL4(100ml). 2~ & A A48, A KG X 50ml)-
% R(SOml)sk ik, FIR(FLBE)HRE. BHREN(LKRTLE-TER,
15:85, #X/& 20:80)3% 4 B 5 K AL & #41(5.28g, 97%) - MS % R 4E :(M+H)
‘= 400 .

(525b) #BEAMTFRA)MN A%, B LAMRIFAQ192)09%K 2
(5.18g, 13.0mmol) & & . 2Bk B #7(L % L& - T 4%, 20:80, 45 30:70,
SKJG 35:65, KRG 40:60)42 £E8E(4.96g, 95%) . MS % A{E . (M+NH,)'
= 419 .

(525¢) B £ 4T (30008 7 %, 12 4% B (525b) 49 82(510mg, 1.27mmol)
EDHARTHERLBAGFEARSYR 94 .

(525d) HBEMT(AHEH %, AT, AELRTHELEHLE
(525c)8 4 MR - AR ABLRE AR E T AN(TRTE-T K,
40:60, K& 50:50)4 4585 MR 9 F K (180mg)Fe 4 K AR ML 69 R-49
#HR(130mg) . A F & EFEH 310mg(58%). MS FM{E: (M-H) =
421 -

(525¢) BB EMT FHO2d)F %, £/ 8 (525d)8784(25.5mg,
0.060mmol) 5 ¥2 2 & & % | A ¥ A5 8(15.2mg, 60%) . MS 3 R4k .
(M-H) = 422 .
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5% 34 526
[1(R)]-a-[3- A A-3-[4-[(2,6- = F A-4-toz X&) F A AR EK]-2-AK-1-
B R N-ZE-1-(REABE )4 RFLEBE R(ZATEER)

F 4% B (505a) 89 sk i fo 5 F &6 RAE B 4L, A 5 (49a)F(92d) £ ML 8Y
RO R & FEB 526 . MS ERME . M+H) = 572 .

st 364 527

[L(R)]-a-[3- & £-3-[4-[(2,6-= F K-4-mtrz X) P A KK E]-2-RK-1-

e EN-22 A 1-(1- B KB A)4-Rke Latk R(ZRTE&E)
4% B (505a) 89 9k Fo 8L BAE R H, A 5 (492)F0(92d) £ il g &

Pl RE# & E£H] 527 . MS ER4E . (M+H) = 524 -

52 3845 528
[1(R)]-0-[3- 8 A-2- B AK-3-[4-(2- F -4k K 7 R AR A]-1-hd ke
A 1-TEBEN-ZEA%E LB (ZRTER)

FA 4% B (501c)8 B 1R B A, A5 (6b)- (117)- (492)F=(92d) % FiL#)
AR % BieY, ERASERG)FEM 4-ARTR2FTLA
ok fo o F B (49a) P AE R ZBE R . MS H R4 . (MHH) = 546 -

% 36.45] 529
[(R)]-o-[3- R A -2- B AR-3-[4-(2- F -4 £ F A L)X K] 1-w% 5%
AN-2 X 1(FRARBE)4-RT LB (ZATERE)

1% 8 (5010)8 & 1E R H, A5 (6b)- (117)- (49a)F=(92d) 34189
AP EBS & Bired, ERETEGD)TAEM 4-ANRTFA2-FTA
ok fo o 7 FE(492)F 12 A TSR . MS E B4 . (M+H) = 582 .
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£ 3647 530

[1(R)]-o-[3- B & -2- B AK-3-[4-2-F £-4-2h X F A A)KE]-1-®d 4

£)1-22- = FA-1-BERKRE)N-LE4-kx Lot (=R T#HE)
FI4% B(501c)89 B 15 B H, 1l 5(6b) (117)~ (492)F=(92d) % L&Y

258 E% & Binibdd, ERETEGOGL)THA 4-RRFE2-TE

wisofk Fo 2 7 B (49a) F 1% A #7 5% Bt &(pivolyl chloride) . MS 3% M 4A

(M+H)" = 588 -

% 34 531
[1(R)]-o-[3- B &-2- B AK-3-[4-(4-2Hh AT B X)X X])- 1B IR E]-1-T
BERAN-BAARTLEBE REZATHD)

F4% 8 (501c)89 B4k R4, A B (6b)« (117)- (49a)F=(92d) %A 8Y
25| 8B4 & B ity 124EFHEGb)TEMA 4-FAR T EAogoiide
oy B(49a)PAE R LB . MS SER4E . (M+H) = 532 .

s 345 532 -
[1(R)]-o-[3- B A -2- B ARK-3-[4-(4-7 o 2 F A )R K- 1-wbs- 5 K]-N-
2EN(FEARBE)4RELEBE (ZRTEKHE)

F 4% B (501c) 8 B AE B, A5 (6b)~ (117)~ (492)F=(92d) &AL 8)
3| KRB &BARed, 2E2AFEG)TER 4- 8RR T Egdhie
¥ B492)F A FTHEBE . MS ER4E . (M+H) = 568 -

£ 749 533
[1(R)]-o-[3- B &-2- R RK-3-[4-[(3,5-= F R ARE)F LA K E]-1-%
B A]-1-CHAN-ZE 4R OB ZATKE

4% B (501c) 80 B4 BB, A B (6b)« (117)~ (49a)F=(92d) KAy
A REH S ALY, EREEYTROGL)TIEA 35-=FREFEE
Fo i T H(49)F 12 A LEER . MS ERE . (MHH) = 541 .
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52 3649 534
[1(R)]-0-[3- A %-2- B AR-3-[4-[(5- F A-3-# £ X L) F A AR AJ-1-%
B A 1-CEBEAN-BEARELERERE ZALRE

4% B (501c)8 B PE R, A 5(6b)~ (117)~ (49a)F=(92d) X ML)
23| R 8 &Bintbddy, ERAFEGh)FTEM S-FEAI-HEFE
Ao FEA9) TR TR . MS HRME . (M+H) = 540 -

5 3& 4] 535
[L(R)]-o-[3- & Z-2- B AR-3-[4-[3,5- U E AT R)RE KR K] 18R
A]-1-TBEEAN-Z X4 RE LB ZALERE

4% B (501c)8 B tE B H, A B (61a)- (117)- (49a)F=(92d) £ AL &y
A REHEBlried, 2R2AFEGla)TEAIS-UEATE)
EA Ao FH(49)F 2 A LB K. MS FRE . (M+H) = 603 -

£ 3.4] 536
[1(R)]-0-[3- B A-2- B AK-3-[4-[(3,5-= RAREE) T A AKX E)-1-wed 5
A)-1-TBAN-ZE 4R LEBR ZACEHE |

B 4% 8 (501c) 89 Br4E BB, vA 5 (6b)~ (117)- (49a)=(92d) AL eY
25| R H & AAribdy, 2 A FHEGb)THEMA 3,5-= RARFARA
AV H@A9) P M B R . MS FME . (M+HH) = 549 -

5 F4] 537
[1(R)]-o-[3- B &-2- B A-3-[4-(6- BRAX2- T Ah-4-okoh A F RE) K K]-1-
ek b 2k ]-1- LB R -N-2 R4kt LB (A TEE)

4% 8(501c) 89 B4k B oH, B (6b)~ (117) (49a)F=(92d) 34489
AP R A% Bieiesty, 128 EFEE6D)FEM 4-BART E-6-AK
- Aogokfe i HM492) TR M LEBR . MS FRME . (MHH) =
564 .
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£ 344 538
[1(R)]-a-[3- 8 % -2- A AK-3-[4-(7- BAK-2-F K-4-Bh X F HE)RKL]-1-
el T AR ]-1- LB A N-B R A-RT LB (ALK R)

A4 a(501c)d B 1R+, BLE(6b). (117)- (49a)F2(92d) X fiLbG
AR R & AirLed, ERETHEGO)TIEM 4- LA T E-7- 8K
2-F Aokl fe b T HE(49a) FAE R ZBLE . MS EME . (M+H)' =
580 -

5% 76,4 539
[1(R)]-o-[3- & %-2- B AK-3-[4-(6- RAR-2-F K42 X P AE)KKE]-1-
et bE R)-1- LB A-N-Z A4k RLBE (EZARTEHEHE)

A AF A501c) 8981 R4, LB (6b). (117)~ (49a)F=(92d) 145
FH R % & BirLedy, 2L TH(D) TR 4- AR T E-6- K
2-F Eobofkfo £ FIA9)FE R THBRK . MS ERME . (M+H) =
580 .

52364 540
[1(R)]-a-[3- 8 &-2- B K-3-[4-(6-F A 2K-2-F &4 R A F AAK)RXK]-
1-wb & 2R )-1- LB A-N-F2 K49k THE s(ZRTE )

4% B(501c)8 B R A, A B (6b) . (117)~ (49a)F=(92d) & A8y
AAREMEBIRLSY, ERATEOGD)FIEA 4-ERFTE-6-FH
A-2-F Hobok o £ T H@E9a) FALA THE A . MS FEMAE . (MHH) =
576 -

34 541
[1(R)]-o-[3- & &-2- 8 K-3-[4-(2,7-= F K450 X F A LX) RXK]-1-
HRAN-ZERARRE LB Z(ZATEE)

A% BS01)H B YERM, ¥l B(6b). (117)F(92d) R Ahey & 7| &
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EH & BiriLeddy, ERAEFEGH)TERA 4-BARFE-2,7-=F A%
. MS ERE: (M+H) = 518 .

384 542
[L(R)]-0-[3- A& -2- B R-3-[4-(2,7-= T 2e-4-5H K F RA)KK]-1-%
BrER)-1-TEEAN-Z A ARTLEBE R(ZRATHE)

43 B(501)89 B E B AL, A5 (6b)« (117)~ (492)F=(92d) X fL&9
2R EH & Biribddy, ERAETEGL)TEM 4-ANRTA-2,7-=
P A ebok Ao i F B (492)F B R TE R . MS ERME . (M+H)" = 560 -

st 345] 543
[L(R)]-o-[3- R & -2- B RK-3-[4-2-F R 450 £ T A E) K K]-1-9k
RAEVN-E 4R LEBE Z(ZRATEE)

F 4% B (501c) 89 By PE B, A B (6b)~ (117)A=(92d) A8y & P &
B4 & B iRty 2R AT EGb)TEMA 42K FE2-FRE%E
k. MS FER4E . (M+H) = 520 -

s #6149 544
[1(R)]-a-[3- R &-2- B R-3-[4-[(3,5-= T RA R L) T A AR K)-1-n
R A]N-2 E-4-kef THBE (SR TKE)

A 4% 8 (501c)89 B 4E B HH, L5 (6b) . (117)A(92d) Rd8y & 5| R
B & B ad, ERETROEH)THRM3S-ZFTAEFTER. MS
EMME . (M+H) = 499 -

2 364 545
[1(R)]-o-[3- B &-3-[4-[(2,6-= L B-4-wkmt &) F A AR K]-2- AA-1-
aheg i A )-N-2 &40kt TEEME (A TERE)

R4% B (501c)8 B4 Bk, ik 5 (6b) « (117)F=(92d) R FLE) & 5| &
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EH&Bibed, 2-AFEGH)TER 4-BRAKTFE-2,6-= 5%
%% (4% ¥ Tamao %, Bull. Chem. Soc. Jpn. 1976, 49, 1958 &) & & &1 2,6-
ZERA-B T AR THE, BEA DA RLE). MS LA .
(M+H)" = 496 .

£ 54| 546

[1(R)]-o-[3- B A&-3-[4-[(2,6-= T -4-wkwg ) F R AR A]-2-AAK-1-

g gt A)-1-T B AN-Z R 4R LBE Z(ZALHKR)

1% B(501c) B 1k Bdt, B (6b). (117)- (492)F=(92d) £ L&)
I BEEHEBAiLet, 12REFROD)FRA 4-ERT E-2,6-—
ZAnbr fo i FHEA92)FE A THBK . MS FWAME . (M+H) = 538 .

5 345] 547
[L(R)]-a-[3- & &-2- B AK-3-[4-(7-F B-4-5H X T RAE)RE]- 1wk
A-N-#2 X 4%z LB Z(ZATHRE)

Fi 43 B(501c)8 B 4F B, v (6b) . (117)F2(92d) K 4kéy £ 5] R
BEHEBAR LY, ERAFRGY)FHER 4-LRT A T-F Lo,
MS S R4E . (M+H)" = 504 .

5 3845 548
(1(R)]-3-BE-N-# & -a-(4- T LA T H)-2- A RK-3-[4-(4-"EH AT R
B)VRA-wE R Lot (A TEE)

4% 8 (524g) 8 B 4 B4, vL 5 (6b) - (92d)F=(117) £ 489 £ 5| &
B H & BARLAY, 2R E FHEEOb)TIEM 4-RART E2EH. MS %

MAE . (MHH)' = 519 .
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[1(R)]-3-8 A-a-(1,1-= F & T £)-3-[4-[(2,6-= T FK-4-5 &) F 4]
EEIN-£ZE2-BAR-1-9bB 5 LB (EZATKE)

R 43 B (517c) B B4, vAB(517d-DE AL £ 2| & &2 5 % B 17
fo&dy, 2% EFBRGLTIAFTERM 4-BARF £-2,6-=F £k . MS
M4 . (M+H)" = 491 -

52 364 550

[1(R)])-3-[4-[(2,6-= F %-1- B -4z £)F A B R A]N-£ %-0,3-=
PRAK-1-hERELBE —(ZALT®RE)

(550a) M43 B (6a)9 B 1E B M, 1A 5 (6b) RAAEY K5 #l &k T BB,
2R 4-FARTA26-=FAabeg . MS ERME . (M+H) = 397 -
(550b) T EBRT. 4% 8(550a)89 g 7 £ 5£(100mg, 0.252mmol) -
mCPBA (100mg, 2eq): & 40% HF 7% (0.015ml)~ DMF (2ml)fe ¥ &
(0.56ml)89 A HAE 2 1ot . A B Fe R R R A4A(Iml)F 184 5k LA A%
GRSWBE R, RLBRCEBRR. AHEKMAQR X)) K2 X)RHEA
WAL B, TRR(FLER4)H R 4 13 Bl bt N- R L4 (90mg, 86%) - MS

EMME . (MHH) = 413 .

(550c) M8 K ALF(92d)8G % % . 4§43 8 (550b) 89 M R 4L ) - 2275
. MS ERM4E . (M+H) = 414 .

5 34 551
[1(R)]-3-A F-0-(1,1-= F & T #)-3-[4-[(7- R AK-2- T F-4-H 5) T R
A EN-2E2-BAR-1-RB IR OB (ZRTEE)

FA3 B (S17c)68 Bk B4, v 5(517d-HH e R 7R L # & 8 ix
bty BRAFEGIT)TER 7- RAR-4-RA T E-2-F K4 .
MS £ R{E . (M+H) = 511 .
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5 364 552
[1(R)]-3-A%-0-(1,1-= F % T %)-3-[4-[(6- AAX-2-F K-4--5H %) T &
AR EN-ZE2-BR- 1S R TEBE (ALK E)

R 8 (517c) 8R4, W B5(517d-HE M8 & 7] K2 # & B ir
oy, 12REFERGIT)FEM 4- KA T XK-6-BAR-2-F FKogoh .
MS SERIME . (M+H)' = 495 .

5 #.45] 553
[1(R)]-3- & %-0-(1,1-= F &£ T %)-3-[4-[(6- BAX-2- F F-4-=£H 1) F &,
EIAEIN-Z AR 2-B K- 1- 0Bk Lok (AT

B3 851708 8R4, A 5(517d-HFE A A T R %l & B 1%
ey, EREFEGITHTEA 6- RAR-4-FAR T E-2-F Kokt
MS FERIE . (M+H)" = 511 .

£ 584 554
[L(R)]-3-8 F-0-(1,1-= F & T 2)-3-[4-[(6- F & 2h-2-F K454 £) ¥
AAIEAIN-ZE2-BR-1-0S 1k LB (ZATEK L)

Fi4F B(S17c)8 B B A, A5 (517d-DEME £ 7| R &% % 8 17
b4, ERAEFERGITAFER 4-RARF E-6-F B HE-2-F EHK.
MS EM4E . (M+H)" = 507 .

5 7.4 555
[1(R)]-3-8A-0-(1,1-= F £ T H)-3-[4-[(2,7-= F -4k X&) F AL 4]
FAIN-2E2-FR-1-B 45 B (ALK

FAF B (517c) R4, A5 (517d-HE MG £ 7| & & 6 & B 15
foady, 12REFEGIT)PER 4-FAF £-2,7-= F Aok . MS
EM4E . (M+H) = 491 -
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5 #619] 556
[L(R)]-3- B E-0-(1,1-= F % T &)-3-[4-[(7-F F-4-Hh &) T AKX
AIN-£E2-BR-1-wFRILBKRE (EZRLEHE)

A (517c) B E R, A5 (517d-D X6 A 7| KK B & B 47
et BREFEGITHFER 4-BART £-7-F LEH . MS £&
1. (M+H) = 477 .

£ 5845 557
[1(R)]-3-A A -a-3F & A -N-72 £-2- B X-3-[4-(2- F -4 0L F A E)
EA)1-wd ik Tl (A THKE)

Fl 4% 6 (300e) 89 B2 45 R4, A B (513a-D)E M) A F| & %] & B 47
oy, ERAESEGZ)THADFLA AR THARE A Y
F(513d)F 2 A 4-RA T A£-2-F Aekok . MS ER4E (M+H) = 503 -

5 3.4 558
[L(R)]-3-B oI & A N-5 & -2- L K-3-[4-(2,6-= T F-4-"2%h L T A
)R A1 R LR R(ZATERE) |

4% B (300e) 89 884 oM, A B(513a-D) Rk R 7| R & & B 45
fobdy, ERAEFHEGBa)TRADFCEAHARTHEREFLEYS
F(S13d)PAEMA 4-BAR T £-2,6-= FAofolk . MS EAE . (M+H) =
517 -

5% #6.45] 559

[1(R)]-3-RA&-3-[4-[(5-F A-3-# A F K)F R AR EIN-Z E-a-(1-F
£ X)2-8R-1- SR LB ZAHE

A AG13)HEERF, REGI13d-NEMY AR R & B RS
My, ERAEFEGIBODFEAS-FEI-HEFER. MS FHME:
(M+H)" = 457 -
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5 364 560
[1(R)]-3-RA-3-[4-[3,5-R(ZAF R)R A AR E]IN-#ZE-a-(1-F &
TE)2-AR-1-eS R LB RS

R 4% B(513c)89 BrfE B A, A B(6la)fe(513e-f) K89 R 5| & ki #
&AM, ERATEGLa)THEM 3,5-EA T A)RME . MS
ERAE . M+H) = 518 -

5 364 561
[1(R)]-3-8&-3-[4-[[3,5-X(ZR T 2)X L] F AR RA]N-£E-0-(1-
FEZE)2-AAR-1-hE R LB ZALEES

M4 B (513c)8 B AR R, A B (513d-HER M 7 7 R 2 5 & B 47
fetdy, 2R EFHEGI3A)FEM 3S-R(ERAFTE)FELE. MS EN
£ . (M+H)" = 534 .

5 36.45) 562
[1(R)]-3-8%-3-[4-(3,5- = B RE A X)X B N-£ Ko (1-F AT F)-2-
K- R OB SRR |

43 8 (513c)8 8 1E R A, 1A B (61a)Fa(513e-N) £ L8 & 7] K #
B iribedy, BRETHEGla)THEA 3,5-—RXKEME . MS £
. M+H) = 523 .

& 364 563
[1(R)]-3- 8 A&-N-7 R-o-(1- T & T &)-2- B AK-3-[4-(6- AA-2- T 478
AP AA)EL] - SR LB R(ZATEE)

F4% B (513c) B E R4, A 5(513d-DEM AP KL 4 & B 47
bty 12 REFEGIBD)TER 4-RAR T K-6- A R-2-F £7E0% .
MS FR{E . (M+H)" = 481 -
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5 5.4 564
[L(R)]-3- B A& -N-# H-a-(1-F £ T %)-2- R K-3-[4-(6-F £ %-2-F %-4-
ek R P AR)EA]- - SR IBE (A LEKE)

F 4% B(513c)8 B E B #E, KA B(513d-N e & 5| &2 %l & B A7
oy, EREFEGID)FTEM 4-RAKF E-6-F RA-2-FE%EH.
MS FR4E . (M+H) = 493 -

5 #.145] 565
[1(R)]-3- B E&-N-72 &-a-(1- F & T #)-2- B AK-3-[4-(7- 8 AR-2-F 48
AT ARV KA B IR LB (ERTEE)

A& B(513c) B E R4, A5 (513d-D XM AT R & B 47
i, 2R AFEGIID)TIER 7-BAR-4-RART A-2-F Aokt .
MS FER4E . (M+H)" = 497 .

564 566
[1(R)]-3-BA-N-1 X -a-(1- F & T %)-2- A K-3-[4-(6- R R-2-F X472
HETARR)EA B IR B (EZATEE)

R 43 B (513c)8 By 1 B, vA5(513d-H) X485 £ 5 R 2 #l & B 47
fobdy, 12 & A FEGI13)TRA 6- TAR-4- AT A-2-F Fokoik.
MS S R{E . (M+H)" = 497 .

364 567
[L(R)}-3- 8 &-N-# 2 -a-(1- F £ T £)-2- B AK-3-[4-2- F R A48 5
FAA)EE]-1-wtE K LB R(ZATRHE)

R4 8(5130) 80 B 4E B, AL (513d-H)Xeh R FILE K # & B 4
oty ERAEFEGIB)PEM 4-BRTE2-FRESH. MS %
A . (M+H) = 479 -
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5 3545] 568
[1(R)]-3- & A-N-# #-o-(1-F £ T %)-2- L K-3-[4-(2,7-= F F-4-%H
AFAX)FAL]-1- 0SSR LEE U=ATRE)

A3 a(5130)8 B4R H, E(13d-NEM AT R # &8 1x
&, 12REFBEGIID)TFER 4-BRF E-2,7-= FEEdH . MS
EA4E . (M+H)" = 477 .

5 #.45] 569
[1(R)]-3- B &-N-# E-o-(1-F £ T 5)-2- A R-3-[4-[(2,6- = T F-4-1E
)P EA) KA -SSR LA (ZATEE)

A% BG13c)HEMERA, MHE(S513d-DEME AR R L H & B %
fady, 12REFBEGIITER 4-RRFE2,6-=TERT. MS
W 4E . (MH+H) = 455 -

5 3&45] 700

[1(R)]-N-# %-0,3-= T £-2- R R-3-B-(RE T AF)RE]- -2 T

5 52 -

(700a) @4 4ml £ K T E 765 0.061g FEOARMT £ 45| la-d 895
kRN 0.116g ZMEEBEF 0.135g THHA. TERTHHEK
AR, MUBBRZ, REREELY . £RHHWALCI8 &M
HPLC #fbiR 4t /#2058 700 . LRMS % M{E (M-H) = 367 -

£ #4] 701

[1(R)]-3-[3-[(3,5-= F £ X £)F A A F AIN-% %-03-= F £-2-ARK-
1-v o843 T80 B

(7012) # M AT $2564] la-d « 3a - 6bF= 700a 897 ERF A
& 701 . LRMS SM{E (M+H) = 397, (M-H) = 395 .
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5 3645] 702

[I(R)]-N-# %-0,3-= F £-3-[3-[(3-FT AR L) T A F) R X]-2-AK-1-
kb 5t B

(702a) BB X4 T £34) la-d - 3a - 6bFo 7002 B9 F HRF A28
& 702 . LRMS FR{E (M-H) = 381 .

364 703

[I(R)]-N-# %-0,3-= F 4£-3-[3-(1-F XA TR E) R E]-2-AAR-1-wtd bk
N3

(703a) #H B LAT £ la-d . 3a - 6bF 7002 89 F X RF A
# 703 . LRMS % M{E (2M+Na)' = 663 -

s 3845] 704

[1(R)]-3-[3-(F &)X HN-2 % -0,3-= F &K-2- A AK- -8 Ix LB
(704a) % B E4LT L85 la-d - 3a - 6bF2 700a 9 F ERE A2
&% 704 . LRMS $M{E (M-H) = 375 -

5 3645 705

[1(R)]-3-[4-[(2,6- = B AR-4-oket ) T B AR A]NI-#2 F-al-F &-2-
BA-N3-1,3,4-K = 2 %1 300 4x = TBLAR

(7052) M 10 244 1.2eq = AR A A4 NBH G . FH(-78 C)
by 5g VB 705 R P . T-78 CHFE 1 AEE, A5 @4 e 1.7ml
HEAR., B URAEWERBRAZERARNEHIR. REREHE
4, ARNOHREM LK CEAEFA INLRRE. ALRLEHR
REKI 2k, K. BB EAKER . EREFEHOHN
j, BEBETR, REREELY . L RGDALEEREN. A 5%
LER LB/ TR ML, $R1F 49g 4 & & B4 7052 . LRMS 5 M4 -
(M+H)" = 297 .
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(705b) A 10 243§ 1.02eq = F AR R BT . AH(-78 C)
8 5g (705a)89 i8R . T-78 CHHF 1 PEetE, A S 94N 2.55ml
BRLERTE. BERAMERIAXETEFFANEHIR. RE
BekiERY, ARNOBRA KR IEBHESA IN L8 RE. ALER
LB ARRAKI I K. MK, ohREBREMKER. EKEEEH
AV, BHRBRETIE, RERZELY . LR R ZRKREN,
A 5% 8 L8/ TIRAL, RIF 5g H & & ElRE) 705b - LRMS %
i . (M+Na)" = 433 .
(705¢) 3% 55g & A A4 — KA At 600ml = F ZAR . 400ml ki
1000ml F 8 & 55g T & 705b ¥ . T 79 CHMF AR LM 3 1ot 4
BREMREERFBRGY—FFHBMAKRF . A IN ZHRBRLZRE
4, MTEBRI4R. RRESHGRRRY 3R, AEKLER
K, BRBETR. AEMEELAY, £ROYAZIRA/TK T E
& J R1% 45g 4 & & B4k 6988 705¢ . LRMS % ML :(M+Na)' = 419 .
(705d) ¥4 1.44ml 4-F K 2GepkFe 1.44g O-(7- R & R H Z=k-1-%)-1,1,3,3-
@ P 2 55 A5 8 k4 (uronium)Ae A £ 20ml NN-= F & F BLAk 7 69
1.3g #& 705¢ ¥ - # ¥ 30 5445, A 0.46g D-AAKTH AL .
FEBTHRAFEZEED 18 i, BT 60 THI 45 947 . BEKREE
B . ARG RsRTCETIE T, A INARALRfei oG8R
k. MZBIBAERBAM2KR. AR, BfmBg ERAKRER .
LokskkSA AN, BHREETHR, RERIELY . £AHY
BRBHREEN, R 25%C58 LB/ Sk 5, R4 1.6g 89 705d - LRMS
£ B4E . (M+Na)" = 504 -
(705¢) 3% £ A HEE AL 20ml = R F 4% F 69 0.90g 89 705d 8944
6. 4IRS C)ERFPHEGRAYAAEE . BAANREA 10 24,
BEREAKE 1S 4. GRWA TN 054g =R, AR
BB ARETRARSRE 48 I, REREFELY, EROHRAE
BIREM, B 25% LB UB/CIHEE S0% LR TEB/TREZ RN, K
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% 0.620g A #E#ik K 65 705e . LRMS £ B 4E : (M+Na) = 506 -
(705f) 3§ 23.3ml =Z A EF 11.2ml ZRA L&A A& 500ml — & T
B9 89 14.1g 705e 6940445 . A #(-20 C: @ RAK/FHR)EEF . T
0 CHHZRAYD 1 I, RETEZETHRHE2 I . Al
REBAAKERERR S ERMFSTETREF . RELGBERRK
B3k. RAKEESFGAENI, BHREETHR, BEREELY
% 4% 11.3g %9 705f . LRMS 5 R4E . (M+Na)' = 490 -
(705g) ¥ 10%85 # T4 L&) 42 0.3g he A& 20ml F 55 F &9 3g 705f F -
ERAARDT, BuK2p#HFE3 . 2L 045umPTFE B &
BT, REREELMES 2.4g 498 705g - LRMS R 4E .
(M+Na)" = 400 .
(705h) ¥ 1.54g 3-RRF A 2,5-= fARabgde 2.32g BB A&
20mlDMSO ¥8 12g705g ¥ . TEETH#¥2 IHE, ALRHE
BAEEMHFAREKEE . ALBABRREKEZR. &HEHANY
F R Ak R G AKER . K. K% SRBRETER. AE%RE
BEY. EROMFEBHREN, B 2%TFE/RAG%EHM, RIF11g8
705h . LRMS M4 . (M+H) = 481 .
(7051)4% 10ml =& L8 Ae A& SOml =R F I F 6 1.1g 705h F . #L4F
3B G, MR RIEL M, $R4F 1g 69 7051 - LRMS 5 R4 :(M+Na)”
= 503 .
(705)) # 0.46ml 4-F F -Gt . 0.315g2-8%-1,3 4-FE =44 0.474¢
O-(7- R 2 R =o-1-4)-1,1,3,3-29 F 255 AR W4 o A2 20ml
NN-= ¥ & T8+ 65 0.50g 7051 F - TERTHRF 10 1 HE, #Z
BEWT 60 Chodk 45 9-4¢ . MEMRFERY, HA LR TBHEL R
R, A INA ARG EREE. HLRIEFRIKA3
K. SHMAGENY, ALK, BiRR EAKER . HKRR,
BEES TR, RERKELY. K13 0.60g 9 705) - LRMS 3 R1L :
(M-H) = 562 -
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(705k) % 0.12g B A4 — KA ho AL 20ml & 1:1 @ Ex%/ KT
5 0.55g 705§ F - TEEBTHHE3 PEE, BEFGRZDHERR D
—¥, AAASEARMIBELERR. 4 TRMBFRAKRR2 K. &
FETAG KM, A INZBRKRML, ALRTMITPRI K. AK. &K
ARG LR IBBRRY, BRARETHR, RERIEAMRSE
0.52g 705k - LRMS %M {& . (M-H) = 548 -

(7051) 4§ 0.8ml 4-F K =Gek . 0.202g M & & i = 0.354g F I =%-1-
£ AR (ZFARRL)SABBRSE I NA 20mINN-Z T A FEIEF
5 0.40g 705k ¥ . TERTHRHLRE, REREFERY,. £0Y
Jf % C18 K48 HPLC % & 43 2| 0.18g X B #% 30 89 49 4F 7051 - LRMS
£ RE (M-H) = 563 -

£ 364 706

[IR)]-1,1-=FPAZE 1-2-(BEAE)1-FE-2-H KT E]-2-AK-3-
[4-(F A F &) R K]-3-8 I 8BS

(7062) #: B £ 41T 5 364] 705a-j #= 700a 897 3%, @it K48 HPLC &
BHAsEEARESDFHEGRABER 706 . LRMS FAME (M-
H) = 467, (M+H)" = 469 -

5 3645] 707

[1(R)]-1-[2-(2 & A A)-1-F £ 2- B R A 2-BK-3-[4-(FAETFAE)
FK]-3-mbed Ik L&

(7072) ¥ 0.5ml =& L8 e A& 3ml =R PR T & 0.015g A RBR
706 ¥ . HAE1SHE, REREIELSESF 0.009g 49 707 . LRMS
S m4E . (M+Na)' = 435, (M-H) = 411 .
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3 36.145] 708

[1(R)]-3-[4-[(3,5-= F £ X X)F A X)X E)-N1-£ E-al-F A-N3-[2-
(FPEAR)2-RRTE-2-8K-13-9% % = Lo

(708a) 4 B LHLT £ 64| 705a-) F= 700a 897 %, @i K48 HPLC #
BHTBEARBRSHFHEGFZA5HK 708 . LRMS % R4E
(M+Na)* = 533 .

5364 709

[1(R)]-3-[4-[(3,5-= F A X E)F A B X K] NI-£ K-al-F H£-2-F K-

N3-2-F ok K- 1,3-wbeb Ik = B

(709a) 3% B X 40T E£3645] 705a-j F» 700a 9% %, #@d R 48 HPLC &K
RATHBEABRRSHRFHERGFRZBR 709 . LRMS £RE (M-
H) = 521 .

sk #64 710

[1(R)]-3-[4-[(3,5-= F £ X X)F AKX E]-N-Z - F &-3-[2-(4-%
w2k )-2- AR T A&Y-2- B AK-1-whE IR TR

(710a) 4 B8 R 40T 5 564) 705a-j #= 700a 89 F %, it R 48 HPLC &
AHIEEARESHFHEGRARER 710 - LRMS FRHE
(M+Na)" = 532 .

5345 711

[1(R)]-3-[4-[(2,6- = &.AN-4-wo2 ) F R E]RK]-NI-B K-al-F £-2-
AAR-N3-2-Eek k-1 3-SR —LEBE —(SALER)

(711a) B X 4T 5 364) 705a-j #= 700a 69 % %, @ K48 HPLC &
BA>EEARBRSEHFHEGFZBHK 711 - LRMS FRE
(M+H)" = 564 .
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EH 712

[1(R)]-3-[4-[(2,6-= B A-4-mtoz X) F R AR A]-N1-Z2 E-ol-F £-2-
EAXN3-[2-(4- Gk )T A)-1,3-b R - UBE (A THKE)
(7122) ¥ B 240TF %364 705a-j = 700a 69 7 3%, it K48 HPLC &
BHoE RS RESHFHEGRAEAEK 712 - LRMS E R4
(M+H)" = 594 .

£ 34 713

[1(R)]-3-[4-[(2,6- = & AK-4-wtox ) F X)X A]-NI-BZA-al-F £-2-
A AN3-(4-bo% & F K)-1,3-d It = LB (=R L)

(713a) B 26T 5 364] 705a-j #= 700a 89 % %, B X K48 HPLC R
BATEREARESHRHAEGRZER 713 - LRMS £R{E
(M+Na)" = 594 .

564 714

[1(R)]-3-[4-[(2,6-= F %-4-wtrz &) F A AR A]-N1-2 A-al-F %-2-
A ARN3- 2R A 13- — LB —(=RLERE)

(714a) # BB 2T £ 364) 705a-j #= 7002 89 7 ik, @ K48 HPLC &
BH>EEARESHFHERGRAZATE 714 . LRMS E A
(M+H)" = 524 .

34 715

[1(R)]-3-[4-[(2,6-= fAK-4-toz )T AR A]-NI-# K-al-F &-2-
A AN3-G-Hhrg £ F £)-1,3-s8 K= LoE —(ZRALHE)
(7152) # B 2 40F 4645 705a-j #= 700a 89 % %, #L K48 HPLC &
BH B EARRSHFHEGFEBER TS - LRMS =H4E
(M+Na)" = 594 -
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k5645 716

[1(R)]-3-[4-[(2,6- = & AK-d-tog 2)F R B KA NI-Z R -al-FR2
AAR-N3-(2-mm & T E)-13-0bb e = B —(ZATERE)

(716a) #: B X 4T 5364 705a-) #= 700a 8 716 F % , i it K48 HPLC
FRA>BEARESBHRHEGRZEE 706 - LRMS FER{E
(M+H)" = 572 .

£ 4] 717

[1(R)]-3-[4-[(2,6-= RAX-4-stog B£)F LA ) KK |-N1-Z K-al-F £-2-
FA-N3-4-mbeg -1 3-8 R = LB —(Z=ATEEL)

(717a) B X4LTF £34] 705a-j = 700a 875 %, @it K48 HPLC &
BHTBEAREBHFHEGFZBEK 717 . LRMS £ME
(M+H)" = 558 .

364 718

[1(R)]-3-[4-[(2,6- = #A-4-mteg ) F A AR K]-N1-Z A-al-F &-N3-
(3-F A-5-FE ) 2- A K-1,3-E IR = LB |

(718a) & B R 40T £ 64 705a-1 895 %, @i k48 HPLC RF HF 4 &
A S AR B2 718 . LRMS £ R4{E (M-H) =

576 -

52 3649 719

[1(R)]-3-[4-[(2,6- = R AR-4-tto2 &) T A A]FX K]-N3-[5-(1,1-=F &L
#)-1,3,4-"8 = 2-K)NI1-Z K-al-F E-2-8K-1,3-% 48 =~ LB
(719a) B XT84 70521 695 %, @i K48 HPLC RFH# 2 &
W 454 B AR R AR 719 - LRMS (M-H) = 619 .
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£ 7% 4] 720 |

[IR)]-1,1-=F XX 2-[[[3-[4-[(2,6-= R AR-4-wbmz )T R AR A&]-
1-[2-(BARE)1-FA2-BR A 2-EK-3-mB iR £ LA A K-
4ok ok 2 7B B |

(720a) 4B X 4LF %564 705a-1 695 %, i3 K48 HPLC REFH#H 2 &
A5 e At S AR R 2A5EL 720 . LRMS (M-H) = 676 -

g A 721

[1(R)]-2-[[[3-[4-[(2,6-= &.AK-4-boZ ) F R AR K- 1-2-( A A A)-
1-FA2-FRA]2-BRK3-wE m A TR AR 422 K TH
(721a) 4 B E4LT 5 345] 705a-1 #2 707a #9753, @i K48 HPLC &
BB ARG FRBERGFRISER 721 - LRMS FER4E (M-
H) = 620 -

% A6f) 722

[1(R)]-3-[4-[(2,6- = & AR-4-wtox X)F A A X A]-N1-£A-0l-F A-N3-
[4-[2-(F AR E)-2- 8K T A 2-Fok K] 2- FK-1,3- % 5 = TEBLRR
(722a) #: B8 24LF £ 3645] 705a-j - 707a - 7055-1 89 % %, @B K48
HPLC R H# 2 E H Ak kB F Akt R 258K 722 . LRMS 3
£ (M+Na)" = 657 -

5 #.45] 723

[1(R)}-3-(1H- % # ok ok -2- & F £)-3-[4-[(2,6- = BA-4-02 £) T A %]
AEIN-2 X - F A2 B AR-1-wb% I TEL AR

(7232) 3 0.18ml 4-F £ Bok . 0.135g R =KA 0.173g O-(T- A K R 5t
Zop1-%)-1,1,3,3-00 F A 5 B8R Ao N B RALT 70504 89 7 &
%6 0.20g B4 SmINN-— PR PR ER T . TERTRHF 12
MG, BEREIELY . ALK Iml 10%47 H 8 AE & & £ R 8
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WiE . ML TEBREAKM2ER. AEK. BfREEMKER. &
KikkaHGEMA, SGHERETR, BREREELH RS 723a .
LRMS £ #4E . (M+H) = 571 .

(723b) ¥ & 40ml & 1:1 v9 K ekwh/ LB F 49 0.20g 723a iw R E B 1.5
JE . REREERY, RERNYRBETLRUE T FRAKESR .
RMZBRTBBRAAM2:K. AR, hBEREMAKER . SKkkEE
FeE AR, BHBETR, REREERWER 0.17g 45 723 -
LRMS £ M4E . (M+H)" = 553 .

(723c) 4% 0.065g & EAAZ— K& AL 6ml 69 1:1 W & ok%@/KTF &)
0.15g723b % . TEBTHF 2 1B, BEREELY, LR
MBETCLHRIEFTHAR INEKES. AR TEBRRAKME2 K.
AaEKEEsFOAi, BHRELTR, REREZERDERE 011
&) 723c - LRMS FM4E : (M+H) = 539 -

(723d) B EMT 7051 8975 %, @i C18 k48 HPLC RAEH 9 & &
H e MR FAAE 723d - LRMS £ R{E (M+H)' =

554 . -

5 364 724

[1(R)]-3-[4-[(2,6-= &.AK-4-wtox ) F 8 AR AK]-N-£2 £-3-CH-sko& #
[4,5-c]oZ-2- 2 F &)-0- F K-2- R AR-1-1% I8 B

(724a) % B 44T 364 723a-d 895 2%, B K48 HPLC RIFH 9%
AR R R A8 724 . LRMS F£RME M+H)' =

555 .

= 364 725

[1R)}3-(4-3,5-R(= A F 2) R AR]REINI-# £-01-F 22K
N3-2-eged J 1 3-mbed- 5 = LELRE

(725a) % B £ 40T F£34) 705a-g - 61aFn 70551 9% ik, B KA
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HPLC 45 # 40 & E A B sy R KRG R LBITER 725 - LRMS %
£ (M-H) = 615 .

364 726

[L(R)]-3-[4-[3,5-R(Z= AT H2) K E AKX X NI- E-al-F £-2- A K-
N3-(4-og & F X)13-wB kLot —(ZRATE®E)

(726a) #: B XML T F34H] 705a-g - 61aFo 705i-1 697 %, AL KA
HPLC £ 45# 9 B B A% RBFHFHRGF£A58% 726 . LRMS F
£ (M+H)" = 625 .

5 3645 780

[1(R)]-3-[4-[(2,6-= F A-4-nboz £) 7 A A X A]N1-# K-al-(1-T £

T A)-2-BAR-N3-(4-7teg & F A)-1,3-w % 48 = TBu

(7802) F-78 T, M 30 4p i (= F R T 2 &) A A44(192.5ml,
1.1eq)¥y 1.0M = £ =k id ik de X\ 4-F R A KK T8 7 82(44.95¢,
175mmol)# 29 £ %5 (900ml) ¥ . T-78 C 1 -1N8d &, A 15 g4
DMPU (52.9ml, 2.5eq) - A kK% R4 4%, i# he e THF (40ml) T &9 2-
¥ 5.5 7 %8(5045g, 1.1leq). T 0 C2 1EE, Al Ri%
(500ml) . ¥ H% THF &, AAKQSom)#HEHXGHAA 1:2 T&-E
B(3 % 500m3RE . AAK(2 x 100ml). #HK(100ml)st# & 6932
Y, FROARE)FRE . REHBIARPTR, ALRIEB-TIR
(0:80)HLRMELEL Y. RALREETIEALAAT T ¥
. MS E£HE M+H) = 391 -

(780b) 4 B £ 4T (1a)8) 7 %, 143 A (7802) 5 B4 R 5 AERKR
B.GESHETRELALAATT—F5%. MS FR4E . (M+H) =
431 .

(780c) ¥ B AT (1) F %, RF BTS0b)RSEH R ZLAM . 5
REM(LBLE-TIR, 1585, K5 20:80, A5 257545 51T HE
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[LR)]-3-[4-[(2,6-= F H-4-nkog &) F R AKX E]-N3-(4,5-= F &-2-%
o H)NI1-# 4 -al-Q-FERE)2-AAR-13-®hER_THBE —(Z&
LB )

(816a) #:5B8 X A4LT 566 705a-1 89 % %, @i K48 HPLC R#FEHF 2 &
A 2A5# . LRMS SRE (M+H) = 594 .

54 817
[1(R)]-3-[4-[(2,6-= F #-4-ut=g &) F £ A K K]-N1-72 £-N3-1H-73| -
5-F-al-2-FEAAE)2-BR-13- SR = UBth —(ZRALTERH)
(817a) 45 B R LT 445 705a-1 89 %5 &, @it k48 HPLC RFEAH 9 &
B B#ZA5K . LRMS £R{E M+H) = 599 -

364 818
[LR)]-3-[4-[3,5-R(Z= A F X)X B A X E]-NI-2 E-al-2-F A R X)-
2- X -N3-2-F = -1 3-bed bt = LEL AR

(818a) & M XMLT 5] 705a-g - 6laFe 705i-1 897 &, EL KM
HPLC #£#3# 9 &4 225 % . LRMS FIE M+H) = 659 -
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52 5%, R’ R’ R’ MS
# %

1. Me Me - (RETFTEE)RE 367
2. Me Me 4-FRARE 291
3. Me Me 4-(1-FHRAE)RE 319
4. Me Me 4-(BRTRE)VEE 333
5. Me Me 4-FTEERE 359
6. Me Me 4-[[4-(RTE)EE]FRAEIRE | 423
7. Me Me 4-[3-FE2-"E-1-B)R XX E | 393
8. Me Me 4-[3-FARALFTRAIRE 381
9, Me Me 4-[B5-=FEAEXK)TFREIRXE |39
10. Me Me - EAEXE 317
11, Me Me MGFERE)T AL RE 392
12. Me Me 4-[Q-EEFR)FRE)|XE 412
13. Me Me 4-[4-HERE)TERIRE 412
14. Me Me 4-[B-#EFE)T EE)RE 412
15. Me Me 4-[R-EH)TRE|XAE 417
16. Me Me 4-BERE 277
17. Me Me 4-[(2-mr B)F RE| XA 368
18. Me Me 4-[G-wx &) F AEIRE 368
19. Me Me 4-[(4-he2 X)F RE)RE 368
20. Me Me 4-(RHTEH)RE 317
21. Me Me EE3 261
22. Me Me A 233
23. H H XA 247
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24, H Me F¥ 247
25. Me H 4-FREFRE 277
26. Me H ESSN-3 267
27. Me Me 2-RT % 289
28. Me Me - ATE 295
29. Me Me xE 337
30. BSR4 X 287
31. Me Me 4-[(3,5- =B REAX)FPRE]RE | 523
32. Me Me |[4-[[3,5-R(ZRFE)RXE]TREIXE| 503
33. Me Me 4-[3,5-—RREH)FREIRE | 435
34. Me Me 4-[2-FA-1-FH)FTERE)XE 455
35. Me Me 4-[B5-—FREXE)TAEIRE | 427
36. Me Me |4-[[4-8AK-2-(Z A T &)-6-%5HE&]F 4] 520
EIXE
37. Me Me |4-[[4-(1,2,3-8 ==2-4-F)E£]F R &] | 451
F&
38. Me Me 4-([LI-BE]2-BFRE)XA 443
39, Me Me | 4-[(2,6-=R-4- st H)FREIRLE | 436
40. Me Me 4-(IH-EH Zo2 - A PRB)FEK | 408
41. Me Me | 4-[4,6-=F A-2--@-2X)7AEXI XL | 397
42. Me Me |[4-(1,3-F#H =R RIFAS-ZFALK | 411
E:3
43. Me Me |4-[(2-FAX-6-T R A4kt &) F R 4] | 446
A
44, Me Me 4-(4-5hATRE)RE 420
45. Me Me | 4-[(4,5-=FA2-E=2E)TREKE | 402
46, Me Me | 4-[(2,6-=F %4t H)7 R A RE | 398
47. Me Me | 4-[3-FTRA-S-#HEFE)FPREIRE | 426
48. Me Me | 4-[3-A&-5-TEFEE)FTRE)XE | 396
49. Me Me | 4-[B-(ZBERE)-S-TEEX)TH | 438
EYE® 3
50. Me Me |[4-[[3-[[[{(&T & &) A 8 4] Taek]| 553
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R E]-5-FERE]|FREIRE

51. Me Me {4-[B-[(AETBRE)AK]-S-TEEE]| 455
VRA]RE
52. Me Me | 4-[B-[[[[[[(RT A2 RE]R A T8 | 634
ESER SIA-F 3E-F IR F $¥ L
AEIRE
53. Me Me | 4-[[3-[[(AFXZoE)RK]THBRE]R | 512
A)S5-FEAERE)FREIRE
54. Me Me |4-[[3-[[(4-Fk )R LR X]-5-F LK | 509
ESLE R 3 ¥:1
55. JLASR & 4 X 479
56. Me Me [1,1°-B& R]-4-% 339
57. Me Me - E[,I-BEX]4-% 353
58. Me Me -7 R, I-BEE]4-% 353
59. Me Me 3P 4-=FRE[LD-BRE]4-E 397
60. Me Me VA(ZATFE) 1,1 R]4-K 405
61. Me Me 4-(4-FERRB)RE 367
62. Me Me 4-FREXRE 353
63. Me Me 4-2-FEXEB)EE 367
64. Me Me 4-3,5-=RARFAAX)XE 421
65. Me Me 4-34-=FREXAREE 413
66. Me Me |4-(13-F#F B EFR-5-BRH)EE| 397
67. Me Me 4-B-(AARBERAE)XE 395
68. Me Me 4-B-FREREHRE 383
69. Me Me 4-3-E XA B)RE 359
70. Me Me 4-345-ZEFRAXRE)RE 443
71. Me Me 4-35-R(EZRATFE)RAAIEE | 491
72. Me Me 4-(1-2 X8 BRE 405
73. Me Me | 4-B-[(RAERE)FHEIZLAIRE | 398
74. Me Me [4-[4-[1-(BEEEK)TEIXAEEE| 410
75. Me Me d(,1-BEAR)4-HRAR)EE 431
76. Me Me 4-(3,5-— R RKERER)FE 510
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77. Me Me 4-PB(LHERB)RALIZE 412
78. Me Me 4-(4- AR RE)RE 398
79. Me Me 4-FEFE 275
80. Me Me |4-[[(2,6-=F Z-4-whez £ R A&] T £]K| 398
F-3
81. Me Me 4-[(4-EHEAE)TE|RE 420
82. Me Me 4-2 R EX 306
83. Me Me 4-[(REARBPRE]XE 380
84. Me Me FREE 21 23V FAEE 440
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45. a4 25-=FE4-E2 K)TRE
46. A% (3,5-=F &-1-wtek )T X
47. A% (1,3-FHF =R T A4-5)FRE
48. A% (1,3,5- = F £-4-atok B)F f 4
49. A% 2,6-—FE4-Ex 2 )FEE
50. A4 (45-=F X 2= E)F A
51. - (4,5-=F A2--Eep )P &
52. A% 2-(2-%-4 BV T &

53. v 7 aRE

54. i3 1-PEATE

55. L3 1-PATEE

56. L RE

57. b ARE

58. L 3 2.XTE

59. L3 2-3,5-—FEEEX)TE
60. 7 i 2-XLHE

61. -3 ARAETE

62. L3 35-~FHERELE

63. i BS-—FEEETRE
64. G- 2-3,5-=FHEEXX)T A
65. E-3 2-35-—FEEX)THE
66. L3 G-AEAS-PEEHTRE
67. ¥ A B5-=FREFXE)TARA
68. L3 35-—FREXRAE

69. A 2-3,5-=FTRERKTE
70. -3 GS5-—EREAHTALE
71. LE-3 35-ZRNREALE
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72. L3 [2,6-R(ZRFE)EX]FAE
73. Ll 2,6-(ERATFTE)REE

74, L& 3 [5-FEI(FTREAEXE]TRE
75. 7E 5-FPEI-(FTHREESXAE
76. T (2,6-=F 42 X)F R L
77. -3 2,6-=F A4tz KA L
78. FA (2,6-= fAR-4-mbk 2)F £ &
79. i3 QR-FERE6-FTE4atz K)P AL
80. v A (1-ZH)F &%

81. G- 1-2E8%

82. L3 R-EHTLE

83. vE Q-FE-1-Z2HFaE
84, V& 4-FE2-Z2H)FARE

85. v (4-"5HhEK)F L&

86. i 1-(4-"2Hh X)) 8 &

87. 7 4-ok & R X

88. P& 4-sHERA2)F A

89. ki 2-F A-4--5H )P R A
90. L 2-F E-d-wbei A R A&

91. L3 (2-F R A4 E)F A E
92. P& 2-(1,2,3-F # ==-1- X))z &
93, i3 Q-FAHFF22)F A%

94, Y (1,4-=FE-5-%=4 K)F AR
95. 7 A (3,5-=F A-4-Fokeg £)F £ 5
96. L3 (4,5-= F &-2-78-4 H)F £ A
97. L3 (2,5- = F 4B X)F R B
98. ¥ & (3,5-=F E-1-wtek Y &
99, Ll (1,3-A# =& 2 F5-4-5)FRE
100. P E (1,3,5- = F Z-4-wtet 2)F £ 4
101. - (2,6-=F E-4--5x X)F A%
102. & 4,5-=F &2k X)F A %
103. Ll (4,5-=F #£-2-F4 5)F A &
104. L3 2-(2-"&ek XYL &
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