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(7) 1&Bm Bk,

(8) & KB A RA RGBT BE,

9) dt AR B,

(10) 1&gt mmtit,

(11) JRBI AL,
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(12) = AL R RABRK G RBILE, F

(13) &A% HA.

(viii) AR (D4 1LS4, P B A bk vl T 492 B4 B,

# IR LB AR 69 3K

(1) KRB EAEFKE,

(2) #AE,

() Wik AR THARELARRG AL THE: (2) KERE, b) 1%
BRBIEBIRE, () HEARARGKREEL, Fod) KRELEAL,
(4) B A BREG BA,

(5) BEAMEBSARARGRTEK L,

(6) w1 #EARBS AR S rLes AR,

(7) dAEERRGRZARKRGER,

(8) £X; #F

Y A it g el T e R BEA R RA

(1) SRR BRI SRk,

(2) KB, Ao

(3) IRBEEABAE.

(ix) RPFEGQ)EILAY, LTI B A dydkh il F o9 BELRKH
1R 5 A BN 8 K 3K

(1) KRB RAFAL,

Q) &K,

() it AR THREELABRRYRETHRL: (3 KEBEL, ) %
BIREE MBI E, () HERABRRMGBKIL, f(d) KIBEEL,
(4) S DB A B,

(5) BAERRARABRNRZERR,

(6) o AZEARBREL AR b b R B R,

(7) 1 ZRBARYRZERRGBEL,

@) #X,; #
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Y A T AR ER A IR
A) & T A RAERRAS R
(1) 1REBIRA,
(2) T,
5 () #EAREIREL,
(4) W RABREARE 13- R0 A4,
(5) Wikt f Xk T R BERRRGREBRARG RIS L: (@) KA
A, (b) KEBEBE, () HAIKREb AR r R BR 691K 8 05
B, F=(d) KA ELEZEL,
10 (6) & RABK LKL,
(7) a8 R B R B S IR XK
(8) dBIABRMA AR BSTE,
(9) D BARB B AT R IRAR G R T B RR AL A,
(10) o 5 ZBRAR eI AR be K
15 (1) dyebo AR SRR,
(12) KB BB,
(13) & =R A R KBS BLA,
(14) 1B BE,
(15) ==X,
20 (16) oy "Gopk KB B9 IR B BE A,
(17) BB EAEBX,
(18) B IRZUEABRAR L RE THA,
(19) w5 ABRAREGHA,
(20) R FIARBUR B IR BRI B,
25 21) e fRAU B BB G KA BLE,
(22) mEABRRGFTL,
(23) #ARBLBA,
B) it TRHLMXHLH:
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10

15

\N \N/,w \N \N \ \N____\ \N“‘T
Q k/o O Q ‘bo # L
£ FARAAERRA; K
C) Wit § A T ey 3 B B e BB 2k
(1) &Rk,
(2) S ARDRE,
() AT EREAERBRANRL: (@) KL, (b) KEEALZA,
Fa(c) KBLLBA.
(x) RE(i)eY1LE4p, 3 F 3K B 3 ddkik A vl T o A B4 5RAAR 4
RGBT FILIRAR 4 KK
(D) #&X,
(2) EBITEEHKE,
(3) KRBT EK,
4) #X,
(5) Bk B AR IR M RE R,
(6) H KB BABRK YKL EL,

NOR LT TN LT ERTET VT TS

20

25

(8) dyFARko KB E K,

9) BEEAREE AR AR EEL,

(10) sy R KB A RAR A E A A,

(11) BRBUER KR AR EE,

(12) A TARMERBKHRL: () KEmL. (b) KESEELAE
&, F(c) REEBLE,

(13) dit § A TR RFRRR MG RATRE: (2) KREEL, (b) &
BIRBIAAREIRE, (0) BEARRMYKRERL, F(d)dh K5
ARABKGREIL; #

(14) A-O-NH-C(=NH)NH, ¢4 £ H}; #o
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Y A drit f A TR AR B S 4a A R 3R A
(1) 1&Br A,
(2) W R AR AR BT AL
(3) BB AR AR,
5 O YVES
(5) B EAb RAH IR Bk,
(6) ikt stk vEuRak. 4,5- HEek i Feked R0 RABFa e IR,
(7) K BIEBeA,
(8) & =R b AR A BRI BITBEA,
10 (9) st R BRARG BAL,
(10) 1R Emmbei,
(11) &I R,
(12) =B A RABKGKBIRE, #
(13) &ARKH.
15 (xi) ARIE(ii)491LEH, £ ¥R B 4 dakik §rh T A RERRAH
RSB B AR 69 K3
(1) &E,
(2) RBUIEEREHEL,
(3) &L B,
20 OF:F 3
(5) R BB R B 8 BEBA,
(6) ek AR A IR BT R,
(7) dyvoikih. TROEA SR EI AT AL,
(8) HEARTERARGHEL,
25 (9) B ERREARNK AR EHAE,
(10) o2 R~RAbe BB ey bl b A A
(11) dyfismbe A -k B B B B,
(12) A FRAERBRKNEL: (2) KELL. (b) KL LS
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Fa(c) KALBLE,
(13) dit Ak Ty R AERBRAR M RATEAL: (a) KEUEL, (b) 1%
B REARLIRA, (o) WEEABRRHREEL, FA)d K8
A RBEBAKGEBLE; Ao
(14) X-O-NH-C(=NH)NH, ¢4 X H; #=
Y A it @ vA T 69 R B AR BRAR A SR
(1) SIRSUT R BRI,
(2) 1&BEEL, Ao
() B RA R L.
(xii) HRIED)ELE4, £ T B A ddkst ik THARERRKL
TR BB 89 K3
(1) %X,
() B REHEE,
() KB EL,
(4) &X,
(5) HRER EA B AR BRARGRERL,
(6) HRBbt BB YR B B,
(7) ddorik. Rk keSS B A,
(8) hEARTERKMBEL,
(9) & EERBBARR R AHE L,
(10) ¥ E ARSI A IR HoB S B
(11) S RBSE-RBE AR AL,
(12) B FAREARRNOEL: (1) KARL. (b) AR iu}i\;éi
A, Fo(c) KELBE,
(13) @ik A FHAREARRAEETRE: (2) KERL b) &
BRELEARBIE, (€) BEERRGIKERL, Fo(d)d —AKE%
ARABRYKELL; Fo
(14) X-O-NH-C(=NH)NH, ¢§ £ H]; #=
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Y A d A T A B ER B AL
A) d il TR AER AR A R
(1) KB,
(@) T,
5 (3) BAREERAL,
(4) BB ARAL 13- 85K K,
(5) Wikt B A T & R A EERAR A RARNRGELERL: (a) KA
A, (b) REALBA, (¢) HBRLR IR RIERMNA LR
Beik, Ao(d) MAEBLEA,
10 (6) & RARMKMGBRLERK,
(7) {450 B F A B 6 IR BT,
(8) W AAIA MBS,
(9) HBRIBEATRBR M R T B BUR M KBS,
(10) dFARRMGKBIRE,
15 (11) dyu KRR IREITR,
(12) &b AR KL,
(13) d=-RB AR KK BB,
(14) 1&BIeBLL,
(15) %=X,
20 (16) dy "ok JLBRAX A IR BB BR K
(17) 1B LB,
(18) W& Lbr A M EE Fae,
(19) sy FABRMRE K,
(20) R Bb BB B IR BB,
25 (1) HRLE B R AN IR BSTBE,
(22) hEEBAGFTL, F
(23) #AARBRLUBEE;
B) L g FTAMNEHANLE:
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QQ@ o=

«f@@ﬁﬁi&ﬁl&@&&, £

C) it § A T a9y R AR RS IK BRI

(1) B,

(2) EABRE, Fo

(3) & A T A AE B R (a) KRBT, (b) MBREBAEEL,
Fa(c) 1RA LB,

(xiii) RE (DAY, L+ F B A ddkik vl Ty AR RK e H
FEEAX 84 K3

(1) KB L,

() #&X,

() A FTARAFERBRAGRL: (@) KERL, b) KEREL, (©
KB EARBERA, (d) LERKERE, () HMEARLFLER
R FEBRRG KRBT L, () IFARRGKERL, F(g) dk
B B R B

(4) "HuRk. mbeSbrik. TRSEE ARG,

(5) %KL,

(6) o # AR RBB AR AR,

(7) s #ZEARBSEBRARG S, Fo

(8) ‘ALK EL, Fo

Y Jhdyik B A T ARERBRAR AR

(1) BB,

(2) B B A KB

(3) BRB IR AR,

(4) KA,

(5) B RLE A B AR MR &,
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(6) it B . BRI 4,5-Z SR KRk Ry R ef KA,
(7) 1&LBIRBIA,
(8) W =~ REM AR R RBILBLE,
(9) dyrb A B e B,
5 (10) KB A BB,
(11) 1B he BB,
(12) & =RBRERERROKESLLE, F
(13) §RAEH.
(xiv) HIE(i) &4, ¥R B A diid il TR HRAHK
10 HBAK G XL
(1) &8 EE,
() #X,
(3) B FAREEBRKGEL: () KEumt, O) KERAL, (©
KB ERXARLBIE, () BEAARALE, (6) 9BURBITIAEAIR
15 REEEBFRGRELE, () dFEARARHRERBSE, F(2) Bt
e AR B IR AT A
(4) "Bk, wbegbtik . TRORA ARG,
(5) AA%REE,
(6) W £ EARLIEBNRGRE,
20 (7) dEEARLRARNKGERE, Fo
(B) ALK EL; F
Y 4 ik £ vAF 69 R B AR B 6 2R
(1) BB )RR E,
(2) KB E, =
25 (3) RSB RS,
(xv) RIE(I) LAY, HFIRB AHmiik § il T & RERMAGHKA
A E K
(1) {&BIr A,
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(2) #&X,
() A TR EAEABRAMN AL (@) KERKL, ) KEAREE, ()
KAZELARBER, ) BRRERL, () HHRIKBLAIELIR
ARG ER BRI A, () IFABRRGRARL, () dot
5 o B A BB,
(4) "Bokik. wheb Ak, RO R KA G RRA,
5) oA,
(6) A KB E B RTE,
. () WEAREREARARGRERE, fo
10 (B) KB -REL;
Y el T A B AEABRAR A IR
A) @ T AR AR RL:
(1) BB,
() TR,
15 (3) A KLBIK,
(4) B REEEABKE 1,3-—F KK,
(5) Bkt A T A AERBRAR Y EEBRRGKELE: (@) KA
A, (b) KMASBEE, (¢) RABRALIEIRA N RIEBX KLU
B, A(d) KB RAKE,
20 (6) s RABRALIKLIE,
(7) S RER BB G RA K,
() HHRARARMIKLITE,
() AR BSTIAF B IR RA FBABRAR AR R,
(10) & F A B AG KBS
25 (11) et KB KB,
(12) KB L R A,
(13) &y =R A R BARA R BT B,
(14) 1KBHEBEE,
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(15) &=,
(16) ook B B R BB
(17) 1RBSA BB,
(18) SRR I I 40 S TBLE,
5 (19) &5 KB HA,
(20) R SRR A KRBT B,
(21) B RSOR BRI A IR BB
(22) HEABRRGTE,
(23) A KBLLBLL;
10 B) it f TA LM X9 4LH:

Ny \N/’» Ny Ny \ \N__\ N
SXORORS RIS
A EAREAERRA,; K
C) dik A vl T R A FE R BAR AR B A
(1) B RE,
15 (2) fARGRRE, Fo
() IR TFTRAAMEABRKYGRL: (@) KERL, ) KERELEL,
Fa(c) IRBLTBLAL.
(xvi) IEE). (). (). (iv). (viD). (X)R(xii)sg1ea%, L+t
BEASH 1ANRIEARRT. BRTFARFHERT A
20 4-F T-7LHIRE,
(xvii) ARIE®). (i), (D). @v). (vii). X)X (xiii)egeadh, HPibd
RIA AR wkek fr K (piperazolidinyl), vkoz K. kEA. D
ik, ATk, FREA. FURSTA. kit BB A X 13-
ZEHE,
25 (xviii) ARFADKKEY, LT TAHLAA:
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A TRGLAHA:
HTFRGEH:
ATFRGEA:

ﬁ/@i@:

R' 2 o B F RAKLBISE

R*> it AT oy R H:

A) £RF,

B) @ik B vA T &) K B BRAR 69 IR BB AR

1) IRER AL B E,

() B&,

() Bt AR THEAELERARGEATHIE: (a) KEKRK, (b) 1&
B A EKEE, (©) MEEABRKRYBKRERL, f(d) KEREIK,
(4) kR A,

(5) b EEARBLABAAR G TRTELHAR,

(6) A ARL A I Ay rbed e BB

(7) bAEEBRRGRZEBRRGHEE, Fo

(8) £X;

C) dyik B vA T 64 2 B A BRAR 9 1R Bt Bk

() #&X,

Q) ‘KB ESH AL,
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(3) KBS EK,

4) #&3,

(5) HIRALL R AR B 6 SRR,

(6) vy fEREEAE SRR AR B R,

(7) drdoksh. JRoT A SR IR A,

(8) W EARARRGHEE,

9) & F2EARBRARA G RARA,

(10) vy AR BBL R BAK by Bt B,

(11) efdSRbn -k R A B B,

(12) bt A A TR AEABRR G RE: (@) KEBEA. (b) KEEK
FHREE, M) REEBA,

(13) i H A TR AERRAGEE FEEL: (@) KREEL, (b) 1&
BHEIERBRE, (o) BEEARARHKRERLE, fF(d)d KB
AFABKGRERL; Fo

(14) X-O-NH-C(=NH)NH, #9 & H; &

D) wyik B A T &9 R E BRAR GG 3R

(1) B ELE,

() &%,

(3) Wit A TR AFRBALRL: (a) KERL, () KERE
A, () KEBEREARKARE, (d 2AKELRL () HHKLR
AR B BABRGRBIA, () dFEBRRGKERL, F(g)
u RS A BRAR 6 (R RO K

(4) ok, ottt RO R R ARG A,

(5) FaERRKE,

(6) B HAARBR AR AR,

(7) BEEESIEBRGRERL, Fo

(8) MBI A-TRB A,

A G R4 Ao
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RPAHRKRF.

(xix) ARFEVIDEILESH, £+ Y AL AR TFTHEAR:

(1) KB LEARBRAR 6k,

(2) wHE A A T RAAEABRKGREBRKRGFHRL: @) K%
A (0) KEBUREAEL, Fo(c) KASBEAE,

() Wit § TN LM XX ABNRGREL:

N N\ \ N\ N\
N N N N
SRORGRG T
0 _

iy BARE FELBRAR,
(4) B#aL f L F oA AR R R ERK Y KER A BK Y EL
BAMIRLA: (a) KARBK, FOb) KERALERL, &
(5) MBARESFAF LA BARKMKERRBRRGFRL; Fo
R*A%E A THAR:
(1) &£&F,
(2) A&,
(3) kB AR IRA L KA,
OF:-3¥
(5) LR EL,
(6) d kLRt FA AR RIUR AL,
(7) i BEBRRGKLTEL,
(8) W ABARLRHAT L BAX 4 AL B S K B Bk,
) KB A FL,
(10) #i,
(11) i A T EAAERRRGREEK L (@) KERL, F(b) £
ARBIEL,
(12) "Bok kg . wbel b A A . R RS A R ARGk A B R,
(13) @& AARBB AR AR 51 X b 2 R AR 2 B, 6wt
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(14) &I,
(15) RBE BRI HIRBAR IR BB,
(16) AERBEA,

5 (17) drkit & vATF 69 K AR B A R F BE X B KB L (a)
REBERK, () BEAKLALE,
(18) dyrdmk B R B g R B A,
(19) B3 AR LT A BRARG R R B ARG E, Kbk
£ IR BRI B B R R AR IR B, 3K

10 (20) A IRBBK.
(xx) HIBE(xvii)#g1La4, LF Y Hdik § FRAGLH X9 £L ARK
EIS A%

\N \N \N \N —\ \N__
SRORGRG Y=
(0]
o EARE BRI, RH Wik A T RERRKN AL
15 BARMTIIE: () KRB EFD) KERBRL;, &
R? hit g A F o9 2 B
(1) £&F,
Q) SA-BRARAEL, Lhit A THAATARK: (a) KEEL
Fa(b) 1&LEH FARBIL;
20 (3) IRBE ALK,
ORLEITTNTEI T TN LS TR 1T TS T8
(5) W RAUEE A BAK 8 SR T B TR A RSO AL,
(6) FE-KAIRE,
(7) @dok kA B IKERL, o
25 (8) BEREEL.
(xxi) B (xvii)sg4Le40, St Y b o) EAKmbos i A B M R K
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By AL R ERAR AG SR BT AR AR ) A T ) A R B e R
BARAIREL: () KEHAL, ) KELBREL, F
R* it A T ey | |
(1) 8&F,
5 () #A KB,
(3) HAREIA,
(4) BB FABAGIRBIT R, X
(5) it AA T A HABRARNHEL: () BRISCAERRARGRE
Fa(b) "ok,
10 (xxii) ARB(xvil)egLe-4, b Y Ak oA THHER:
(1) @R EH 1-3 MR T 94K B0 R B A BRARAR M KA,
(2) dBEH 12 MR F KRB B A B 8 R BRR G KA,
(3) HHMEARRE EAELRAR A rtbed bo-1- R B X,
(4) G EARRAEFAIRA AR -1- BRI,
15 (5) BAEARA AL AR A Dok-4- KB IO,
(6) dAEA 1-3 NEBRF IR BB AR B 69 RSB 891K bt LB
REG I, X
(7) BEH 1-2 NIRRT 6 IR0 B R B 69 BRI B 2L
A I
20 (xxiii) —#Fik { A F oYL W R A B F E TR HE:
1. RX-5-=F R RABR-3-[4-(N-FBAN-FRERLZFTEHE
A RA]-N-(5- BT -2-F) K ek oy -2- F BLEE;
2. BRA-3-[4-(N-TBA-N-FRARL) R TEHEEARK]-5-2-BAT
A)-N-(5-R At -2- ) R ok od-2- F BLE;
3. RA-S-(Boik-4- R )-3-[4-Q- AR 5e-1- )R TEEA LK
A ]-N-(S- 2 ARt -2- ) R Hf ok v-2- F 8L, Ao
4. RAX-3-(4-— F A BAIR T EHALL)N-G- Rz -2- )%
Fok h-2-F BRAE,
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(xxiv) —#0 B X [1- 118502 8 M 8 KA kAT A WAL 5 ETH

g3
O :l' - Cl
{8
/ o)
O "“ (1-1]
;N\/
AP X5 5R LR AR,

(xv) —# K216 K5 sk L M B 2
= R1
P e

0 R3

NH;
AP HFTEA LR XA0F.
(xxvi) —HH ALY, B4 LAY H MR A L(>)-(xxiv) F
AT — RIS M R BH R ETHRSZ 68,
(xxvii) —F34 7 AT MM F ik, FROELTHRERHELA
ME AL D-(xXiV) F AT — R IAW R BB F LTS5,
(xxviii) A _EQG)-(xxiv) ¥ T — R M R L F LTS LA
BT R A R B E T AR,
(xxix) —Fr K £ 5| ABEAS XM B A3 (phospholipidosis) 4 74 77 fe e
Bat#d, BHheshhERATNBFTHHKREH 0.1-3.0 Likg

- ELAA 100 iM K A& IC, 1889 FXa #7146 9 B F Xa (FXa)d

5 .
(oxx) —FP R K ERR RS s7 alhb R8sy, Hhas
1A B MR A8 B2 AARARA 0.1-3.0 Likg K £ 1% B LA 100 M
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R E AR IC, 1A 49 FXa #4114k B &5 FXa 37417,
(xxxi) —FF AR ETR | AR RBHEFFEY A T 0 IR T 6 77 Ao AL
05, HWOSEHERRSG R FTHFERERS 0.1-3.0 Lkg S5 1
# 100 nM R, £ 1&.8 IC {5 69 FXa #7414k A ¢4 B F Xa (FXa)dw 47,
5 (xxxil) —F AR LA @ F e AT 0 RLY-F 675 ol f e
B, HYOSABTHASNETLHARAERA 0.1-3.0 Lkg X £1&
FHFEEA 100 nM XK £4&89 IC, 4844 FXa #74]4F A 69 FXa #45)7].
(xxxiii) —FF R LRI RSB KMEF 6 77 e R 54, 3
) LA 7% A FXa 4R, Frik FXa #0#I5 24 T X643
10 DA

A LR FHAERA 0.1-3.0 Likg 5 AEA 100 0M 3 £ 1&# 1C, 16

% FXa w44 A .

(xxxiv) —FFE N LR amREe 47 alf a8, i
15 LAY A F MR ALY FXa #4815, P& FXa 3415 B A T X493

M)

HEBTFTHAARRSY 0.1-3.0 Lkg F=LA 100 nM X, £ 1&84 IC, 1544
FXa ##14EA .

20 (xxxv) —F AT e RETFETaeH Ry, MEZHEKER
T ALERE AR R B 6. A4k A E AR %-49 FXa #9415, Frik FXa
#HHEREH TR o4H:
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I
NC 0
' —\H_<:>_ﬁ
NC NC
# 0B FHAARERS 0.1-3.0 Lkg A= £ 4 100 nM K £ 1%.69 ICs, 1589
FXa #4146 H .
(roxxvi) —H AR IR BT I A b 64 B T 0 RATF 8 5 T AR
5 B, Frkshdh o1 AE AN FXa w4, AT FXa 374|H
BB TGRS M:

F AR FLARAA 0.1-3.0 Lkg A= 5L 4 100 nM 2, £ 1K) 1C, 1884
FXa #w#l7ER .

10

KARLAGRERK

AT X F K mAiE KK A egea-d(1].

RRAE B Sh489R, FABBAGEMXGELPRAHGKE “K
B BHER 1-6 NRRTFE AN KA LGk,

15 B, “RKEREL GEHETE. 2X. AL, FAL.
TA. FTAMATEA. T KL, FAA. AL LA,
L-PATHA. 2-FATA. L2-—FARA. TA. FTA. I-FR
REL 2-FRAAL. SFAAL, LI-ZFAETE, 12-2FATA,
22-—FHATH., 13-ZFRATHE, 23-_FATH, 33-—FATHE,

20 1-TEATE, 2-TETEA. L12-= 987/, 122-=FEHE. 1-
CA-I-FARK, 1-CA2-FARESF, Ay, BF 14408
BRIwmE Ak, $BLFR. 24 &L, FoRi. TA 5T
A HTEFRTALLRSE,

R “RIRAR” BHEFERTLEESTALRAGHEAY
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BAE. AT, BA H4ARRTORELAMLL, FELHL
BFEA. CRA. AEA. FRRA. TARE FATRA. #T
F A Ad T RAE

“BAEYPRAEMGRBELEA R GHKE” HEa s UK
LA . “REATBHFL A “IRBEE K P XK (alkenylidene
group)” .

“URBEIRA” OEFAOIEEF 16N BRRTHEEAS I B TR
i, LEREFHR. X, 13-B/K. 14-TE. 1,5-BXA.
L6-BTAF. AT, EH ISAKERTFHRREANL.

“JRAR T2 44 M 3K (alkenylene)” &4 K QL IERA 2-6 N RFH A
HALBTHEE, LARDIHA. TRABE. BTHE, BX
WAF., EEMNF, LA 2SABRFHRERL AL,

“URBEEM AL T A (alkenylidene)” #) k4] @46 LAK 2-6 MR T
A TR, AR THA TR (vinylidene)., HHFE TR
(propenylidene). T % % I ¥ (butenylidene). /&% % ¥ % (pentenylidene)
¥.

“URAKBA" o) EH QiR TMKARBRG R AR L “OH”
EAHAGESREA, LERTHE. TBA. ABK. THEAF.

“betn K" EREA 14N BRI HRKRT. BERTAHRE
FHRRTFRFRETEA, KiEHSH 14/ 340 8E8TF. £R&
FARBTEHERTH4ET- LKA, AOLKROIEER. £
GRS PR WA SR WL S L ST S
Kook . %A, F%TE. it Eer X 13-—85
RAF. AEFAHERATY, %ok, REL. HREL IS

“TraFa e EHEH AN EIEGRAT. RRTFHR
RIQERFHOTIFRTL, RGEASH 14 M2k g RET.
FRFFHRTFHLRTNA-ET-LLTL, BOLTROIEER.
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R R S S A S N LT L S
AL oked R ovited k. BBk REREeR K. 45-ZSMEeR AR rEe K
FEREF, ALMAGTefe 08T, ok, ik, wE
AL Ey K. BEed . 45-— SR KAkl K Oh ARk,

“BRF” HEpiaiEh. R. EXMET. AEFAEHTE
FF, K BB RTFHHKL.

RiE A7 BRTRMEBIA, REHFRTA.

ARiE “FR ERAAIEL, RAHEL,

HAFY BEREERN, FF Y BAZG-HAR.

WM HF ETRZHL OIS MBS 8. 85
SURBR . BBR. AER. BRFHRNYL; S5ANRG| TR, .
RER. 8. AR, HAK. TL8. DR, LB, ERK.
BEB. MMER. THER., LRM. F3BRFUAMNYE,; SBHELR
ABA I RARBR. SRBRFVRGE; 5L B0, 47. 4.
5. FHMRMHE;, SAEIBS e TE., L. LHESEBANE
REBHRARI| B AR, LEBRFH AN L.

AERHRSH N TRAEELEGH A ALEFAIHYFTEERE
AR LA E R .

o5t RERAKSY(l]eFESTARL. Kod. ERSDRK

EREBARF.

sesh, SIS EA KR, CTATRBAOEX. AX)
B RALE, SHWIEA Rafsl gL, STUELER
MR KA, S8 W1EA RAHFRBTH, ©T AL
FRMRAE L, LRL Y Q35X 5 FHkF TGRS,

Foh, AR S W[1] stk LR B HILAHEITE.
26 ) 0458 13 A F RS A BRI AW T AL E 4l de R
A BB AE A e AT,

#BILAF 7 ETHERL R A,
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[ & A]
BEAZAHNSH[1] S+, Bk X214 REA44:

L HEE5U LR AR,
5 5 X[3-Al&YRBRALESM R A C B IR ERITAME AL
YALCOOH  [3-A]
AP HEHA LR,
THREGHE T AR R AT RH AN R En LA e84

69iee-dh, 2P X[1-Alé91eS-4h:
_./R1
LA
osg
|
e

(1A]

10 0
AP A HERSARPRHA ARG IR T R EASGNEE, FE
HeHFSTH5U LR A0E.
[# % B]

15 AEXRLPGAH[1]E +, Bt Eegism[2]s X[3-B1)
& 1ea-4h:

YAZH  [3-Bl]
EFHFTEALRXAE, FX[3-B2le44L4-4 K A :
L!-CO-L* [3-B2]
20 £F L' L AMEAXRFR G BE—ANH B E4AH,
THELT AARRT, KB AHEH, FEY AERBARGEL
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#ea-d, B X [1-Blegady:

0]
| ¥
[1-B]
N 2y

AF AAHAERTHEACHHTEALELMRE, AALT A HE
A EBLEHFTEHULELAE.

e RbeE, ZRANL. TRMREA. BERL. BRBLE-BLEL.
BRE-BEL. FEAL. TR, B, K#E. F4ib(quaternary
amination). FHAL. wteb A, RAXKBREAGRY FBRPF, &
AR AL, PR Y Fo/ AR AH[1-A] 3 E[1-B]49 3K B
HERARE R AT I H L AH]1], 5T 5 &1 A4(1].

R RAGEET ik B2 HE

Wit @A T 87 & T A &1 [2]:
HoA T X[10] 894064 4 BE K 4440 4 R,

OH
CHO

EvH 550 xR,

2| X989 e-4:
OH
CN

AP HE50 xR,
&AL [9] 5 T A[8] 491 E4h K AL :
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10

9
3 C (8]
L\/

“op!

At LPABXAERP ARAGRYP LR,

7B X769 8%
0
I
0 — op'

AFHSEREZXAMA,
RALSH [T 69K A H P BRI, F2|X[6]694L4-4h:
0o

et

AP H5 50 LR AR,
o ReF, ERLBESNAEMITEYE, 20 EH[615440[5]

BRL:
/(—“/R‘
\_7/
3NH X /

APRHFHEUALESAR, 72 X[4)641004:
—— Rl
t:/ /<—__>
F B4R [A]5R 4
B3k, @it X[914 40 b4 b K [12]69 4044 KL :
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— R1
R,
L4\/gox (12]
EP L AZLARAELEEHFTERALZI AR, T4 &40

[4].
i it 4g X [13] 494647

LS
5 CN

AFLABZARALEHATEALELAR,

5 X [14]6940 -4 B
___./Rl
Y,

X

H o [14]

EPHTE5U LT LARE, &7 8 E&1004[4].
10 7 9b, Bt X [11169108% F BhAL:

OH
[11]

EFHTHALZARE, THE&X[10]6914% .
R VAT 5 37T 5k 3604 £ 75 ik [Al#=[B].

15 [F#& A] _
VARl FBBRALE TG B, T RA&L PIRANLSY[2F b4
B-Al#l & eH[1-Al R A, B, THENERNT, AHSNEL
REFRALET, FHRLE, EBRERANALET, BitEsH[2]
5S4 [3-Al. LEBRMTEMRLLERE, THITERA.
20 AT A FAEA 30 NN-Z K T XK = BE(DCC). 1-T4
SB-G-ZFERARIVE —EBREDC)K L EBE . Bt —okek
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(CDI). — & A&:8: 4 & R/ (phosphoryl azide)(DPPA). #ABEEL
— ZE(DEPC)%¥. vl LATA #9iX# F, DCC. EDC XA 8k & A4k
ik,

A4 (3-Al64 & AT 84 4] B3 F AL AR ST A,
BlheBtE . RABE. EHEE, THTIHLESDB-ABMLALE
MAT A M 8RR 6 B L35 RARBL R, TAABLE. EBmA. N-#£
Ak plde -RAEABRTAE, -BRAEA LS, B Ep| 4ot
FEAKERF. ALRANZERN T, BRABR. EBA. 1-2130
BT A -2 AR = h ik, BeRT EALEKL.

A [3-AlRE AP [3-AlE AT AW R EH s L
MBE | de Bk . SUEBR. ABFHARNE. RATEAGTERE,
BAERALRAT A, HaiERAKA V.

B ST SR AR R XA GG ARAE A SR AR R A B AL
i, TH A TF AR, LA K P Q1 RS dosi s B 2R B 25 (3K
BR4N. HBRAT. BBAT). BRI EERE(EBEF). BREBK
BEAN(EMEAN. EBEFF). BERBLSMB(ERMLM. &K
AP, BEMNEF). AV EH O KEAREABRCETHE. =T
B, —RARACES). BE(1A-ZRERIRR22FR. 1,5-= 8%
SRER[4.3.0]F-5-%. 1,8-=F FRIK[5.4.01+—#-7-%%). BNN-=
WREE. NN-—CEARE. 4-—FEARARZH). . —F4

Lok, TATHF. ALFREYBRY, 0B, —FRLATE. 4-—_F

A FO R Aokt T R R L RRLY., EEMNAERTALE
T, RAABENAELET, THARLAHRE.

BA 8 B Q3 R FH BB 61TV WIER], Bldo B RB(RF .
ZRFR. ZROEF). FHREK. FE. ZFXF). B(TER,
—RALR. BEkH. AR, 12-2FERLECKS). BLE
LEEF). BBENN-—FL RS, NN-—F L ok, 1,3-—F K-
2-Kek B, B(CHF). —FAZR, HoE. 2,6-—FERTF,
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BB QIEHAER B S XBEA, wR4E, AL OIEIL
R GGAEAT —F 5K R . KB ARIB BT #) i AT AE Y
BER, BEALAQGENT, —&FR. §#H5. FX. —FX. o
R, ZFGVER, NN-Z PR FEBAE. NN- TR B, 1,3-=
T2 R WO F bRk, S BA R R T . &4 NN-
P RTBBANE., REXVRETERSHERGREB RS
7. Blde, RETHEAE-10CER A RS HENERET E#,
RFER RS E 60CF L,

7 #%[B]

FEEWNERNTF, EEENBRARNNALET, HBATFTHREAL
ERF %, T R4 FBidgasy2]s 55 X [3-B1]4#=[3-B2]4
-t BB #) &1L a-[1-Bléy 7 ik,

AFX[3-Behgieb-they B LA A R 030 BT, 1oH[3-
B2l#y kpledEkA. Z A, CDI4¥, FEZRA kit

FE B & 4 ) 6 BUR TR A 69 55 4] €L 36 AT Mush.,  RALBREY
KB QIEMAE BB (B . AT, BRATFHREEBERE
H(EAB B, BEBRESTF). FHuitd 0 eI KEREABR(Z T
B, TR, —RALTES). B0 REXIK[222FH., 1,5-
ZRIR[4.3.0]E-5-2 . 1,8-= F 2 K[540+ —BK-T-H %), k&
(NN-—FEHB. NN-Z ARk, 4-= FARERRF). o,
ZRRE. TATHF. ALAEGHRY, 0B, —FRAETE.
4-—F X RIS A B R4,

R 84 K ) LI R T IRE L AT HIER], H4e GRB(ES .
ZRTR. —RUKRF). B(TE. —FAAR. WErkh. —&x
R12-—FRACHESF). (LB TEEF). BN N-— ¥4 F i,
NN-ZF R TBEE, 13- F X2k 558 %F). H(THF). .
2,6-=F ok ¥ o 08 AR L S AL AR W RAER], RS
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2. HAARIEFTR 693k R BAEATOE R IER] . A LATR A F,
ZRTR. waskd. NN-ZFHE T8, NN- 99X k. 13-
P2k ER . R F AL, FE—RTEANN-FAT
BUBEAA KL, AEXARETE-T8CERERSHGHENTHE
5 BB AK®E, #ldw, RETHEE-I0CERERSWEGHEHER
BT 5, RAREKANETRG B THAT,
F I, EkF k[AFR[BLE, R B, A4 &4 K [1-Al#/%[1-B]
WA BA —ARESANTHBIGEAELR Y F/5H K B (g IBRARALF
#H—F R EGRSEH T (2P k. BB OH. B, #
10 B, A, REFHRPAR), BIZHTUATREMELEWL, &
TAEE] B #940a-[1].
%o F TH#ATE Z#ATHA FREL. EREREL. BRI,
B A-BEAL. BRAA-BML. FAAL. BR. BRA. KB, T4
. wkeg A RARREGRY FeBLARY 69 B R .
15 TR, AFATETEREREL, Fldo, FHAEHEHNT,
EBAEXTIGLET, AL H1]EREAHF LR, A
B, RARFRE, THATERE.
AR ke KA QIE RN PBR. R O I6ME BB
BB, R, KRET). BEEBRAL(EMEMN. BBt
20 E57F). BEBLENM(ARIM. A8, SAE/NES). .
A EH O MERRAB(Z LB, ZTh. —FRALES).
B4 R RIR[2.2.2)F 5. 1,5-=f. 2 RIR[4.3.0]F-5-5. 18-
SR RIR[5.4.0]+ —BE-T-H ). R, —FHRekeE, TATE.
. VA LB 84T, RE BrKBR Ul de B Bi4N . BRBR AT AakBR s, =
25 L. —RHARTE. WRFHRiL,
ETANBAE BB Bl oA, Bbth. RIS, Bh
THFTFRE.
TRAXRFREA GIEATHE MR EF (KR4, FELEH 60
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(B, —FALAR. WEAH. —RAANK. 12-ZFEATKEF).
BEBNN-—F A T, NN-—WHA 8k, 13-2FH -2akep b
BF). WR(THSF). BA(TE. U8, AF). —TAZR. w
R 2,6-= F I F oo @8 AR E L ALK IEF 69 RAEH], 4o
Kb, HBAREPT A Wi BT OENBER . A LT 89 EF)
F, WirkH. NN-—FAPoMe. NN-—FHL8E, 13- 294
2K TR OB 9 A BARF ARAFENN-ZFEF
Biie. TRE. TBEACA6gRABH A Ehik.

AEXPRRETELHE P THREEEN, HiLE-10CE
BRL A 64 3k 5 6018 T #AT.

FEN, AERF ETERERMBER, Hlio, £OENE
My, ELENLBEENDLRMNELET, REMLEREST,
FoENG L BRARAFET, Bl [1]5 48 564 B KA
BRL =T #4718 BAL

BEEERY, THRAETERLEREENMERF (AR e); K
1, FYABBAEE L RH Bl oM S . = LEBELME A,
FAEMEAAF ARk,

Il F AR 4o TBR 5 R AABL A 4o 2k BLF A T H A B K
XREEY, XTHATiERME.

F Ik, B ETAER A (1] B RABEA) 4o 2k B F T K 2 09
KR, S P Fofl 6] 30f Vk(dn = TH) R 54 B LB 3 (o
B4R T AN R Y, LTHFTFHRE.

AR R F B AL G AEAT W BB F (R AR %)), FEAE T H 64
HRBEEG. —AFK. —REH). (8. —FRAAR. w
Sokd, ZRSR, L2 FEATRF). BENN-Z T4 ol
NN-ZF R T8, 1,3-Z FR-2-R- 0 BR%). B(TH %), %8B
(K. TR Z9XF). B(TH. LB, ARY). KFOQLHHX
B S BEN G REER, wRLE, KBAREHT AR BT
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fTaEEn. ALAFEHENY, —fF5. R TK. Wa%
W, 12-—FEA L. T, OB . REFAHKL, FELRAMKSR
ZR TR SRR TRAE.

B RS EAHE BT OB ERE AT, FleRETHE
E-10CERHERAHAHE, LEAERSZRSMAGHEHEET
#AT.

EERBEANGET, BBHILENL, TEMERKL YR
B &RBAH & R etese-K. 44-8K. fitbdh. ERARF.

Best, BRG] 4o LB H R E RABE A o 2k B ST A )
ALRREHFY, ETHATERA.

9%, HATRA L[] Ah S B AE e B F T AR 69
KOG RERS, B3 6G F Faifl 4] 4o B Atk (Io = L) XA B Ldt 3 (4o
LBRAR)THANB B Y, HTH AT,

AR R FIHE R GG AEATVE REIER (R AnFR4]), FELEH 038
BB, —RAAAB. ORskH. 85K, 12-—FRAEALES).
BN N-—F & FBes:. NN-—ZF R 8. 1,3- = F - 2-sknb
BF). FhE(K. FX. —FTEF). (T8, LB, REF). K,
AR S R BT 2 MATR L S F X EH 69 RABEH . HKikiRE
TR 69 e BARATAE 0I5 . A LATA 89 F, mw&ekwh. NN-
—RATERE. TE. LEBEFARE, FELAANLOR KA. F
B, LERF.

BRL ST A3 2 A 8 K69 R BT B A AT, Bl B Tk
E-10CERERAHEIE, LAERSNGTIRGEE THAT.

FEH, A5 ERE G251 [3-A) 18] 4 R KL AR
W67 &, T kBB,

FEu, AAFAGET RAHBABEN, Fli, £oEKE
AP, ERELEITHET, BitRAH[1]5 8RR G543
Moo R T HATEEN . S ERA, TR G A LENSH 2540
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A[3-A)Z 1) b BBk BRL WP 4% R 64 AR L AB A R BRI BR A L I Aw
B s .
FEut, AFATETERAKRL-BIL, flde, ESEHERT,
ELEWHBFERNEERRALET, Bitedh(1]5 FRER 2-i8
5 LABRFREE 2-R A B RN T HATHR AL
AR B a8 5 ) Q3 R Pk, AR B IEmE BB
LB 4. BT, BRAF). BESEERAL(KBAMN. BR
475, AVBHY EFA OB MRERLABRETE. =TE. —#
B TBE), B4R RRIR[22.21F K. 1,5-= R4 XK [4.3.0]
10 E-5-9%. 1,8-ZRAEIR[5.4.0]+—5K-T-%%F). BONN-—F KK B,
NN-—ZAEE. 4-—FRRARTF), g, —FHhusg, T5
TH. ALEAGRY, ZLBRF_FALTEYKE.
EENAEESIREET, RAEENGET, THITERK.
T4 AT HRB AL G AT M AR (R AeFk$)), HEHEEF a3
15 ARZES. KRR, —RLEH). FHERBRE., TR _FX
%), B(TE. —FRLAR. Wik, —A/SK. 12-—FARLAT
BE). BBENN-—F A FotE. NN-—FA B, 1,3-=F4-2-
el B ). H(THF). —FABR. . 2,6- = FEARRF,
AR S R b B Q8 RFTRE S LB G RSB, ALFA
20 EA P, —R T, Wa%RSH. NN-—FRFTBREF HKLL,
B # 4hik w9 Srk .
BT JE A 30 B A ik 6 5 649 18 BT B A AT, Hlde, A E-10
CERMBRAMAHEGRET, LERAKRASHETRTHRAT,
FE2af, AFRFETERTIA. Hlde, ESEHENT,
25 OB BAELERTALET, Bidnewml]s aRF AWM
BT AT R L .
T K BbG K A LA ANAH Bk, RS EIERE BKB
KB4 BMAT. BBAF). BEeBHRMEL(EREMN. AR
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SAF)F. AVBY A OREZREREARCE T, =Tk, =%
AL ES). B4 RERIK[2.2.2]F 5. 1,5-= R4 0EK[4.3.0]
E-5- . 1,8-Z B BRI [5.4.0)+—2K-T-H ). BN N-—= 9 28 Ak,
NN-ZZ A KB, 4-—FEEARF). o, — TR, TH
T%., LA By, Z08k. —FAATE. REBATE ANk,

BABEMNGERTRAELET, REEEMNELET, THATRLHY
98 |

T4 ) T B QAT VR M CRAFRF]), FFEE L4645
FHEBOK. TR, —FXE), (8. —FRE8. 98k,
ZHSHR. 12-—FRALHEF). BOBENN-—F A T8, NNN-—
FETBAE, 13-— T2k B¥). M(LHEF). B(F8. T
Bf. MBR. 2-THEE%), —FAIBR, ., 2,6-—FHEMRF, UK
$e R o E 7T QIEHFT R L L AL LB G RAEH . A LA NS
Flk, —FR, ORkdH. NN-—FR 88, 13- = FHR2-skedf
8. OB, 2-TEH¥AKs, FEERLATRAH. NN-—FLLH
FeAa 2-T BE,

BRL T e N30 B e b T 64 IR BSE B W4T, Hlde, RALAE-10
CERBRAMGHE, LARETB-EERAHHEGRET
#AT. |

TEW, AFAFTETEALR. #lde, E4EHENT, &
WA Y] HERTRANRELBRAFGLETEER AT
TERA.

BB E, TR FRGERF (K tl); Ki, €584
LR Bl o E 4B, FAEALE. MEAMF, £ B Hoit.
8. HFEFEELF IR HF AN, HFLERLESL BG40
FA2 B 3 3o FAL L (tin chloride)¥ . AMAEMARZ T, TRA
EATFRNGEBENA (R RA]); R, 48-2K. ZRAA. LRAE.
FAAAF ARG F L EREL BG40 2 RAE, B, RIMEA
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FiEmE, SRS 4o & BRF F B A A GBS T HEATR,
# oA AT R
BEEPRALBENMTRAGEESY, TEARTREE
FEATVE BRI (R AfRd]), FEAEH oie®(THR. =R AR,
5 WEEd. —f K. 12-—FELATES). BENN-ZFAFH
Bz, NN-—9H B, 13- FR 2k 8. FHBEK. F
X, —FEH¥). B(TH. 28. ARF). k¥, UEZLRLET
0 4P KBS A IEA WRAEN . RBARIE AT 6k AL
T AE B I F |
10 ELFEALEB . 4. DFILEBEVIRATHFH
BRLH, TR A RFHE AL G AEATHE ) (GRAFRh)), JFE 3L 41
s, BE(FBE. 2B, AME). B(LMLEF). 8((TE. —f
AAER. WEkH. L2 —FRACESF). BENN-ZF X T B,
NN-Z— 94 28, 1,3-=F A2k BT, H(THF). T%B
15 (R, ¥R, _FRXF) PSR RELS HXLENGREGEN, do
RobE, RBMRIBHT A G khBAEITEEER . AL ER P,
LB TE . KRGS KMEEGRLBH . 8. Bk, W Hkhik,
ELEF FRBMAAALET RARMARELY, TRAFTH
B RL A AT PR IS A (R AR ), JF R k4l @368, 8. BE#RIE.
20 FNE. B, BS(CRRUEF). AVB(TFER. B, ABE. =&
LBF) MR ESHIXLERGRAEN, wRLE, Kk
3B PIT R 6 ik i B AR AT A E R 5
ALK A BT A0 B dm 8 T8GR EE B AT, B 3e,
BRL T AE-10'C £ B A 6 #h 50 B JE T #H47,
25 FERALSACE L F TR R REARE H ) 1-100 A X AE,
AL B BEL 64 B B TR PTA% R 8438 B ) e K AL A 64 7%
W, A, BREE AL 10 5474 24 JBE 28],
TEN, AFAFETRAMERML, Hlde, EAEHERN P
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KRG EBERN AT, BT H([1]5 458 o Bt 2AGH] B
THATERA .

AR R AEATF R BLIT AR (R An b)), H AR Rk eh T4 6
FHZBAH. Z R, XK= F AR, s, wrsRik
WE, ZEH. RRZTEBREF ARG,

TR R FRE R AT AR (R APR4]), AL TH a3
ARBEERF . —RTH. —RTEF). BENN-—F 4 FHu. NN-
ZRATREE. 13- F A2 RERAE). HTHES), UEeEL
2T Q0 MATR LB AL IER 6 RAEA] . RIBARIEFTA 5kik
FEATEEIEA].

BTN E T BRETEA, Rt E-T8CERE
A b SRR T AT,

FEE20, AENFETEAKRE,

FEN, AFTAFETEARETSRNL., L5 ERB LA
A8 F5 ik T HATIEA B AL

ALEHERNT, TRAET, @ittt LA RE 4L
5w R-2,5- = F BAKME A, 7T Labneg A4k,

M EH OEANMBE T, LB, Al. —ALBERL
Bl ho $h BR 5, X 2L AR AT FIAE IR H,

BT A LSRR S B Ao RAUBOASS, TR R TR BL 6942
FTHMER (R AnfRd]), AR EH CEIRBED . R TH.
ZRUEF). FAREEK. TR, —FXS). (s, SR8,
WErkH. —A SR, [2-—FARATHES). BENN-—_FLATS
Be. NN-ZF R B, 13- F L 20krd 8%, H(THE)E,
F BLA B AR ik,

BRSNS HE B REQRELRAA, KikE-T8CERE
A B B0 R E T AT,

TR0, BREETOONTE, TEAREAIRENRYIEL
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Ry A B 0 =Ry,

EXY 2T T Ty LT RS
(1) AoBEEMNT, ETRMAGERTALT, BiRLEHY
5 [10]5 R hdm i R op, TEETeiH[10]69 BT HRE
VAR B AH[O)6Y BB, TTHRABLAKA . TIFE| 6957 €iEH Pk
BRI A o T B, K, HRARSE TR 7 A8 hiEAl.
A E BB T AENA0 B 6 OGBS B A #AT, #ldo,
BRL T R R RS0 B R RAMEG I E, RERAERERSHE
10 B RETHRAT.
(2) VAR FTERESIE O-St ALy TG 3, THATERE
A9 F o[BI A F—F B, FEESHI[T]. AoEY
RN F, ERAALT RGBSR XA B A R, BT EH[9]
o[B8 R A, THATEBAL.
15 a8 & B X KA TREN Hlde g BT . HEWH[BHHAE
BRI A4 T4 QIR BT AP TR AR
AR A RS F 6 QXN VRFAE, Fliema BB ik (5
BRAN. BRBRATH). BEBEAREALE(KBREAN. EBENTF). #E
EEEB(A RIS, AR, ARLEF). Be B IILH(A
20 ANE). BA BB (T, RTEAAY). IRERER(E UE.
ZTE. —AALALES). REQ4SZRERIK[222)F%. 1,5-=
22 SER[4.3.0]F-5-3% . 1,8- = F 22 K IK[5.4.0]+ —BE-T-3 ). Bz(N,N-
ZEARE. NN- A XK. 4-—FRAEEWRS). oz, =F
Eosx, TATH. ALAMANRT, BREEKRLE. —FALT
25 Be. R F ARk,
I F) 64 5 ) LA R T B EL GG 4EATHE RIS, ) 2o BR (4] o R BR
TETEARF). FHRBEE., TR, —FX¥F). RO, —FAL
B, WHAH. /AR 12 —FEAES). BRENN-ZFL
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FEk. NN-Z 9 X LB, 1,3-= F 22550 5). H(THF).
BE(FEE. LB, HBE. 2-THEF), —FTEAIA. . 26-—FH
I, VARG R oL BT A FAT R E S A AN 0 RAEH
PALBTA 6 b, MEAGAR. FEACEREFFBELS 4 NN-
5 —E R R, NN-ZFE LB, 1,3-ZF 4 -2-ske iR B F A0k,
AL BT NS E G T BE B R #AT, e,
FURL ST ik L K 30 B BRI A o b B 00 R E F #EAT,
BT A NBRA B A Bl Jo s AL4E . BN, BMLATH, ©T
A FERA.
10 () BT A FRBEREERYP YT &, THRATATFALEH[T]
PR AR K AT B LS [6] 69 KA.
(4) A 5b-W2] 5 A [3-Al) B ARG F ik, TTH#ATIL
L5154 (6148 - AT B [4] 8 RAL.
(5) @B AELE RN F AL EASH[4], THATHAH[4]
15 RS AF RS2 R .
TR )b F H) L RNFR VBB A, Fllomt BEBRE (K
Bish. RBATH). BB EBW(ERAM. SRS, RAE
). BERBEAM(ENATF). BB L(THM. RTHRFH).
B ARCE LR, ZTE. AL TES). SBE(14S-Z8E
20 SER[2.2.2]F B 1,5-= R 22 SIR[4.3.0]F-5-1% . 1,8-= FJeKK[5.4.0]
+—2T-HF). BONN-ZFEEE. NN-ZZEAEE, 4 FLE
Ak F), o, —FhesE. TAHTHF. A LA HET, #bd
B, BeBBE. —FRATE. wxF Ak,
BEENAEIIRAET, RALABEMNAET, THATARE.
25 R 6 E B IER TR QAT RIEN, #ldeFHB(K. TR,
ZHRE). (LB, —FAAR. OA%KH. —ANK. 1,2-=F
FALETF). BBBENN-—_FATEE. NN-ZFEXLBE. 1,3-=
TRA2-RA SERF). H(THF). B (T8. 8. A%, 2-TEH).
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10

15

20

25

—EA TR, o, 2,6-=—FEUE, ARIRLSET LSRN
P LA WER GG RABR . A LAAEERY, —FXK, WEKH.
NN-— 9% Paptic. NN-—FR 2808, 13- = F£2okeb b, F
B, e F Ak, FEAEKRE NN-—F X CBuEA 1,3-—F K-2-
ke 475

ALK A BRI R A3 E e g T 6 R B B A 34T, ik
FErR A 30 BB R RA 6 9h B 6 B R T #AT.

6) R B, FHLEKEMNF, EBRAFLT, THATKEMI]
Sesm12]1 B e B, FFEa4n[4]. ewm[12]F 6B EAH
THhiEH Bl 8 RT.

FEALPBAF TR 58 KF) LIERINIH Pk, ALK
QIEmA BB L (KR . KR F). RELEERAL(KBAMN.
BBEFF). HEBAEAW(E LM, SN, SANETF).
BB B (BACHTF). £ TR EBAFBLAN RS . F
ROIEHA BB E A(TEM. RTEFF). ZKERARCE TR,
=ZTh. —FALCES). B4 ZRESXKR2221FRK. 1,5-=
2 RIR[4.3.0]1-5-4% . 1,8- = F 2 SR IR[5.4.0]+ — 2% -7-3% F). B (N,N-
—WA R, NN-—CAER, 4-—FA RS, wr, =7
Etmfe T ATH. ALFANBRY, BRERKRE. —FALT
e, WeRF AL, ERKARLY, vALGHBLLTAEERN,

A KK A BORL b TR 89 7 64 24 36 R REAL 69 4E4T R
MR, FleBR(FeRiR. YTACARSF). FABRFE. FX. =
WEE), BB, —AALR. OikH. AR, 12-ZFE
ETHEF). BBEENN-—FAFTRE. NN-—FPRA Bk, 13-=F
A2kl BRE). (TS, B(TE. LB, B8, 2-TH%).
—WA TR, I, 2,6-—F R E, LTEA LS HIFXES
A IEH] G RABER ., ALAA QBN T, FREFBBEREAKL.

AR EENGODRREQRE THEETHATERA.
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10

15

20

25

AL R AT R 6 BB R 4 30 24P E 24 X, K,
doRoE, TELSGBERRELHREIE., FIb, LT Ik
4 Bl | ot AZ . B . BLBTE, RTA A TFiEEE.

R %E, THEQEMNT, ERALET, THAAHESH([13]5
wAMH[14)Z R e B A . A4 [13]% 64 & £ R TRE A Bl 0 &
TR,

FE AL AR b TH 6 mkth 0] 360 B B 3k (BB 40
FRBRAY . BBRAL). BE B AAM(BAMF)Fme B L X (TEE
4. WTEHTH). A LATH s, SshHik.

B ARK AR F TR 64 H ) R4 BN N-— F X T8
B NN-ZFACBE. 13-ZFA 2L RME)Fa(LE. —F
AR, WEAAS. —8AK, 12— FARALES), FANN-=
WA FEE. NN-—FR OB, 13- F1-2-oked 205 H ik

do R oo, VAFHF ET AT W[11]6) T Bt F B0 A4h
[10)69 B . #lde, EAEHEMN T, HBIAKXR S (Duff reaction).
Yo% & -AT X &KL (Gatterman-Koch reaction). #E#7:4 R & & (Vilsmeier
reaction)¥F & 7 ik, @ith FBALAA KA T #4TE R AL

TARAAEATEAE T BeAL XN (KA R4]), HFENEF A w9ms

B 0 KA O3 RTF IR G AEFTHE IR, Bl dof MBL(T 8L
AR, ZROB. THREF). aRBRESH. 8 FkRk. —RTEH).
FRERRBE, TR, ZFXF). B(TB. —FAAR. O&4WH.
ZRAK. 12-2FERLATKESE). R(EMR. FLLERSE). BTk
LE%). BoBWNN-—F A FBEbE. NN-—FRE TBA. 13-—F4-
-k ed SRR ). HE(TAEH). K, LB R LETEAHHRE S F
XS] 6 RAEN . HRARIE TR 64 e B AT A E 09 F .

AR A6 B R A0 E fe k6 T 69IREE B W AT, Hitk
H-78C ER B BA-H by #h B bR E T H#AT,
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BAAVAFRER STk, FleELH. BENF, TH
& Ao sbdb B bt 5 A B KK ALED.
ARPLI YA L HEHF ETRSHEFE YRR T X
AARAGFEER, BB TFRERSEFALSIBH I, A K,
5 S B BB D0 AF DR KA BREAFURA dahdefoie
F oAy Ak, FTRER OIEN e, BEHOKA. R K
SR . R, BRE. B E. —idH Ak h L
(TIA). B ht)mhERAPIrRRRETHELEROETEE. &
TR B AR AT R G| AL By SR dh o b SRE R . A RM O K,
10 PUAEE., M CPIEE. MK, MiE. Wt kn 243
EAAE, BFRBMERAKLER. BEETRERT X IgA BREF).
P SBRBHAR A A TS AR PR SRR, ShRIHRRAI R, 14
KB KRBT R REMLE AEEDIC). AdaEH
HREARARZCERESE X T EREH R R. LRBIRER
15 Bldo 2 R 528 BERRIBRAT RPTCARZ A 2 ¥ BEERIRET
AR(PTCR)E 64 ot B A B LR, ALkt XM B2 A4E(SIRS). %
£ % B(MODS). AIMERY . dieH K. ARt oL T 09 o ikt
B, BAAMEREL. BHEHFAL. EBHEAFATHIER
YRR ESF.
20 A K R 6 S AE A ST EAC R B fn B T X B RAAAL & #0145
AL Bl e, FFTIRRY S AEIA LS 3T LY &4 A (o
F).
% FXa #4515 BA S AARAR(R LG/ RBREN, €K
EEA SR Bl e B R R, e dnF. BHit, FXa#sl
25 F), X ERBEH AR ARHA 0.1-3.0 Lkeg 5 B EA 100 nM K £1&#5 IC,,
{8 &4 FXa 39404k B 6478 36 FXa 3408, AR L&A 3)4F A 4] ke BbRE
KRR, FFaRdns, FTRAEETaRHERGHEY. Flie, K
A-5- = F R REHA-3-[4-(N-FBLA-N-F R ZB) R TEKERA]-
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N-(5-f Motz -2- ) K ok oh-2- T BUE B A 9 AR % 0.8 Lkg Fof
F 100 nM ¢4 IC; 8 64 FXa 7414k A, T H R K L&A 84 A 4] o5k
PeRME R, FampdlFaihedh.

A DR F ARG FXa W3l AR A A T3R8 4.

AERGAHVORE LB F LTRZHATREMAHSH %
HAKENLASBVDF LG F ETRLOBARGHNAESY. &HF

10 RS GEROIERER . BANWdeERX. MK, AR,
LALERE . FEAR. BOHWERER). BREF (g, BB, &
K. BEERAT. LALEER. HRAB). BRNGIRBRE BE
B RO=BF. 8 Abs(ilica)). A AEF] (6] 4o B4 ) A H IR )
(#lde+ = A BB 4R)F.

15 AL RSB RE LB F ETHS QG ET o RAIEHEL
W, FEAAESEX/GASIR. AT olRESEHeEE 6 HH 6954
QFEEARSIFI(AA . BEHN. KE. BRF). BRA. RiAFL
. AT AEMEL R GE RN 6 Fp) Qi) A KA
SR RMEK. AEL KK B EHBRERFHGOR TEREMEY

20 ) ] KA BN

AL RHNASWRELEFETHSHEGH ETIREGHE
7. EBHQFE. RAETFRAKEZFROFEAIEERRE, AF
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10

15

A4 0.1-50 mgkg/ R B AR, HikAE 0.1-30 mgkg KB A.

%t
B K ASIA 5 F TG A RL Y, (2SR
Gl TN

K#kH) 11 BR-5-F REABK-3-[4-Q-FARES-1- X)) N T AR AR
A )-N-(5- 8L -2- K ) K 5wk vh-2- F L&

W ESH LK) 113 73] 69 R KX -4-Q-BRAE5-1-2)IR T
T B(634 mg)% T ZHABMA(OmD)F, FEEFHIFELREW 4 0.
BETRERHEER, REFYETERSGm)F. EkAHFT, ¥
R BANE| T 54 FHH) T2 F A2 6 3-RE-5-F RA-FA-N-
(5-RARPLTE -2- ) K St vk v -2- F BuA(691 me)fEwk 2 (15 ml) ¥ &4 &3¢
BY. daNG, RENHERABRETE, REHHE1T I, K
BB MNF KB SAAKER, AEGRERAY. Akt
KEERIE, BHREATR, RERLEN. 2 NH-2B42EMGE
BLR: RAF )AL E R B4, 133 AFAAL A4 (785 mg).
APCI-MS M/Z: 539/541 [M+H]"
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£ 2: AX-3-[4(N-TBE-N-FERE) R TERKERE]-S- TR
A BA FE-N-G-RARMR-2-K)F ek h-2- T BLE

]
M
oYy -
—_ . "°m\~“ ° C; —an
N
\o Y o - °§_: NH
| ( 0

/N~<
e K LS 114 F 18] 69 R X-4-(N-TBLA-N-F AR H)EHK
5 TR THE(1.80 g)E T RABKRQOImM)Y, FERTHRIEZREMY 12
D, BAETRERMLER, REARHETEHGOOm)F, Aikb
HF, ARFRANTEF LRG| 73 T2 6 3-RE-S5-FREAKAT
A N-(5-BAFTE-2-F) K Hfok h-2- F BLAR(2.20 8), RS T H 5h
AR (495 ml), REBHERAREETER, B3 D, QR
10 BR P MAFEREAKER, ARFRERSY. AKftef
BAREGERAAIE, ZRABRATHR, RAKXLSMH. 2 NH-2K
AR EAT(GRBR B T/ LB TE=1/1, REUR LB TBE)shib 4 &,
K EAY, TR ARHELEW(2.97 g).
APCI-MS M/Z: 541/543 [M+H]*
15

FHH 3: 3-2-(1-F B ERR-4-K) TBA KA ]-N-(5- B ARntoe-2-%)

Fitokwh-2-ToRE—_ L8
O/\g/ 0 —<N=‘=_/>—CI

OH
= N
% —ch \( (HCY) @—{
/ X N > M (2HC)
KO\/

WKELE FHH 129 P RBG(1-FREAREA- L) OB LKL
20 (432 me)E T EABMAG mD) ¥, FERTHIFERLY 3 I, &

17
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10

15

REL BHABE, HERNEADET AT R(A0m)Y, FELA
AR, FIARRE AT A F AN T4 FFE] 8 3-FHE-N--
R -2- 2 F ok h-2- F BEAE (374 mg)Aoriks2 (420 ul), R &
WMEBRIBETR, BHIIE. OREERT ARG FKBR
S4KER, B LR OUEBRIRAY. ARt KERAILE,
ZRBANTIR, REXLER . 2HBAEEHCRBLAN &5, RER
15/ F B8§=10/1, MG 6/1)4EAL%E s AH, #3) 3-[2-(1-F ALRKE
-4-) THRIK]-N-(5- B AR -2-2) S ok vp-2- F B (489 mg), #¥
E#—FETF_RFEAOm)F, S PN 4N LB KRG
m)ER, FERTHRFZROY 05047, BRERBREER, 124
RO BADEFTIR-AHF. STRKERR, F2iM009
(423 mg).

APCI-MS M/Z: 455/457 [M+H]"

L& 475

AL ZAS] 1. RG] 2 REHY] 3 ARG T E AT RA
feb-dho B Ao, RBIHEH XU ToM, FLE—F A
HEAE, FRLLMBY.

H ;:;
I
R
EH
Y
I3 -R? -RAY WA MR

3
Q APCI-MS M/Z:
+
Hy <N;/'/° 511/513 [M+H]

NN
0O—Q
\
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g
APCI-MS M/Z:
5 0. O/ +
71 [M+H
\E/“‘ <t:f¢) 369/571 [M+H)
%
APCI-MS M/Z:
6 N=~ Q o |506/508 [M+H)®
1
- APCI-MS M/Z:
7 HO % 0 497/499 [M+H]*
%,
. O~ Q APCI-MS M/Z:
CHy fo, 555/557 [M+H]*
) APCI-MS M/Z:
. i:/\n/ 568/570 [M+H]*
&y P T

10 ﬁokn’o N

APCI-MS
M/Z2:673/675[M+NH,]
+

afI;U e

ij/ APCI-MS
11 : ¢ M/Z2:541/543 [M+H]"
CHy
, o APCI-MS )
Lo g " M/Z:499/501 [M+H)

Hy 0
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CH 4 APCI-MS
13 & Q M/Z:499/501 [M+H])*
\g/ N—CHy —EmY
&hy
oj\/ 4 APCI-MS
M/Z:513/515[M+H}"?
14 Q
' Py T
CHa E—CH:
3 Hy
15 | APCI-MS
o] M/Z:475/477 [M+H)*
—CH,y
Lh,
16 APCI-MS
Lr M/Z:519/521 [M+H]*
&y
4 APCI-MS
17 | , <::2 M/2:455/457 [M+H)"
CHy on, | S
&ty
0 A APCI-MS
" N M/Z:486/488 [M+H]*
3
| oo |des
APCI-MS
19 cla/ M/Z:471/473 [M+H]*
e Mo | B
CHy
CHy .
| APCI-MS
20 O\g/\c’/ QN_% M/Z:529/531 [M+H]*
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i %
21 CH; NH APCI-MS
Jp M/Z:584/586 [M+H)*?
Ha N‘CH;
6 SHy
0 4 APCI-MS
22 N <::ZF£ M/2:604/606[M+H)*
é”a Hy _%lt &J%-
b,
F 5 sEM) IR F MR
CHy
: u
o APCI-MS M/Z:
23 471/473 [M+H]?
o Had
¢y
APCI-MS M/Z:
24 o=t 519/521 [M+H]*
<:2' —Hai
N—CHy
dn
APCI-MS M/Z:
25 455/457 [M+H)*
—3EE
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CHy
on_) v
\ APCI-MS M/Z:
26 " 512/514 [M+H]
o&’n :_ﬁ. &ﬁ.
CHy
O——CHy
: a
APCI-MS M/Z:
.
. H 471/473 [M+H]
—dmi
CHy —
0, \ /
0 APCI-MS M/Z:
H 455/457 [M+H]?
28
°AQ —hms
N—CHs
APCI-MS M/Z:
29 471/473 [M+H]?
el
/N‘Cﬂx
CHy
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4
Kb -R? -AY R LYy
3 APCI-MS
30 NS~ Q M/2:466/468 [M+H]*
N—CH | iEER
Ha
k¥ O | ) APCI-MS M/Z
31 Q - P,
chy O O o 571/573 [M+H]
Hy
1 APCI-MS M/Z:
32 EH\/\( 515/517 [M+H]
3
L | —amd
CHa 1 APCI-MS M/Z:
33 ':‘\/\o P Q 528/530 [M+H)
o L |[2Eesa
APCI-MS M/Z:
34 ?/Vo\/\o/ b 559/561 [M+H]*
CH
) IH,"" —dmi
35 b APCI-MS M/Z:
o o, 619/621 [M+H)"
b
ik EH: APCI-MS M/Z
o) - :
3¢ "'aH"n(l/ ~ . 614/616 [M+H]*
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L4 5 =¥ ] WIEF MR
0] HN \ Br
\ /
o]
NH
37 % APCI-MS
o, M/Z:485/487 [M+H)*
CHgy
H \ CH3
\ /
(o)
NH APCI-MS
38 =1 M/2:421 [M+H]*
3
e
cHy
O HN \ / H;
N
LD
CHs o
0 NH APCI-MS
39 o:%/ M/Z:479(M+H]*
) — A
N‘CHg
s
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F#p| 5 M HEFHR
0 HN-—@—-Br
(o]
NH APCI-MS
40 -
oéf'/@_ M/Z2:484/486 [M+H]*
/
CHj
0 HN—@—CH;;
3 )
NH APCI-MS
41 -
0///@ M/Z:420 [M+H]*
: 7\N/CH3
/
CHj
9 HN—-@—F
o]
H
42 APCI-MS
M/Z:424 [M+H]?

0] Q".C
N—CHa

[
CHj
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5k 5647 5 =% 3] B AL F MR
Soeta
O
H APCI-MS
43 OJ% M/2:436 [M+H]"
CHs
H
Cl
H
;\v
LT -R?® -AY WEF W
fH-‘, \ APCI-MS M/Z:
14 \ﬂ/ Q 525/527 [M+H)
0 O — ek
0 APCI-MS M/Z:
+
45 539/541 [M+H]
o O |ams
ICHa
APCI-MS M/2:
16 D\n/\o/ ?(O 555/557 [M+H]*
o
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£Hs ‘Q APCI-MS M/Z:
541/543 [M+H]}"?
47
OT Q —ERY
|
. @ APCI-MS M/Z:
48 o/“\/ 555/557 [M+H]*
& B
3
\,m i, | RPCI-MS M/Z:
49 ~-H O‘"/ ' 1455/456 [M+H]®
\cm —3hE
N APCI-MS M/Z:
50 él fHs 489/491 [M+H]?Y
"o, | HE
N\ APCI-MS M/Z:
51 ér (::2"’fm 533/535 [M+H]"
T N
'o\ o N APCI-MS M/Z:
52 T b |500/502 [M+H]*
° o s
o~ N APCI-MS M/Z:
53 frs 485/487 [M+H}"
éH:’ N\cH3 AR
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LB 5 =7 o IR F MR
W )—cl

APCI-MS M/Z:
54 485/487 [M+H]*
et - ¥ 4
,CHa
N‘c:
Hy
CHa
HN—@——CI
0 APCI-MS M/Z:
+
55 H gteégn [M+H]
o
O»f;,
H
O30
R
H
;AY
R&EH 5 -R? -AY WAL FRST
APCI-MS M/Z:
56 475/477 [M+H]*
cl "Tcu; =21 T
Hy
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57

APCI-MS
519/521

—da i

M/Z:
[M+H]?

58

APCI-MS
486/488

e

M/Z:
[M+H]*

59

APCI-MS
471/473

—EEd

M/Z:
[M+H]*

FHH 5

AT MR

60

APCI-MS M/Z:

471/473
.8

[M+H]?

6l

APCI-MS
512/514

=&

M/Z:
[M+H]?
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ot
\ //
APCI-MS M/Z:
62 H 471/473 [M+H)*
b
CHy —
HN
}‘ Y/ A
o) APCI-MS M/Z:
63 H 455/457 [M+H]*
°4b —dms
Dok
CH,
64 ° APCI-MS M/Z:440 [M+H]*
)8
of CH,
/ ]
R2
NH
O%A
Y
R#&EH 5T -R? -AY B NIy
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ch, |BRPCI-MS M/Z:
65 "’(r 533/535 [M+H]
Br Mo sy
_ APCI-MS M/Z:
e o ( 485/487 [M+H]*
éH3 \,O H ;ﬁ&ﬁ
L5 =¥ ) IR TR
“"‘<;:>*"° APCI-MS M/Z:
- 485/487 [M+H]*
—Emi
m —
"*‘<£:2*‘” ABCI-MS M/Z:
68 N 469/471 [M+H)
NH Hy
Il |
G Hy

%@'
~

kG5

-R? -AY

HEF W

91




03811791.6

o Eer/240m

APCI-MS M/Z:
+
N —dm
l\cﬂ,
Hy
= APCI-MS M/Z:
70 -H 467/468 [M+H]
Y &
ei;> APCI-MS M/Z:
o -H 476 [M+H]*
&)
— |RPCI-MS M/Z:
12 ~H \\ﬁ<::}‘ﬁgzzx 490 [M+H]*
APCI-MS M/Z:
73 K 505/507 [M+H]

—LEY
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APCI-MS M/Z:

4 -y \\N ch | 456/458 [M+H]?
O\i& %y

APCI-MS M/Z:
+
75 _H 470/472 [M+H]

ZHEE
E%

E#&H 76: 3-[(1-F A A RRK-4-F) 5 E KA ]-N-(S-RARboe-2-2) %
ek wh-2- T B

o 5 @EHL(N}
YOL, ozf)

18
5
BT 5 KHEH T4 FHF 20 3-FA-N-(5-FAARA-2-F) K ek

wf-2- ¥ BEAE(201 me)sF NN-— 9 & WELA(6 m)¥, @i ¥ iksin
NS R4 130 F B G(1-F RARKR-4-X) TR M #E(199
mg). 4-=FRAAEAN(137 mg)Fe 1-THA-3-G-= FRARARIOHK =

10 I P 3 B4 35(203 mg), HRAMAE 60CTFHEE 4 1 0F. A LB TEH
BRI, B EFHEAKEREBREMAKER, FLBRTER
Bibdh. AkFtafeERKRERIE, BHABMTR, A2 NH-
AR L, BERKEN, A REGEAHE HPLC L E LA &
FFLR/ECKR T, 2iBKERR, F2iFELSH(174 mg).

15 APCI-MS M/Z: 441 [M+H]"

93



03811791. 6 oo 5E69/240m

10

525@9'3 77 KX -5-8 K -3-[4-Q2- AR S R-1- R )R T X B A R XK]-
N-(5-8AK it oe -2- X ) ¥ H-ok wh-2- F ShE

aWe ey
Oy

————————— )

WAL 1+ 472 69 BX-5-F RARBA-3-[4-2-RKmtebbe-1-
)R T A B B JN-(5- BT -2-2) K H ek vh-2- F BLAE(710 mg)
B T ferwm-TE(1L 10 mD)F, ARAHFTEHREFRANAIN K
FALKEZQ ml), BRESHAREIFTEFFEH 18 DB, MEKRK
R AR, QREHAKK, B 10%L8 T FRSM., Btk
FIRIE, RKBEFTIR, FRAREILA (655 mg).

ESI-MS M/Z: 523/525 [M-H]

% 3.4 78-86
AL St 77 AR F ik AL AR ML 6 BB B, AEIFEL X
ATAY, FAE—FMEMIE, FEALLRYE,
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RktE| -R2 -AY HIEALF IR
Hom/ APCI-MS M/Z:483/485
78 M-H]~
0 N—CHy [
\;H;
£ 5 M P AL FBIT
e
o O
o H ESI-MS M/2:463
79 0:( [M-H]~
J”E“’“'
Hs
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FRHF -R? -AY AR
HO )
80 Y Q ESI-MS M/Z:
509/511 [M-H]~
i A
)
HQ
81 APCI-MS M/Z:
\ 527/529 [M+H]*
° @,
1
0
o |537/539 [M-H]"
HO
0
83 ESI-MS M/Z:
m | 525/527 [M-H]"
HO
0
ESI-MS M/Z:
84 497/499 [M-H]~
HO h—cky
CHy
0
ESI-MS M/Z:
85 523/525 [M-H]~
” A
)
0
ESI-MS M/2:
86 541/543 [M+H]®
il e
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KAH] 87: B X-5-(Tobk-4-E KK )-3-[4-(2- BB in-1-R) SR TR
B R ]-N-(5-RAC 2 -2- K ) K 5 vk v -2- F Bulk

Neo 2ol oV e lete
OO%NH

Wi EAH 7T P15 6 B X -5-5 8 -3-[4-Q- B AR B 5-1- 1) 3R
5 B RA]-N-(5- BRI -2-F) ok -2~ F B2 (830 me) & 3
FNN-—FE T Bu&-wsx (101,30 mD) ¥, ZRAFT @R 7 ikl
AGoR(196 mg). 1-# % ¥ f =+ (406 mg)Fe 1-T 34 -3-C-=—F A ERL
ARE —REEBREGTIOmE), FTERTHHAEZRSH 1T I, &
B LR BN K I o Fo BB S 4AKIER, F UBR TEEIRERA-
10 ¥, RAKFetefe iRk, SABMTR. REAXALZERN, 2 NH-
FERAL BEATCGRBLA) DAL E R R, RERYEAHEET
LB CE-ETHRY, ZiBKkERR, TR, F2 81059805
mg).
APCI-MS M/Z: 594/596 [M+H]}"

15
3 36,49 88-143
AE A 87 FAAA GG T ik 4L TR AR B 4G40 ﬁ;d’ﬁ‘%ﬂﬁ;&éﬁ
ATHAY, Bl —F R e, R,
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T
RZ/[ I? <
0§<NH
AY
LA 5 -R? ~AY W EALF B
il b
88 N APCI-MS M/Z:
552/554 [M+H]*
éﬂ:«o <:/l/°
89 ‘f“x;\j,m APCI-MS M/Z:
bl 596/599 [M+H]*
0
Hy
APCI-MS M/Z:
20 HJ\/L[]/ 582/584 [M+H]*
(o]
C\N APCI-MS M/Z:
91 b % o |578/580 [M+H]
(o]
OH
. KO % APCI-MS M/Z:
622/624 [M+H]*
T
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CH Q
o3 \/Q;/, APCI-MS M/Z:
| 566/568 [M+H]*
CHy <“;/‘/°
[o]
APCI-MS M/Z:
24 2;’A\VJL“/ :; o | 6107612 [M+H]*
1
0
o5 /ﬂ\v/, APCI-MS M/Z:
r/N\T o |596/598 [M+H)*
OH CHy <‘;/(
1
0
o6 N/ﬂ\// APCI-MS M/Z:
Q C:fo 608/610 [M+H]*
CH 0
o szzx/, APCI-MS M/Z:
| ., | 5547556 [M+H)*
-” | %
éH;
)
APCI-MS M/Z:
98 g::j 596/598 [M+H]*
|
J R,
05 APCI-MS M/Z:
ch, | 624/626 [M+H]"
H éﬂao
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. c':H:, \ APCI-MS M/Z:
100 /N\[( : Q 5’12/514 [M+H]
CHy h—CH, —HRE
. 0 by
c2 X =7 ) WAL F WS
CHa C} Hy
J:s " © APCI-MS M/Z:
Lol 492 [M+H]
1T
N~CH,3
Hy
H
R
H
'AY
T 5 -R? ~AY WAL FHE
| A\
° APCI-MS M/Z:
102 HN 498/500 [M+H]®
J:Ha —cH, | —REE
by,
HN 3 APCI-MS M/Z:
\1/ Q 484/486 (M+H]*
103
0 N—Cts —$E
CHy
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%
(°H° / APCI-MS M/Z:
104 540/542 [M+H]?
3
L Njo]/ T, [EEE
CHy
%
‘f”s APCI-MS M/Z:)
105 | oM 528/530 [M+H]*
!:H;, o N—CHy HeE
CH,
2 AR LM W3R
N
‘f/\/ " 0 APCI-MS M/Z:
106 CHy ° og 536 [M+H)*
Ob —hE
doon
A
~
R
H
0
=y
L5 -R* -AY EX: P 2TY
H ) APCI-MS M/Z:
107 o/\/N\n/ Q 542/544 [M+H]*
|
Crs ° "&% EX Y T
f“3 APCI-MS M/Z:
108 N 542/544 [M+H)*
OH \n/ E-Y &
(o] é_CH’
H3 .
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oM ETT/240m

H q'\ APCI-MS M/z:
109 HO/\/NY Q 528/530 [M+HJ+
(o} N—CH, el
iy
N
N
HO APCI-MS M/2:
110 /oj/ \[)]/ Q 558/560 [M+H]"*
H N—CH,
Hs
n \ APCI-MS M/Z:
+
111 Hoj/ Y Q 558/560 [M+H)
o]
H Jl—cm =y . %
CH;, n \ APCI'MS M/Z: .
112 \,lq/\/ \n/ Q 555/557 [M+H]
CHa 0 JN-% ZH
Hy
c/\| APCI-MS M/Z: .
113 K/NT]/ 554/556 [M+H]
0 NCHs | = shae sk
CH,
) ‘\ APCI-MS M/Z:
+
114 O Q 552/554 [M+H)
11/ C/o—cH, —HRE
he .
CL \ APCI-MS M/Z:
538/540 [M+H)?
115 \[r < E —dEn
o J—CHs
CH,
Ho 3 APCI-MS M/Z:
116 /\G 582/584 [M+H]®
g —i%y
) —CH,
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APCI-MS M/Z:
568/570 [M+H1*

X
]

s

A\
O
—#ai
0 : N—CH,
CHy
OH
) APCI-MS M/Z:
118 568/570 [M+H]*
Hs
o cy
[ . APCI-MS M/2Z:
119 f::] 567/569 [M+H]*
il
I o | znms
Hy
oH o 3 APCI-MS M/Z:
120 \;Jl\v// ' 526/528 [M+H]*
' Py
CH, é:-cm
CHy © APCI-MS M/Z:
121 ‘l’\ J\/ 542/544 [M+H]"*
N P Ty
CHy c/N—CH,
Hy
0 4 |
HQ\,,\N/H\/, APCI-MS M/Z:
122 ! <::2 556/558 [M+H]*
Hy é:"'c"'a
0 3 APCI-MS M/Z:
123 N/“\V/» <::;2 568/570 [M+H]*
' Q N—cHy | HERdE
iy
0 APCI-MS M/Z:
124 596/598 [M+H)
ng
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o APCI-MS M/Z:
125 N)k/ 582/584 [M+H)
. —cn, | B
iy
Y APCI-MS M/Z:
+
l CHs =
H e
% Q‘
APCI-MS M/Z:
121 C{:\n/ , |538/540 [uen)*
’ J
CH )
| 3 : APCI-MS M/Z:
538/540 [M+H]*
128 ,N\n/ ﬁ&;h [M+H]
CH,
° O
1
/\l Q APCI-MS M/Z: .
580/582 [M+H]
129 ?\/N
—gmi
\g/ O
I 1 APCI-MS M/Z:
608/610 [M+H]*
+30 e XY
o ) APCI-MS M/Z:
cH * .
s | W | QO e e
- &
[0} APCI-MS M/Z:
139 i\/\”J\/ b 596/598 [M+H]
R O |mams
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o \
133 HO /U\/ Q APCI-MS M/Z:
\ S 582/584 [M+H)]*
- J
a APCI-MS M/Z:
134 (\NJK/ 594/596 [M+H)*
0 — kR
\
?Hs APCI-MS M/Z:
135 /1 554/556 [M+H]*
CHs\ﬂ/ —dEi
5 Q
CH4 ‘ '
136 O/\/t‘4 Q APCI-MS M/2:
] \[( 598/600 [(M+H]®
- - O
1
CHy
l
N < ? APCI-MS M/Z:
H7 Ho N 584/586 [M+H]*
~ O
A
138 O Q APCI-MS M/Z:
596/598 [M+H]
Il/ Q
OH
APCI-MS M/2:
139 ‘\O\u/ Q2 624/626 [M+H)*
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10

APCI-MS M/Z:
568/570 [M+H]*

140 | el

APCI-MS M/Z:
14 *
141 0\\//\\N/u\\// 612/6 [M+H]}
L8
0
142 Ho\/\N,U\/ APCI-MS M/Z:

598/600 [M+H)*

oDl UV

q APCI-MS M/Z:
143 Nzu\v/' 610/612 [M+H]*
L:::J Y%

LM 144 B X-5-(4,5- = KiBok-2-K)-3-[4- (= FARL) R TEHK
A FR]-N-5-RAE-2- ) 5ok h-2- T 8Lk

HFAEHRS T8 FRABHEX-5-BE3-4-CTERBRTER
ERA]N-(5- B2 -2- ) K ok wh-2- F BLA(220 mg) & ¥ Friboe
G ml)¥, kA3 F @b iEEIAGEN 2-2K T %4125 mg). 1.0
M- X FHF = NN-ZF L FBAEG00 phfe 1-24-3-G-=F%
RARPK -—TBEERLE(11Smg), FERTHAZROH LS X,
@ B R T AT KB S AAKER, BRI RIRAY,
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ZHBATR, BREXRLERN. 2 NH-2EKAZEF(REA 845, &
& RN LB T E=4/ )b R Bdh, A RNEAHEETF =
FARARY. 2BKERRE, TR, FRAFEMLSH(117 mg).
APCI-MS M/Z: 510/512 [M+H]*

£H 145: A X-3-[4-(N-TBA-N-FREE) R A B R KK 5-(2-
B R T E)N-(5-RA-2-2) ¥ H ok wh-2- F 88

O 1o
R %

HEFHAS 2 F A2 R KX-3-[4-(N-TBAN-FERLORKTE
10 HERA]S-FEAE R T A N-(S-RARAM-2-2) K H ok oh-2-F Boie
(2.95 ) &F Tk (65 m) ¥, @& F e AMAA4LE(238 mg), F
ERTHHZREAM 120, AXRAHTEORELERT M 10%2E
B, FTEETHRHEERAY 1594, ME, AAEBREMIER
FARRAHER, AUBUBREKR, AXFEKEERAIE, 257
15 AT RIFRERLAERN . 2 NH-E4EENGERA: LR TE, &
J& BAF/ T B5=40/1) 51 £ B B dn, RERNBELAMEBEE T LB
T, ZRKKITE, FRIFRLESH(2.24 g).
APCI-MS M/Z: 513/515 [M+H]*

20 34 146-149
vAE ] 145 AR ey 7 sk L AR AL 64 4badh, BRI E X,
A TILAY, RSt —F A EmasE, FaAEm,
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M
|
H
;\Y .
EHRH 5 -R? -AY WL F IR
APCI-MS M/Z:
146 o " 5:(<;/(0 525/527 [M+H)*
HO. APCI-MS M/Z:
147 NN %‘f 541/543 [M+H]*
3 APCI-MS M/Z:
+
148 NG Q 485/487 [M+H)
N—cHy dmH
T CHy
HO. APCI-MS M/2Z:
143 ~""o" 501/503 [M+H]*
o

EHkH 150: AX3-U-(CFERRFTEBEER]S-BEFTRN-
3 (5-FARA-2- K ) K S ok vhg-2- F BB S M 8

o f{)-a
\—7
(o]
oq""
3

o < )~
N
HO o
0 o/

2

/

/ ct
——

HO.

N~ o)

KEFAS T8 ¥R GRK-5-REAI-U-(CTERL)RTESR
A RA]-N-(5-BAATE-2-2) K5 ok v -2- F BLH (243 mg) &% F B4R
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BERQ2Sm)Y, FEBTRAZZSW 1054, KETFS0CTFH
10 54F. 2RAMHAIEZEEFHI L . BREYERAE
REET. RERNGARAYEF TOEKHEAH(2:1,15mD)F, &
£ ¥ AMEAH(150 mg), FTiB TR TRABITR, FrhA

5. TAREEETHA INEMR, R4 05 0. AT 5 iME
N Fe kB EAKER, FRGRERASY. AlafiBREMmKE
mAata g R FAWE, ZHARM TR, RERLEN. 2 NH-
AL BEATCRBLA 847, KRB R/ FB8E=200/1)440 4 A b BAY
RB R A -3-[4-(=F AR T EBRARA]-S-£E FEN-(5-8FAK

10 wbng -2- ) K Aok oh-2- F BLE(46 me), 1£1E FHiEF &A1 m)E,
FEPAANALFEPE 2N EBKO0.1ml), RERBREEE, #4
RO BANIFTLRE- YT, 28KKERE, TR, 72
AL A4 (45 mg).
APCI-MS M/Z: 471/473 [M+H]*

15

F#p) 151: RK-3-[4-(= F A RA) R T AP K RA]-6-2 % -N-(5-R,
Rbse-2-R) K ek b-2-F B L B &

n-—Q—cl HO 0 —<;/>-cl
0 0
oM

New (Heh

Vol /

ET8CTF, F2o4A, QAZHS 23 PEHAX3[4(=

20 AR T ABAERIL]-6-F FA-N-(5- B AR -2- ) K ok -
2-F BtB:(473 mg) T = T H6(20 mi) b 64 & ik b i hn =38 4L TR(3.5

g). TERTHEELRAIM AR, ALWERMAIAKRY, AL
FRE SRR A, F OB L Sk RAEARK, A

 RRARRAA G, SARATR RERLEA. RERMK
25 THETTRG/LRY, 23RKERR, 1B FIRX3-[4-(=
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10

15

20

FARR)R TABARA]-6-5 K -N-(5-RARAL-2- 2 ) K H- ok h-2-
¥ EtAR(335 mg). X FHU8me)EF T VR T H AL _ESKTH
4N BB E, 724741054 (54 mg).

APCI-MS M/Z: 457/459 [M+H]"

KB 152: BEX-3-[4-(=FEER)RTEHKE KK]-5-2E-N-G5-K
AR -2-K) K ek w-2-F oL R M &

o n \—/ Cl
HO’C’\{ o

O~/

; (HCI)

vALG KB 151 Fa4kdd F ik & B A 64 19 F 133 69 B X-3-[4-
(= FARAL)RTAB A RIL]-5-F SE-N-(5- R -2-2) XK H ek
#-2-F B (473 mg), 73 EARME4H(33 mg).
APCI-MS M/Z: 457/459 [M+H]"

KM 153: RX-6-BRTHREBEEFTRE3-G-(CFERRB)RTES
A RE]-N-(5- A bz -2- K ) X i ok whp-2-F BRAR

"~ Dol W e y a e
gt o
Q -9

/= a
WAz 151 ¥ FRHRKX-3-[4-(F AL TEHLAR
A]-6-52 2 -N-(5- B2 -2- 1) K H ok vh-2- F 882 (90 mg)& F N,N-
ZFATREQCD)T, @R FIAKKRL(110 mg)Ff R THRT
£8(355 pl). FTEETHHATRASY 12080, FOCTH—F#
FH2500. RREMEBKEAN, AIHE, A TBRTERK,
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BRERGBAHME, % NH-ABRAEEWHGRBLA] TR/ T8 TE=1/1, &
J& LR LBV E R W A%, F3|474104-4(2]1 mg),
APCI-MS M/Z: 571/573 [M+H]*

5 41 154-155
VAL R34 153 ARk o5 ik L 3B A 523645 151 A3 69 B X.-3-
[4-(= F 22K T A SR RA]-6-72 5 -N-(5-BA 2 -2-5) R Aok
w-2- T Bt fedl B AL IS4, BB XU T, X
FRA—TARELE, FR L,

e Ak M HEF R

APCI-MS M/Z:
528/530 [M+H]"

—i

X
B
APCI-MS M/Z:
155 H 542/544 [M+H)
° Q s
—~CHs

10 i

154

F#&H 156: RX-6-REFHEI-4-(CTERPXTEFERK])-
N-(S-RARALR-2- R ) K ek vh-2-F B L M 3

%obﬁz_{-{}ﬂ mﬁ\""@{‘@‘”

e 2

/
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10

15

20

A ) 153 PR R K-6-RTRAKATFEL3-U-(=F
AR TE A RE]N-(5-BAAE -2- ) F H-ok oh-2- F BLA(21
mg) R FFANEMHY —EAHK P @ ml)igzd, FE£RTHREZ
Bl 28 EF. R URHERR N IER, 2TRKERR, AR
FILK, TR, FEHFEALSH(T mg).

APCI-MS M/Z: 515/517 [M+HJ*

K#&H 157 AXS-BREFRE-I-[U-(CFERE)KTEFERE]-
N-(S-RARwLo-2- 2 ) i ok wh-2- T BUR M i

I )¢ N o
> Y\O% 4 “roﬁ’{f :

o=/” —_— 0 O~/

Q Q (HCI)
/u\ /N\

K FAEH 3] PRBGRKS-RTREFKET ERA3[4-(=F
A RBB)FR T EH L RAK]N-(5-BAArrg-2-25) K ek -2- F Bk
(192 g)5F 6N B (40 ml)¥, FEBFTHHZRESH 2 1. AR
R A HEE(100 ml), 2idRIKERRE EIK, FFREER
LR R, BAETRR, F34ARA40E4(1.86 g).
APCI-MS M/Z: 515/517 [M+H]*

£ &4 158-179

vAL A 87 ABE F kL B A EHEE 157 FRE| MR X-5-5
BT FAE3-4-(= FARE)R T EHERAENG- R -2-H)E
Sk o-2- T B 3k B 3 A 1 b AL HE A A H, REIHE B XA T
A, REHL#—-FRAERAELE, FRLERE.
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A5 -R? -AY

NESURe

HBALF IR

APCI-MS M/Z:
542/544 [M+H)"

° by |REE
3

159

APCI-MS
528/530

s

M/Z:
[M+H]*

160

APCI-MS
514/516

3-8

M/Z:
[M+H]*

161

APCI-MS
572/574

dEmi

M/Z:
[M+H]*

162

APCI-MS
572/574

4 ¥

M/Z:
[M+H]*

163

APCI-MS
558/560

-3

M/Z:
[M+B]1*

164

APCI-MS
572/574
imi

M/Z:
[M+H]*
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Gy
) APCI-MS M/Z:
L6s (:;} 630/632 [M+H]"
\L]/\O/ a’{:l\cﬂ' Hegd
Hay
. Q ABCI-MS M/Z:
N 572/574 [M+H]*
“ LY
" > o e
H \ APCI-MS M/Z:
N 572/574 [M+H]*
167 HO/\{ \n/\o/ Q P
CHy O C/HH'
Hy
CHs H Q APCI-MS M/Z:
572/574 [M+H]?
168 N
o | v T YT
cH,
¢ b APCI-MS M/Z:
! 572/574 [M+H]*
169 N
" APCI-MS M/Z:
N 2 Z 586/568 [M+H]*
170
HO/ZSH:[O(\O/ &—cm e s
H APCI-MS M/2Z:
H 588/590 [M+H]"*
171 o/;/ T\/ NN
H c/‘—CH:
Hy
c{';,cm A\ APCI-MS M/Z:
585/587 [M+H]
172 H
K/ \n/\o/ —dEs

3\7
b3
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173

APCI-MS M/Z:
584/586 [M+H]?

g

174

APCI-MS M/Z:
582/584 [M+H]"
HE '

175

APCI-MS M/Z:
568/570 [M+H]*
18

176

APCI-MS M/Z:
598/600 [M+H]*
1§

177

O by ST 7

&
d
&

APCI-MS M/Z:
612/614 [M+H]*Y -
g

178

APCI-MS M/Z:
598/600 [M+H]"

e

179

e
izpl::)“

2

APCI-MS M/Z:
597/599 [M+H]*?
sy
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10

15

20

KA 180: B X-5-FE-3-[4-(= F 2 HE) R TEFRRE]-N-(5-#,
Artb o -2- ) K 5wk vh-2- "F’ B — ik M b

N\
—

/

W F®A 18 FHRE G RX-3-[4-(=FEARA)RTEAHKEL
AK]-5-RH A -N-(5- B -2- ) Kokl -2- F Be B (3.00 ) &% F LB
(100 m) ¥, #EF A fiEHO(FEK)(7.02 FK(1.0ml), ¥R
BHECRT ik 7 IR, FZAEAN, GEEERT A 10%
£ A KE RGO mD) e Kk ® (200 ml), FERTHBEZRSY
100, Akt FPERERYHA, FREREERR, S2ABEE
ACGRBLAE T/ TR TEE=1/1, KRB R/ LB TB=1/)#ib. 1%
ARNBRHET T LRUEB/ELRY, 2ERKEREFTIR,
B BK-5-BA-3-[4-(= T ARSI TEABARAK]-N-G-BAAR-
2- ) Kok vh-2-FBee(143 g). ¥z %G5 me)E T8 F, A 4N
SR/ TBTEBAE, FRFANEH43 mg).

APCI-MS M/Z: 456/458 [M+H]"

KA 181: R KX-3-[4-(— F A RAL) R T AP RA]-5-F R RE-N-
(S-FAR Lo -2-R) i ek vh-2- T B — M &

o~ 1 WO:__, \ %&W.
2 3 -

R 22 R 0 AK-S-INCERE A N-FARK]3-
[4-(= T2 BRI T2 BB N-(5- B R A2 )5 ok -2
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BLAZ(100 mg)¥ Au X 30%RIEH CRRQ m)EHk, TERTHRHE
BAY 2 B, @R AER T A B (20 ml), 23t Rk EIRIR HF
B THAEBREMARERT, A LBROUEBRR, Abikks
AWE, ZHBATR, BEALEN, BIRX3-U-(CFLEL)
5 REAHARL]S-F A REN-G-FAAT-2-F)F Hok dh-2-F 51
e, Mz, Wi AWETLBY, MANLIMO LR ELE, 7
2|47 21444 (88 mg).
APCI-MS M/Z: 470/472 [M+H]

10 £k 182: RX3-U-(CFERB)KTEZELL]-S-Q-FLEL
T HE)-N-S-RAR b -2- K ) X ek h-2-FRUR = B &

a0 @ Vate

Oy

Q Q (3HCY)
/N\ /N\
K /2 L34 36 F AT 49 K -5-[2-(N-d T S B -N-F X 8 K)
ZEA]3[4-(= T AFH)IR A FE]N-G-Fkokrz-2- %) K H
s AL FREG0 MR T RARCuDF, @k Fhn 4N Lo
W E R0 mEk, T8 THRLERAY S M. BUERS
FRER, BESMNAADESTLRY, BitBkERE, T,
73 47484054 (301 mg).
APCI-MS M/Z: 514/516 [M+H]"

s
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KA 183: R X-5-2-FE LR THRE)3-[4-2-FABIR-1-4) 3K
T B SR -N-(5-FA o -2- 2 ) ¥ o ok wh-2- FBLBE — dE M 3b

>Lo1uf°wo N Q{JG

- =~
TR

AL Se3k4) 182 Aa4iltd ik AL 3B A L 4645 10 & 43 3) 84 B KX.-5-[2-
5 (BT REFEREAL) CRA)3-[4-2- BB - 1- )R TEHK
A RIL]-N-(5- AT -2- ) K ok b -2- F BLAR(250 mg), 7F2|47A
A4 (334 mg),
APCI-MS M/Z: 556/558 [M+H]"

10 %k 184: RX-5-FRETBEE-I-[4-(—FTERE)RTEREL
AR ]-N-(5- R -2-R) Fof ok vh-2- F BB 4

o —Q—m o _@_m
/ \i / N
H,N o A N o)
O#NH
Q Q (HCl)

/ : /7
YA ) 180 PR 2| R X-5-RA3-[4-(= FARLFR L

B R JN-(S-RARmbmg -2- )R ok o-2- F B (100 me) &% F

15 NN-—FRAFBBEROGEm) ¥, ARAHFTEHLPEL AT LT
(23 mg). 1-2EAXF =3I mg)fe 1-TE3-C-ZFAREARL)H =
TREEBEGSmE), TERTHAZREW 1T M., AREERT
NSO F BB FAAKIE R, ARG RERAY. AtefKnEkR
WE, BREBMATER. RAERLEN, %2 NH-2BAEEFGRHA £

20 4, RBERG/TE=B30/D)EERGBAY, FERX-S-FREAT
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o 5E94/240m

10

B EUR-3-(4-(= T A RA) IR T A HA RE]-N-(- B AR -2-5) %5t

keb-2-FobEE, MB, Wi WET LMY, A4INEBYTRT
5038, 33| InAALE4(84 mg).

APCI-MS M/Z: 528/530 [M+H]'

%3644 185-188

AL 2345 184 ekl ik AL A 4] 180 13 2] 449 R X-5-
FHE3-[4-(= F AR TEBERA]N-G-FARAR-2-F)FK Ik
wh-2- F B Aol B AL IS A, FFENLH BT XA £ NILEY,
RAKE LT A RMELE, FRLEmiE,

Noozata
3

AY

5% b5 -R? -RY MEBFRIK
A\

O/\)l APCI-MS M/Z:
185 : - Q 542/544 [M+H]
H
Ha i" b | agd
) 3

CHy O \Q APCI-MS M/Z:
! 541/543 [M+H)"

CHy L’ —dmi
o 0 4 APCI-MS M/Z:
] 569/571 [M+H]*
& N S BT
iy

0 \ APCI-MS M/Z:
188 ﬁ'j/n\)J\N/ 555/557 [M+H]*
H B&E
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10

15

F# 4 189 RX-5-LBAX TBERE-3-4-(—FERB)RTEEE
FE]-N-(S-RAR-2-R) Ko ckv-2- T BB R &

0 —@—ct o H—(}cu
/ o\/ﬁ\ ,E I /? { N
H,N ) \‘( H o}
H 0 NH
o% 0=;_:
Q Q (HCY)

Y, /

YA RHH) 180 FIRB R X -5-BA3-4-(CFEAEPOKRTAL
B FAR)-N-(5-RARHTE -2- 2 ) K ok w-2- F BeA(100 mg)id F = £
P m)¥, ARAHTEHLP A TBEL TEBR(36 mg)fertet
(36 pl), FERTHIFIRAW 17 Dot G RELERF RN
RESKER, RAEGRIRSY. AfdKAEAFEIE, 25
BR4nT B, MAEAEAER ., 2 NH-2#RAMEEFGEBLA 845, RER
1515 B§=50/1) 440k A ERAY, REBRX-5-THAKL TBAL-3-
[4-(= F A EH) R T A B R -N-(5- R -2- ) K 5 ok vy -2- F
BLAR(110 mg), K—HiEmHET BT, A4NERYTLRTEL
¥, F3|AFHMIEH(16 mg).
APCI-MS M/Z: 556/558 [M+H]*

44 190-196
vA Y £ 45 189 ARAukg ik AL TRAR B G40, R EH X
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WO B 2896/2401
J H @
E j:; g |
RZ
o§< H
AY
0 A\ APCI-MS M/Z:
190 j\"/ Q’w 498/500 [M+H)
3
» " b |
0 -\ APCI-MS M/Z:
.
191 /\E,U\N/ 528/530 [M+H)
H
" L |ama
0 \ APCI-MS M/Z:
CHy .
192 \TJLN/ Q 527/529 [M+H)
H
CHs VARG Y T
Hy A\ APCI-MS M/Z:
193 o=i=o Q 534/536 [M+H]®
o —Ch | AR
duy
\ APCI-MS M/Z:
+
194 O\/\B{‘:‘/ 647/649 [M+H]
H —d&i
x]
Q APCI-MS M/Z:
N X
195 é?"/ 548/550 [M+H)
é”a $:mH
Hy
o e APCI-MS M/Z:
+
196 I NN 556/558 [M+H)
N —#esE
(o] c,H,\OH‘
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10

15

20

KM 197: BX3U(TEER)ROARE KA SBELRE
AN SR -2- £ ) Kok -2 T B A 2

YJLH%HG oy @3@@
Q Q (HCY)

N~ g

/ 7/

¥ k4] 189 P RA R X-5-LBEL LHRAL3[4-(=F L
£ TAHAFIEN-(-RARMZ2-R) K Sk -2 F BLA(70 mg)
BETOARHFELL 8m)P, GEPRAKEFGC mg), FEE
TFTHAZ RS 48 it BUERE R AR, ZAEIRAEEM(RBLA:
A5/ T B=30/1) 8L G EARM . ARG R R-3-[4-(ZFEEL)
RTEHERR]-5-#2 K TRHEI-N-(5- AR -2-2) R ok g-2-F
BLEA T CBEF, AN S LB TBAE, B3 4781046
mg).
APCI-MS M/Z: 514 [M+H]"

E#HA 198: AX-5-—FRARE-3-(4-(CFEARE)TTEE ALK
N-(5-fA-2- X)) F ok vb-2- BB — L B &

=\ —
p —Q c; —ch
H,N o \'I‘ 0
O%NH .__-___’ O%NH
e Qo

N— /
/

e L4 180 P AFR R R -S5-FA3U-(CFEAELRTE
BORRE)-N-(5- R -2- ) R ok ol -2- F SR (50 me) &% F =8
FREm)F, ARAHTEETELIN 35%F BKEREB2 ul)
FoZ LRARAMEALM(0OmE), REEHERARETE, HHE11S
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10

R ERAHT, GREERTBANBFEBREMAKER, A=
AT RRIREY. At KEAIE, BHBRMHTIE, RE
ELEH . 2 NH-ABA BAT(RBA: LB TEE) st A R ey KA i,
R K-5-= F ARA-3-[4-(Z F RRBOR TEHERA]-N-G5-R]
R -2-F)FH ok oh-2-F 8L (44 mg), HiZ FHBETFIEHY, A
AN R LR TERLIE, FRARMILA4(49 mg).

APCI-MS M/Z: 528/530 [M+H]*

5% 364 199-200

AL RAA] 198 ALY 7 ik AL 32 A8 SR 464 180 47 2] 64 BLX.-5-
RAS3U(= T AR TEHAREN-(5-RARAR-2-R) K ek
wh-2- T BuBARAR L R a M, 2| B XU TAEH, K
AR LR -FRAEMMERE, FHALARE,

kb5 -R%" -AY P EAF MR
o/\/\N/
~ S s
199
? AR == 1§
CHy
O~ 2:2 APCI-MS M/Z:
200 544/546 [M+H]"
L 4:—% g=s-1- %
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£ #4201 RX-3-[4-(= FEARE)RTEFERL]-S-2-24%-1-%
AT X THRA)-N-(S-RAA-2-R) K okv-2- T BB — R M 8

:\( o HN—\ 0 HO. o, HN—§ )i
° 4 " J\ / N
0 0 HO. .
———t———————

0? o
e ; (2HC)

/ /N-

¥ EHH 35 PRIGEX3-U-(=FARERTASAR
5 E-5-(2-F A3 = R R-5- R FA)-N-(5- RARA = -2- ) K Sk -

2-F BLA(200 mg)iE F w9 frkeb(S mD) ¥, &2 Aen 2N #E(5 ml),
FERBFTHIE RS 3 0. EEBERFAAHEREHRE
BAEBRETBI, ARG, Al KERTIE, ZAHAKREMA
FIR, REALER. 2 NH-ARA2EN(GRBLA F B8/ TR LEE=1/20

10 ~ T8}/ LB TE=1/5) 50 A BB R H, FERX3-[4-(=FEK
RS EHARA]5-Q-L2A-1-BEA TR TEL)N-G-RARME2-
A)F R -2-F Bu(162 mg). R F W TFEF, @A P A 4N
BB TR OB m)ER, BAERLEN, BERYERABWEET
LEEP, 2R ERR, FI4FMLA%(14] mg).

15  APCI-MS M/Z: 531/533 [M+H]"

EA 202: BX-3-[4-(N-RTREFE-N-FREE)HRTEERR
£ ]-5-F BEFA-N-(5-FARZ-2-5) K Aok lg-2- F B

o O’”M

T A

Yot
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B AELE R 115 b 7269 R X-4-N-8T ELAHAN-F £ £

BRTEFERG.12 9E F—RKFHE0m)F, G+ ik (79
ml), EXAEHT, GREMTHEABKE(1.04m]), FEETH
HIZ AW 3 I, REREAEMER, ERASFTELERNGELY

5 T4 A AR (80 ml). A AE LS 72 PIFR] 4 3-RA-S-FRA
B -N-(5- R -2- ) Kok vl -2- F BE(2.76 g)fe 4-— F A R A
e (195 mg). R EHERABEETR, 17 I, GRAEE
B HEANAOFEBREAARIER, 2iTRIKERR, AR LEiEY
ik, TH, FEIFHIEH(4.63 g).

10 APCI-MS M/Z: 585 [M+H]"

LA 203; A X-3-[4-(ITHREFEKL)RTEHE RE]-N-(5-K
ARt -2- ) F ok wh-2- F BLE:

O 0o

%ﬂ@Cl
" be
3¢

15 ¥ 5H KB 116 F1F2] 6 R X-4-(R T EA B A ELF T
TEQ2.54 E TR FRGOm)F, A4 donrtez(4.22ml), Ak
AIRAY. ERAY T H A BABEO.76 ml), FEERTHHEZR
a5 1. RREHERBRAKSY, QLFRALSELE
%) 74 * 13 3]t 3-F A -N-(5-F AR -2-2) K ok vhg-2- F BLB(2.00 g)

20 Fo R F Q20 ml), TEEFHI LRSI 15 )8, GREERERT
BAK, ARGRIRSH. AK. SUMBRBKER. K. of8
B SRR A tofe AR SR A A IE, BHMMATE, REXK
KR, RERKBERYZREBALENCGRBLA) 845810, BFFC
By, 2iRIKERR, FRFMIAH(294 g).
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APCI-MS M/Z: 513/515 [M+H]"

k&4 204-217

VAL SR 4] 202 2% 5L 564 203 ARG F ik AL T AR K b AT HE 40 A
5 M, 133)L Fiodd.

¥ Xk -R? -AY WIBALF MR

a ? APCI-MS M/Z:
204 H > { w | 527/529 [MeH)®
205 o/“\/

APCI-MS M/Z:
JQ{{ 616/618 [M+NH,]*?
Ly Crh
3
0

‘ .
206 | T® Q APCI-MS M/Z:
601/603 [M+H]*
o\/\o/ k{‘&m

| < >
N APCI-MS M/Z:
207 ‘\/\o/ K\{\éﬂ; 614/616 [M+H]®
Hy
Hs
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WO 25102/2400

499/501 [M+H)*

LA 5 # HEALF IR
APCI-MS M/Z:
208 512/514 [M+H]*
m{@
Hy
S—
H
;\Y
RAHE| -aY WERTRR
1
BPCI-MS M/Z:
209 “/"t\[(- Q(_g 588/590 [M+H]*
H "s.
(o]
1
C:z APCI-MS M/Z:
210 -H NH 527/529 [M+H]*
Ha
I,
CH,y
" . b 342"' APCI-MS M/Z:
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i

B 4 %5103/2401

* | APCI-MS M/Z:
212 -H '
ﬂﬁ"’ 513/515 [M+H]"
o
’1s . APCI-MS M/Z:
Gz, 527/529 [M+H]*
P
(o]
- . \QO t | APCI-MS M/Z:
’“= 511/513 [M+H]"'
[o]
APCI-MS M/Z:
215 -H Hs *
HN\\(o\g% 487/489 [M+H)
Hs
(o]
_ APCI-MS M/Z;:
216 H w o | 501/503 [M+H)*
Mc"s
[0
Q APCI-MS M/Z:
217 H wﬁ 513 [M+H]"*
CHy
CHy
CH,
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10

15

20

T A 218 B X5 F RAHKR-3-4-(F RER)RTRHEFAIN-
(5-RARAR-2-R) K I kb2 T BB R 2

AP s oty
Egﬁ 5

/
AR 202 17 2] 69 BX-3-[4-(N-4 T SAEHAE-N-F AL
AV T EBEFA]-5- F BAB-N-(5- BRI -2- R F 5ok o -2-
T BB (4.60 g)iE T —EN QO mD ¥, AL FIAEZRSNKF 4
N % 8(10ml), FEETHIZ RS 8B )0, ALBRAEBRLE
&, 2RKERE, A TRREILK, T, #2840 H(4.02
g).

~ APCI-MS M/Z: 485/487 [M+H]"

F#H 219: RKX-3-(4- R TAP A RE)-N-(5-KARnLs-2- %)%
Fekok-2-F ok — R E

NH
Oy

: (2HCY)
NH

WA FHp] 203 bR R KX3-B-RTERAZAELRTA
R ]-N-(5- R -2- K )R 5wk oh-2- F Bu(10.70 g)i T —
AR50 ml)d, @A 4N HEe = FAKAS0 m)ERk. FF
BTRFZRSY 1200, RERE. ATRAERLY, 2Tk
Mgk, B FFHLA4(9.80 g).

APCI-MS M/Z: 412/414 [M+H]"
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B 4 58105/2400

10

EHH 220; 3-[2-(%"E-4-X) LBR A ]-N-5- A brg-2- X)X =k

“h-2-F Btik
o)
(o]
e"

B 23] 212 FARB) 6 3-2-(1- T R AL Lk 4-2) TR A,
FN-(5-FAR AT -2-3 ) K Hok h-2-F BEAR(2.34 B F F LB LB
GOml)¥, @ Finn 2.6N B4 LB TEGO m)ER, FEERTF
BHARAY 5 . BERBR SR, §ERGERAY T I
B FEBREAKER, BRRKERIE, FRFHANLSH(147 g).

- APCI-MS M/Z: 413/415 [M+H]"

5 349 221-233

Al Kp) 218, KA 219 K EHH] 220 ARG & ik L 2 AR K
HAIs Y, FEHBEHAGUA T, IEKLE—F AR
ELE, BELERE,
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oo B 5106/2400

o§< H
AY
FRAT| g -y HRAFRR
Y /
APCI-MS M/Z:
221 - »
; QN/CH: 427/429 [M+H)
i H
Q APCI-MS M/Z:
+
222 ?JJ\/ 499/501 [M+H)
CHy cd,“ —dE
A
APCI-MS
o M/2:501/503[M+H]*
223 | 7 Q ey
&
i
Hy APCI-MS
224 i M/2:514/516 [M+H]*
c{;\/\o/ i camE
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oW B E107/2400

EEH 5 =3 0] WEAGTEM K
HN—@—ca
: % ° APCI-MS
225 ~/ M/Z:412/414 [M+H]"
O\%j P
NH,
H
R
H
Y
Kb -R’ -AY LYY
CHy 1 APCI-MS M/Z:
206 $\Tr, <:;> 471/473 [M+H]*
° Ny s
1 APCI-MS M/2:
N
227 _H (:;E~ 427/429 [M+H]
N, | —HEREE
' APCI-MS M/Z:
228 ~H b 399/401 [M+H]*
H
529 - \b APCI-MS M/Z:
H

427/429 [M+H]*
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APCI-MS M/Z:
411/413 [M+H)*?

ekt 3.8

he!
_ APCI-MS M/Z:
231 . \\\\-\ 387/389 [M+H]*
NH,

230 -H

APCI-MS M/Z:

232 -H 401/403 [M+H)*

NH,

APCI-MS M/Z:
_ 413/415 [M+H]*
233 H . Chama

NH,

T 234 BR-3-[4-(N-FE-N-TLER)ROEHR A5 F
FE B -N-(5- B AR -2- ) K 5wk h-2- F BLE

Vs @ J-{0
A0 o A0 °
| °§{NH N oM
/gn {HC1) <:21€f

/
R R A3 T B, @oke2(783 me)fe = A (2.41 ml)E &5
B0 ml) ¥ 698 & P & A FE(T09 ul). QR+ B Ik £ (10 ml)
FHEHEQ00m), FEETRAZRSW 05 . RAEME
RERFR KA, @R LH46] 218 T2 6 R X-5-F £k
10 FA-3-[4-(F AR TEHARAE]-N-(5-RARRAL-2- ) K Aok -
2-FEue g Mi(150g). RREDAREZTENBEHEI IH. R
FLER T AR KAt fo B SR, ARGRERSY. A
foke KA RIE, SHBMTHR. RERLSR, 2 NH-2K%
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AR EMT(RBLA 84S E R B, T2 440449145 g).
APCI-MS M/Z: 513/515 [M+HJ*

K& ) 235-238
5 VAL RS 234 AR08 7 R L ERAR BT 6 R ALY, FFEDAT
e,

Y
FEH T -AY B E MR
1
0
APCI-MS M/Z:
235 (Lk/ ‘} ;n 527 [M+H]*
- b
_ ; > APCI-MS M/Z:
236 . H 455/457 [M+H]"
I

APCI-MS M/Z:

1
237 I/ +
Hy 485/487 [M+H]
|

| 1
CH

238 L : APCI-MS M/Z:
\/\O/ H 529/531 [M+H]+
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% #AH 239: KX-3-[4-(N-THA-N-FERR)FRTEKERK]-S-F
FE B -N-(5-R AL -2-K ) K 5ok wh-2-F BLik

_o Y, . N _o / Y N

o~" - ° oy

9" (HC1) 9 °

e ) 218 133 6 B X-5- F BB A -3-[4-(F ARL)K

5 A B RA]N-(5- R -2- ) F ek wh-2- F B A 2 8 22 (1.50 g)
EFFTRTREOm)F, ARSI TEHEAF A TEBRET uhi
ZZB(1.60ml). RS BREEER, BH2 . AREERTP
ANPA R B EAKIER, ARG RBRSY, AKFtafi Kk
&, BRBATIR. BAEELEN, % NH-BBRAEE(EBLA )

10 sALE R BRY, FEFHEASH(1.51 g).
APCI-MS M/Z: 527/529 [M+H]* |

K& 240: 3-[(1- TBLER-4-X)F A KE-N-5-K AR rbm-2-14)

ek h-2- T Bk

15 o

A LA 228 F 5] 49 3-[(R7E4-2) B A BAN-G-Fkott
R-2-R)R A ok h-2- T BLAR (140 mg) &3¢ F R TR0 ml) ¥, Aok
AHTEHREFRATBHRKGO p)fe=Tr(74 nl), FERTHEEZ
RAH 6 M. FRGRERESER, AK. S%HMBARRE. 4

20 FEBEMERARAS KSR, SRBRMNTE. AERL
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03811791. 6 oW B OFE111/240,

B, BAERNBBREYAET UM TETY, AFHRALE, oA RY
BAMMNLB LB T4 4, F2 478105438 mg).
APCI-MS M/Z: 441/443 [M+H]*

5 Lk 241-245
vA L 5234 239 2K 55 4] 240 ARG 7 i AL T AR BT b ALHEIL S
4, FEHEN XA THEY, RERES—F A RALELE,

Fa AUk,
T
\ / Cl
H
;\Y
95%6”%‘ -R? -AY %ﬁ%#'l&}ﬁ-
_ APCI-MS M/Z:
241 H S:( 483/485 [M+H)'
m
; ? APCI-MS M/Z:
242 -H Y 496/498 [M+H]*
“L |
1
APCI-MS M/Z:
243 -H ; 0 497/499 [M+H}*
¢ Hy
X .
APCI-MS M/7Z:
244 -H % 511/513 [M+H)*
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. ) b APCI-MS M/Z:
245 B 477/479 [M+H]*

KM 246: R X-3-[4-(N-TBE-N-FE KL KT EHERE]-5-2-
A TEE)-N-(S-RAASE-2- K ) K ok vh-2- T B

/°\/~°/©:}—{_Q-m /O\AOO/\%"{—QC'
o~" - o~
5 %‘ (2HeH) Q*(o _
e 284 223 P AR R X-5-2-F EA THHE)-3-[4-(FER
)T AP FR)-N-(5- AR -2-F) K ok h-2-F Bl — AR &
(110 mg) & F NN-Z PR FBA(S m) ¥, & H i 4N\ TER(13.2
pul). 1-BEXKH=2(Blmg). ZTAE®B0 uhi 1-2£-3-G-—F4

10 FEARAXK-—DBEBR LG4 mg), TEETHHAZ RS 15 10T,

PR ERFIMANTEGB2 pl). 1-ZLXHF = (20 mg). = (67
phfe 1-TA-3-G-mFARARIOK — R E R (28 mg), HRA
HAEERT AP 20 DBy, S REFER T RALFBKER R4 KE
&, ARGRIRESY. Aiaf K& AIE, BHRMATIE,

15 BEELER. 2 NH-2BAZEV(GRBAE TR/ TR TEE=1/1, &
& LB UE)GA A R WA, BB EREETFECR/ —FA
ARY, 2HRKE, FEAMLESW(A2 me),

APCI-MS M/Z: 543/545 [M+H]"
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KM 247 3-(1-(Ho-3-K) A )R R-4-F A A -N-(5- A
=-2-R)Hfekh-2- TRk — L Mg

@f}_ﬁ—(\"}m
s)
0 NH

OLQ (2HC1)

A KA 228 47269 3-[(FRo-4-2) B £ F K )-N-(5-FAK ik
5 " -2- ) K H ok h-2- F 88 (100 mg)E F N,N-= F & ¥ 86853 ml)

T, BT EERNRKGS mg). 1-BEKH =37 mg)fe 1-T -
3-B-Z P ARA ALK T BEB (53 mg), T8 THMETDE
M4 0B R ER T AR B SANACGRRAK, Btk
KR, MEAGRE R, B2 3-{1-(RR3-EOREIRRA-RE

10 A FH]-N-(5-RARrtb oz -2- F) K H ek oh-2- T 88 (103 mg). AAE=&
NRT A HBRA R R, T2 RS H(115 mg).
APCI-MS M/Z: 504/506 [M+H]"

5 3647 248-257

15 VAL SE 645 246 2 KA 247 ARG ik A T AR KT 4G AL Sa 1k A
Y, FRHEFXGUTAESY, SXRLAFLELE, FE R
R,
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oW B FE114/240,

" .
N Cl
R
H
;\Y
=AY

554/556 [M+H]"

FEH T -R? HEF R
1
_ APCI-MS M/Z:
248 H by, | 4697471 [M+H)'
&
)
Hy APCI-MS M/Z:
249 z P 556/558 [M+H]*
&.{3\/\0 dfﬂa ;ﬁ&ﬁ \
\
Q APCI-MS M/Z:
250 A ,N\{/‘_ 512/514 [M+H]*
CHy
by
251 _H APCI-MS M/3Z:
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03811791. 6 oW B FE115/240,

_ APCI-MS M/2Z:
252 H Q o |455/457 [m+#m)*
Zﬂa
1
_ < } APCI-MS M/Z:
253 H \ s 483/485 [M+H]*
b APCI-MS M/Z:
)4 - | 498/500 MeH)
*\Q —amE
Y,
APCI-MS M/Z:
255 H b}j"‘m 484/486 [M+H]*
’ [
b - | APCI-MS
256 H - M/2:504/506 [M+H]*
APCI-MS M/Z:
+
257 ” Phee

F#&H 258: A X-5-BRE-3-[4-(N-FBLE-N-FEARE)FTEKER
A J-N-(5-F A ko -2- X ) K H-ok why-2- F BLE:

0 n—@—m 0, u - Cl
,OYOZTO h " Y@:ﬂo‘ﬁ}

0O ow 0 oM
——— 4

N 0

/ /Ns{

x
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W Je 4] 234 b 13389 B X -3-[4-(N-F B E-N-F A EL)KR T

A B EA]-5-F S B N-(5-RARA-2- 1) F H ok h-2- F Boie

(1.90 ) &HF TW R A/ FE(1:1, 50 m)¥, EKAFTHEF A 4

N SR ALsKER (G ml), RRSHABRETR, 317 0. AE
5 RGBRALIER, CBRHFPRENARK, B 10%LEBR T oRAY, £

RMRILIE, R KFemd ek ik gk ook, TR, 284049 (1.59

g)-

ESI-MS M/Z: 497/499 [M-H]

10 3£ 347 259-260
VAL ) 258 FRAE) F KL AR A 69 e S M, FEHEE
XA T, A¥LAEsE, B,

—————

H
Cl
R2
H

AY
F b5 -R? -AY VL A2y,
o ESI-MS M/Z:
259 A b W |511/513 [M-H]®
A
1
260 “°\[( ESI-MS M/Z:
I ‘(H, 511/513 [M-H]"
N .
. c{.ls \
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K& 261: AX-5-=F X REHE-3-[4-(N-F BA-N-F & £ 4K
T A PR FR |-N-(5-F A mbo-2- 2 ) ¥ ok why-2- F BLE:

O§__:NH O%NH
Q. Q.
M M
H e F 5] 258 F 7B 6 KK -5- BB -3-[4-(N-FBLE-N-F A K
5 AT A HA FI]-N-(5- AR -2- ) K Fok ofg-2- F BEAB(196 mg)
BF T NN-—F A TBE (1, 8m)¥, AkAHTHLFES
Ha N B i B 3 (49 mg). 1-2 XK H ==(108 mg)A= 1-T X-3-(3-
ZFEERAAR)E TR B (153 mg), TEB THEEROY 48
I, @R EERFMAF R EAKER, A OB LRI
10 o4, RKAbade KIREARIUR, BAMMTIE. REXKLERN,
% NH-s A B (RBLA]: LB LB S A s B, 4 R
BRHEFTLRWETKY, 2RKERE, FRHAALSH(14]
mg).

APCI-MS M/Z: 526/528 [M+H]"
15

%64 262-275
VAL 364 261 Aoty 7 ik AL B4R B AR kbt , 1FBHE
B REGATEY, AR AE—TARIERLE, FR L8,

142



03811791. 6 o B E118/240m,

s ea
~

FHp) 5 -R? -AY WP F R

@ & )

APCI-MS M/Z:
262 "Y 568/570 [M+H]*
o 4.4:‘\{
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i

B B #119/2401

1
APCI-MS M/Z:
263 \[( Q W | 552/554 [M+H]*
0
CHy
ves \ b RPCI-MS M/Z:
L/\/ \ﬂ/ 570/572 [M+H)"
) 0 - cg."‘\{
C
- /\/,LH3 APCI-MS M/3Z:
Ho e W | 556/558 [M+H]*
o N .
7
Ho/\O /
APCI-MS M/Z:
266 "\n/ 596/598 [M+H]*
o S
4
0
Hy APCI-MS M/Z:
267 C\g,U\/ %\{ 540/542 [M+H]*
H,
——
APCI-MS M/Z:
268 OJ\/ %‘\(ﬂ 582/584 [M+H]*
o]
o]
APCI-MS M/Z:
269 \/O«’U\/ %_\{ 610/612 [M+H]*
HO.
?H
I | apcI-Ms M/2:
270 c/H,T]/ Q{ 540/542 [M+H)"*
0 y
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@ { ) '
APCI-MS M/Z:
271 N o, | 582/584 [M+H]*
o 4
O | ¢
APCI-MS M/Z:
212 \n/ %{ 566/568 [M+H]*
0 0
e
N APCI-MS M/Z:
273 >N h | 584/586 [M+H]*
b 1 <
s
Gy
N APCI-MS M/Z:
274 Ho " ‘(& 570/572 [M+H]*
(o]
o)
“’/\O APCI-MS M/2:
273 e %{ﬁ 610/612 [M+H]*
(o]
E#& M 276-277
VAL e 145 AR 7 ikl AR KL ¢ AL 4a4 o4, FBIAT
5 a4,
H
{
H
v
EHH 5 -R? -AY W FMF
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APCI-MS M/2Z2:
216 o " ‘«H 499/501 [M+H]*

o]

A
1
079 Ho - : Q APCI-MS M/Z:

H 499/501 [M+H]*

c/
H o)

KHH 278: RKX-3-[4-(N-Q-BELE)N-FERE)KRTEEKER
X |-N-(5-BArtb-2-2) K I ek h-2-F BLB: — S M &

@ze«“} @cﬂ

o™
s , /N -/ OH

e ZHAH 221 F 2| RX-3-[4-(FEARBKTEHEE LA
N-(5-fA T -2- 2 ) K Hf ek oh-2- F BLA(125 mg) &% F Z8(5 ml)
F, AR PheN 2-BR TBE105 pDABEB4N(ST mg), HRAME
S50CTFHE+# 15 oy, MBREMTF 5 SrhoN 2-XK B3 ul), ¥
10 RAWAE BOCTHFH 5L 6 I bt. MR P FH LA 2-8R TEE(53 p
D), ¥R44hE B0CTHIE24 . BERBREER, QIHELY
FRANICF K BR SRR, ARGERRAY. AK. thfiK
RAEARIE, BABMTER, REARLEN. 2 NH-ABRAEEN(E
BLAE S/ TR TEE=1/2, BB LR TE)SALE B B, 73
15 B X-3-[4-(N-(2-2 2 TH)-N-F X RN TEB A RHK)-N-(5-Fkrik
e -2- KK ek nh-2-F BB (53 me). MUE, & s T R/ TR/,
6m)¥, BHEPhN 4N LB TR TEI( ml)iak, BREXRLER.
RERNBRAWES T oMY, 2LRKE, FFHLESH(S
mg).
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APCI-MS M/Z: 471/473 [M+H]"

L4 279: 3-[[1-((Hho2-4-K) F R )kor-4- 2 13 R KX ]-N-5-f&
b -2- 4 ) ok wh-2- F BhAR

o NH

ol

Ffe L) 228 F AT B (TR 4-2) A RE)-N-GG-RAA A
we-2-4) K ok wh-2- F BtA2(100 mg) &% F NN-— 9 £ Z8:4(3 ml)
. mE Ao 4-(FAK T E)Hoe 388 (45 mg). BB 4H(80 mg)he
Aiesh(4l mg), FTERTFHRLZRSW 12 00, GREERF M
10 taFe Bk B FAAKIER, A OB CERERRAY. AKftbi Kk
BRANE, BRBMNTR., RERLEN, 2 NH-ERALE(GH
FE T OB TEE=2/1, KRB 1/1)shib A R85 4d, AL
4 (109 mg).
APCI-MS M/Z: 490/492 [M+H]"

15
5 36,47 280-289

VAL L34 278 X LA 279 ARG F ik L T AR B g AT b4k A-
4, FEBBEHAGLTEAY, XE¥LR—FARMLELE,
FR ALEEeE, |
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e -R? -BY P 2Ty 3

‘ APCI-MS M/Z:
+
280 . Q 455/457 [M+H]

CH/:\\CH, —Had

\
APCI-MS M/Z:
+H1Y
| | Q[ e
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o P F124/240m

: u
° APCI-MS M/Z:
282 468/470 [M+H]*Y
Q s
0 H \—/
: ﬁ ° APCI-MS M/Z:
283 =g | 4427443 ey
— 3
N T
H ° APCI-MS M/Z:
284 o 440/442 [M+H]?
Q sen
Y
H
cl
R
H
;\v
FEAT| R -AY BEAER
\ APCI-MS M/Z:
285 -H Q 3 ,i_lﬁfé? [M+H])
A
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10

‘ APCI-MS M/7Z:
286 -H s ) 518/520 [M+H]
v |2EmE
APCI-MS M/Z:
' +
287 -H 517/519 [M+H)
—dmH

oy
APCI-MS M/Z:
490/492 [M+H]*
288 -H
= =51 ¥
\ W/
b APCI-MS M/Z:
490 M+H1?
289 ~H N _asaitg},g.tz (i)
W’

%4 290: R X-3-[4-Q-BETEER)KRTEE X FE]-N-(4-£4K
F R )E ek h-2- 7 Boiic i s 3k

cola’alile v as

NH
O O
NH, (HCI) HJ‘W

Wi F 4] 225 FFB R X-3-[4-BA KT A X RHA)-N-(4-
FAREE)R ok vh-2- F Boik 2 88 3 (150 me) &% F LAk /F8E(5/1, 6
mh¥, @A PRN=ZTHEOG3 ul), FERTFHIFTRESMILN4H.
& BB AR R AR, R e 2-BR TBEQ29 ), KRS
FESOCTFHA3 Bt BT A F I 2-5K TBEG8 nl), ¥R
WL SOCTHH I M. AEdHBRIN 2-RRTEEGS nl), #
REWE SOC Tt —FHta 15 I it BERBRERRE, AEAY
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10

FRANKFOF KR EAKRER, A RGRRESHY. AKiet
BARBAANE, ZHBMHTHE, REALEN. 2 NH-2KAEE
MRBLA): LR LB, KRB LB LB/ T 8E=20/1)41b 4 ARt At
FERX-3-4-Q- LA A RSN TEHREEL]N-G-RARKLHOX
Frokh-2-F BAR(104 mg). Feif * (104 me)iE T &45/F 85(5/1, 6 ml)
., L PN AN BB LB B0 m)ER, REXRLERN, 12
ERHBARYEF TR, 2RI, T2 HFMLEH(95 my).
APCI-MS M/Z: 456/458 [M+H]*

5% 36,47 291-296
vA G L) 290 ABMNEG F ik AL IR AR B G AL KA B %, BB
BREGATHAY, RERLH-TARLELE, R LERE,
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R b5 s R L T
()3 “:N—< >—u
° APCI-MS M/Z:
291 | 500/502 [M+H)
Q sma
N/ OH
ot
——
R
H
Y
REHAT| R -AY WA
A
APCI-MS M/Z:
292 -H 469/471 [M+H]

f\ﬁ% ET1TY

Hy

: |

w | | Qg g [,
)

APCI-MS M/Z: ’
¢ ) 499/501 [M+H]"
294 -H o -
N\)¢§dpm' S
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295 -H APCI-MS M/3Z:
~h/;g¥ 466/468 [M+H)*
N

APCI-MS M/Z:
2396 H 484/486 [M+H]*

KA 297: B K-3-[4-(BoH-4- )5 T X & KL ]N-5-FA AR 2-
B E A2 TRE-—SRE

@,\Nu_@}m @:Cj‘-(}

NH
o/

tH, (ZHCH (‘ (aHel)
0

A FHAH] 219 F AR 0 R X-3-[4- B0 AR RA]N-(5-
R -2- ) S ok b -2- T BB — 3 8% 3 (200 mg) B3¢ F NN-— %
ATBEQOmMD)F, ST IARQ-RTE)ET3 nl). #44H(185
mg)Fe Ak B 44(131 mg), &RAMAE S0CFHH S5 Iaf, KB4 80C
10 FHH 3 I, AT B MARQ-RTA)E(T3 pl), KROME
80°C FHEH 15 IR, BAERMELER, FRPY T RN
S4KER, ARFRRSY . ARFERLEREETE, 2
BT IR, MEXLZERN. 2 NH-25AEWFGUBA E T/ T8
LEE=5/1, KRB VD)L RKERY, 53R X-3-[4-(Gok-4-2)3K
15 A B R ]-N-(5- Rt 52 -2- 30 Kok vpg-2- F BLA(70 mg).
B, REFHETRE/FTEG/L, 6m)¥, @+ 4N LT
BB m)ER. RAKRLEN. BARNELHEETF OB T,
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RS, FRAFEALEH(65 mg).
APCI-MS M/Z: 483/485 [M+H]'

3 364) 298-301
5 vAE 364 297 AR ik AL 3R AR B G AT Ra b, RB|HS
BRANATREH, RA¥LE—FARNELE, B,

%L@—q
=

3\:3&45" *3" -R2 =AY %E%'—%—"&/ﬁ
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) APCI-MS M/Z:
298 “u 467 [M+H]*
APCI-MS
299 B M/2:453/455[M+H]"
b k1
F 5 M HRAFHR

.
<

H ' APCI-MS M/Z:
300 482/484 [M+H)
3.3

\H APCI-MS M/Z:
466/468 [M+H]"

X8

{

301

T 302 BLK3-[4-(N-RE TEN-FEREREHEKE]N-
(5-FARAR-2- ) Kok -2 T o — b i

s v e el S e e
oy o™
% e ] » {2HCY)
Qg Q3.
5 / /
oA ) 156 ARMLEY 5 s AL T4 52 36450 293 o 49.5] 44 FK.3-
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[4-(N-d2 T SR BR T A -N-F X)) R T AHAERA]N-(5-R Aot
52~ R S ok h-2- F BLE(820 mg), FFE|HAAL S (778 me).
ESI-MS M/Z: 507/509 [M+Na]*

5 5% 3649 303-305
vA b 364 87 ARG 7 ik A B A K4 302 F 47 3] 69 R X-3-[4-
(N-Z A F A -N-F A8 K30 T E B R FLN-(G-RARAZ-2-2) % 5F
koh-2- TR AR, FRREHAHA TS, KAH¥LL

—FRARMLELE, FR LA,

H =
!
RZ
H
Oi
- Y
kil B -AY BRI
\ APCI-MS M/Z:
303 -H <i;} o 484/486 ([M+H]
N\)\\ NH; | = 3 g6 3
10 s
b APCI-MS M/Z:
498/500 [M+H]"*
304 -H o
c{:\)\\ —Hed
N
Chy
i b RPCI-MS M/Z:
512/514 [M+H]*
305 -H o
VAl
b
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K#H 306 K X-3-[4-(= T ERE) R TEFEFAK]-N-S-BARAR
2-R) K Hekh-2- TR Mt

@Qw}m @HH}G
Q {2HC) Q (HC)

K EHAES 219 772 R A-3-(4-[AEK TS A RIN)-N-(5-
5 AR -2- )R Aok oh-2- T BB — B 3 (930 R F R FIE
(430 m)P, EKXANTEHLPIAZLETII m), BRI
S4b. RE, ML PN 35%F BEKEE(7.59 ml)f= = TRLEL
FAEALH(12.10 g), R EMERABRETIR, BLi 12 bab. Ak
AHTEHRLERTHEARAEBRESHKER, ARHSRRRSY.
10 RkFetidedh KE G RFRIE, BHRERMTIR, BRERLEN.
#2 NH-# A BV (A E I/ LB TE=3/1, RE LB LES)%
HERY, FBRKX-3-[4-(= F AR T EBIAFA]-N-(5-FAKtk
w2 -2-R) K ok v -2- F BLAR(6.92 g). 1Ri% T Wi T RAF/F 85 (5/1, 60
mh¥, ARAFTHEF A 4N LB 8 LB (50 m)Ek. &
15 ERBREER, BERNBRAHESFTORY, 2LAKE, &
| AFARAA40(7.83 g).
APCI-MS M/Z: 441/443 [M+H]*

£3#h4) 307: B K-3-[4-[N-B-(RTREFERE)RHE]-N-F 28K
20 FRTEBELE]N-G-RARMR-2-5)F ok vh-2-F Buk

- o N Do
@:}‘g@c' % -(\N}
o o

osm

NH
Oy

3 Qagt
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10

15

e 264 221 F 72 6 R X -3-[4-(F RARR T AL RAT-
N-(5-8 A2 -2- K ) K H- ok vh-2- F BLB(250 mg) & 3% F = £ F 5(8 ml)
¥, AAASHTEALF A -RTRAKLASLHE098 mg)f= 2
Be(160 u1), A BRAM IUS4F . RE M\ = LBLR A M S0 44(243 mg) |
FRREHERABETER, R4 00, ERAHT, AREE
R RN B FAN KT R, ARGRIRSY. B Kfetiifelh
KIERGARIE, BHRBMATIER, RERLERN. 2 NH-2K4
EAT(RBLA)E TX/ T TE=3/1, KRB VD)Lt R BRAY, 12
B4+ A1 64 (312 mg).
APCI-MS M/Z: 584/586 [M+H]*

5% 3.4 308-326

VAL 364 306 K LA 307 A0ALe4 F sk AL TBAR BT b AT HE LA
M, FEHEBYXGUATHEY, AHHFLLE—FH AR,
ZEIES 18

FRH5 8 AT MR

APCI-MS M/Z:

308 o 440/442 [M+H)
-8
~CH

cHy
=
R
EH
O§<;Y
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o P F134/240m

x#EHF| R -RY HENF R
APCI-MS M/Z:
309 -H . 455/457 [M+H]
e —EE
b,
APCI-MS M/Z:
' +
310 -H 455/457 [M+H]
mxf‘ EriTy
Hy
rh' APCI-MS M/2:
e s 513/515[M+H]*
S
Hy
1 APCI-MS M/Z:
312 -H Q 469/471 [M+H]
N CHy —$EH
&
APCI-MS M/Z:
R
313 -H 481/483 [M+H)
—dm
O
APCI-MS M/Z:
314 -H 495/497 [M+H]
'“\Q g
1
APCI-MS M/Z:
313 A H“\(:;3<;k 527/529 [M+H]*
cHh
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i

B 4 5E135/2400

316

)

APCI-MS
570/572

M/Z:
[M+H]?

317

APCI-MS
598/600

M/Z:
[M+H]*

318

0 v, | APCI-MS
584/586

M/Z:
[M+H]*?

319

APCI-MS
441/443

%My

M/Z:
(M+H1*

320

APCI-MS
415/417
1.4

M/%:
[M+H]?

321

APCI-MS
429/431

18

M/Z:
[M+H]*

322

APCI-MS
453/455

—da

M/Z:
[M+H]?

323

—mi

APCI-MS M/Z:
413/415[M+H}"*
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b APCI-MS M/Z:

324 -y 524/526 [M+H]*
- E
c%‘““

{%;) APCI-MS M/Z:
-+
325 -H 496/498 [M+H]
Q Zpma
Hy

- APCI-MS M/Z:
326 -H <i;> 582/584 [M+H]*

K#M 327 RX-3-[4-N-B-(=FRAEE)AE]N-FRAEK|RTE
B A R N-G-FARAR-2-X) Kok b-2- oI = S M &

Og{m
3 3 {IHCI)
\
):( : WN\
5 INN /N

(1) 4 3-RAREBE —TB(5.00 g)5 FoR T (0 m) ¥, Ak
AT E LTSN 35%F BRKEZ(13.5 ml)f = LBELAFELL
45(18.0g), R EMEARABRETE, 6 haF. AkSIHTH
B LR RN R B SR KIER, Qb 7 s e AsKBAT. A

10 G RIRESY, Riafk KREAIE, ZRRMATIR, BEX
ZER, RS I(CTFEARR)RBE T8 (531 )
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10

15

20

(2) ¥ FEHE) 327-(1)F F2| 6 3-(=FERE)AESE — L
(284 me)AFwaA%HG m)P, @R PIRAREBG D, FEER
BT RAY 15 I . R EWERBEREET, BAERNERE
WA F R ERO mDE. ARdAeAE EAaS 221 3B 8 R X-3-
[4-(F A RHOIR THRF A FIE]-N-(S-RARMI-2-2) K 5ok -2- F Bt
Be(150 mg)fn = TH(226 u 1), HHBRAM L4, RE, QL P ha
AZ LBRELAMEAM13T mE), REABERFRETE, BH15
QB BERAH TERAEERF AR MBEAKER, AR
RIGROY, Akhtd R hRAIE, BRABATE, &
EREER, 2 NH-#2BAEEWGRBA CERRTE, RETBRTE/T
B5=20/1) 4 A R EA4Y, FHRAK-34-IN-B-(=FARE)RK]-
N-% 2 S50 & A B S ]-N-(5-FARmboz -2- ) % Hf ok wg-2- F BLAE
(99 mg). BB, 1% F4ETF R/ TG/, 6 m)F, PN 4N
LR MBI m)ER, REKLEN. RARNEADESET
LB Y, Z2iTRIKE, FEAFHALEH(106 mg).

APCI-MS M/Z: 512/514 [M+H]"

%74 328-332
vA L 364 327 Aa4k 6y AL TRAR KL 6 AL HG AL A4, 1B E
XA Flodh, KAWL —FARELE, FRLEmE,
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i

B 4 5E138/240m

FAH 5

B LCY

328

APCI-MS
498/500

=i

M/Z:
{M+H]*

329

APCI-MS
498/500
=¥mi

M/Z:
[M+H)*

330

APCI-MS
583/585
Wit

M/2:
[M+H]*

331

APCI-MS
484/486

=&

M/Z:
[M+H]*

332

APCI-MS
555/557

o

M/Z:
[M+H]*
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10

15

20

KA 333: BX-3-(4-(R%-1-£)3R T A A RAN -5-RARRR-2-
R)XHfekvh2-FRB—H M &

@QJO* @(JO

R~ Q-

WA FAH 219 F 172 6 KX -3-(4-RA K TEFARIE)-N-(5-
R 2- R )R H vk oh-2- T B — & M (125 mg) & F R T
(10 ml)¥, ARAHTEOLEPIAZTEA02 pl), BRI
4. RE, S8 A 25%K% B KIE (150 mg)fe = LELEILM K,
14A(155 mg), HREHAEKRS I THME2 DoF. QREERTHA
Yo Fe R BR RAKIE R, A RTRIRERSY. RAKftafaiRiE sk

C ARRWE, ZRBMTIR, BREERLER. £ NH-BEAEEHGLM

T3/ TBR LEE=3/1, KB /DAt R BAY, F2EAX-3-
[4-(ko2-1-F) 3R T B A FIR]N -(5-RAR sz -2- ) K i ok h-2-F 86
B:(106 mg). MU, 1R FHiETRA/T G/, 6 m)¥, Ak
FTE AP AN 4N LB TR EG m)ER, BUERERELER,
ARG EAHEF T LRY, 2RKE, FRARMEALSHA07
mg).

APCI-MS M/Z: 481/483 [M+H]"

K 334 B X-3-[4-(N-ZBE-N-F AR KB )N T HBA KRN
(5-FA o -2- 25 ) ¥ J-ok h-2- F LA
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10

15

20

25

KA RS 310 73] 64 R X-3-[4-(F A AR TRABEAR
EJN-(G-F A2 -2- 1) 5ok oh-2- F 8L (100 mg)fe = TH(61 nl)
BFEHGmDF, AL FIATBREQRL p). FERETHRE T RS
H 10, QEFHEARFKREAKER, ARG RRESY.

R KAbafethKiE LR ARIE, Z2RBMTIE, RERALERN.
2R BATGRMA] E TR/ B LE=1/1, KRG LRTE)LE
BB, BAERYERADHEETELRY, 2LRKE, /3
AR A-4(60 mg).

APCI-MS M/Z: 497/499 [M+H]"*

k3] 335: R K-3-[4-(2- ARk 5t-1-K) 3K a;ﬁ;ﬁg&&»]—N;(s-m
ARomboz-2- )R I vk wh-2- T BUAR

O o
Q8T
Q, e :

B T A 219 FFE] 69 B X -3-(4-RAE IR T A B R H)-N-(5-
TR -2- )R ok oh-2- Fou — S A (150 me) & F TR TR
GmD¥, ERAHTHRLFRAZTEA29 ul), HHRSHTLS
4. RE, A PEg A 15%3%34 Bt¥ B (succinic semialdehyde)zk
B (290 p Dfe = LEBLEAMEALH(131 mg), ARSI THRHARAE
05 B, KE, AETHELRA 1-BXA XA =263 mg). 1-T4
S3-3-—FARAFA)VK — TR AL (118 mg)fe NNN-— F K Fsbak
Gml), FEETFTHILERSW 15 0. BEREELER, G
FHARA. AP EMKER. Riothfodh Kik 4 bk RA
4, BARBATIR, RERLEN. 2 NH-#2KEEfERMAET
B/ OB TE=1/1, KRB LB TE)SAE RSB/, RERGKK
HESFTFECKY, 2dEKE, FRIFALSHQ29 mg).
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APCI-MS M/Z: 481/483 [M+H]'

LA 336: RX-3-[4-(RTHREBEXFR)KTEZ R RR]-S- B R
N-(5-RA o -2- ) K 5ok h-2- T BLB:

AR
5 2

AL 234 77 #ﬂMéﬁmi—itﬁE?sst 209 ¥ 732 69 R X.-3-[4-
(T BAHERE) R TEHERA]-S-F EAHAN-(5- R ALz -2-
A)F I ehr-2-F BuAR(540 mg), #7247 ES-H (475 mg).
ESI-MS M/Z: 555/557 [M-H]"
10

KHH 337: AX-3-[4-(N-8 T REBE-N-F R R R TEIHE K
A ]-5-B A -N-(5- F A bz -2- K ) K ik - 2- F BLBE

Sesats w@cm‘“
B G

A RAAH) 77 ABAAEG F AT e 202 13269 A X-3-[4-
15 (N-3 T BA B -N-F R FIHOIR TEBA RAE]-5-F FAHA-N-(5-
FAPTT 2- R ) H ok o -2- T BRAR(3.52 ), #FE|47AE1LAH(3.19 g)
ESI-MS M/Z: 569/571 [M-HJ

5 %47 338-340
20 VAL 25645 87 ABIAE ik A AR K WAL He A4, FEDATAL
A4,
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H
i |
;\Y
S5 -R? -AY" W RAF BRI
X
138 jr <i:;> . Eg;—MS M/Z:
/584 [M~-H]
L \Q c
Hy
115 o ’z:fégﬁa APCI-MS M/Z:
601/603 [M+NH,)*
T
" Hy
240 ! (:::L J? APCI-MS M/Z:
o] 615/617 [M+NH,]"*
H (o]
%364 341-344
5 VAL T4 218 ARAE) F ik R AR BT g AL daib A, 1R %D

BRAGQATIEY, RARAR—FARMELE, Flidan,
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H D
E |
H
‘ ;\Y
L4 5 -R? -AY HEAF R
Ho. ESI-MS M/Z:
| Y Tyg
0 NH
dy
H %’Q APCI-MS M/Z:
N ' 484/486 [M+H]*
342 c./H,\ﬂ/ —HRE
(o)
L

CHs b APCI-MS M/Z:
498/500 [M+H] +
343 A&‘g/ —HE%

: <|:H3 1 APCI-MS M/Z:
+
344 (,/N\[( 484/486 [M+H]
& 0 e

KHH) 345; RX-S5-—FEREAEK-3-4-(FRAEAER)RTEZER
5 EJ-N-(5-F ARtz -2- 2 ) K Hok wh-2- F Bia B &
| y @"" | c; —<':/>—c1

AN { o) _

0 NH
O/ —— ° o™

‘ (e :
Q‘ Q{ (He)

KA EHAS 344 PRIHREK-3-G-BLAKRTE B L ER)-S5-—F
A FRHA-N-(5-FAT-2- ) K Hf ok vk -2- F oo 2 8% 25 (160 mg) &
FToATREm)Y, AkAHTEHLTESEIAZTEN29 pl).
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A3 u)f= LBEEMENMN(130 mg), BREMNERARE
R, BT D, AT, AREERTHACIERES
Kk, RRFRERAY. At KA IE, BRBMHT
B, MAERRER. 2 NH-AEAAERGLBLA: LB TER, RE R/

5 FEE=30/1)44b £ G KA. FARNERWET BT, G+
Aan 4N LB LR UEBRER., REREYER, EERGEEY
B¢ TFomy, 2AkERE, FIHMILSH(94 mg),
APCI-MS M/Z: 526/528 [M+H]*

10 FHH 346: AKX-5-BE-3-[4-FAERE) R TEF A RE]-N-(5-&
A rboR -2- ) ¥ I ok vh-2- F BLAR

Sl ak
Q\’ q\/

WA FHEH) 311 FRBGREX-3-4-(FARARB)RTARER
A -5-F BB N-(5-F AR -2-38) K Sk *d-2- F BLAE(690 mg) &
15 ¥ Frafoked/ T, 10m) ¥, AkAHTEOLFINAIN AL
WA AGERG ml), EBAMIEE TR, BH 18 . BRERS
B, BMAIRKE. A 10%HE8 ¥ FoRddh, 2EEKER
", K. Oarkehfe LB E Sk, TR, F2ARMLE4(702 mg),
ESI-MS M/Z: 497/499 [M-H]
20
5364 347-349
AL 64 87 ARG ik AL B A 4] 346 FARR| W9 R X-5-5
A-3-[4-(F A A S TAFOREIK]-N-(5- R -2-K) K H- oA k-
2-FBEE:, REHREHANATARESY, RE¥ALR—FHAERMEL
25 E, FRAERE,
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oM 1 E145/240m

rerrsemrvam—

H
Cl
R

H

'AY
FaHF ~R? -BY My IBAL M

° APCI-MS M/Z:
(:::l 568/570 [M+H]®
347 e o Yaks

wo | b

APCI-MS M/Z:
552/554 [M+H}"

484

o &,

APCI-MS M/Z:
596/598 [M+H]*
83

3364 350-354
AL F2 45 218 AR4ily sk AL TR L aG AT AL LBty , 1R BB
5 HBAGATHAY, RERLLE—TARAELE, F3LE8E,
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o P F146/240m

=
Q:; S-Qﬁ
R
H
oﬁg
Y
\ - | APCI-MS M/2Z:
350 - (i:;> -, 484/486 [M+H]
gi;> APCI-MS M/Z:
498/500 [M+H]*?
351 -H H
N-~cH, =
ﬁJhJ =5
CHy
Q APCI-MS M/Z:
4707472 [M+H]*
352 -H
ZdmH
c:.:“\w
\ APCI-MS M/Z:
_ . < ) 484/486 [M+H]"
? g . XX &
Vadw
APCI-MS M/Z: .
354 -H i:é(;é;_[M+H]
H
% #%.49 355-362

vA L A4 239 K KA 246 ARG F kAL AR R e AL He LS
M, FRHEH XU T, AR LE—F A RIEAE,

RE|LRRE,
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oW B E147/240

K5

HRAFHT

355

APCI-MS M/7Z:
526/528 [M+H]"'

—hEE

356

APCI-MS M/Z:
540/542 [M+H]*

ki

357

APCI-MS M/Z:
512/514 [M+H]*

—#md

358

ol

APCI-MS M/Z:
526/528 [M+H}"

—dag

359

APCI-MS M/Z:
569/571 [M+H]*

ZExE

360

APCI-MS M/Z:
583/585 [M+H)*

&

361

APCI-MS M/Z:
555/557 [M+H]*

=4
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‘ _ APCI~-MS M/Z:
362 -u Q o ‘i\ 569/571 [M+H]*
fvﬁJk)°“ s
Hy Hy

5 364) 363-364
vAE 4] 306 ABbY ik A IR AR L GG AL He 10O, 1FBIHE
5 BRGATEY, IARLR—FAFHERE, B2\ L8mE,

H
E |
H
'Z\Y
FHHT| g2 -AY HERFRR
APCI-MS M/Z:
495/497 [M+H)*
363 -H —3ad
&)
APCI-MS M/Z:
364 -H &ﬁ . 541/543 [M+H]"*
% 34 365-366

VAL T A5 201 AR o7 sk AL ST A L RO ALK LAY, RE)HE
10 XA TS, AL —TARMERE, FR L EmE,
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X#kME| g Ay T LY
APCI-MS M/Z:
+
265 " 487/489 [M+H]

)
QHN\C“* —dEH

APCI-MS M/2:
+
366 -H _E_(}igjgf (8]

£ H) 367 AL[4-[2-(4-RARXERE T HAB)EH X wh-3- X RA T

AR = FESE
Cl
eva s

/h{; "

K A2 5k 764) 308 F 32| 6h R X-3-[4-(= F AR TEBAR
A]N-(4-FARFE L) K F ok wh-2- F BB (106 mg)is F =&, F 4(5 ml)
¥, AL PRABRTEG pl), FEETHRAEZRSS S M. §
B R ERTMA—RT 5/ TE81/5,25ml), iRk ERE, 153
10 #4044 (126 mg).

ESI-MS M/Z: 454/456 [M-H]*
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FKAEH) 368: AAL[4-[2-(5-RARAIK-2- X BA T BE)KH okoib-3-K K
ATSAIRTR)=F R4

O§:(NH

"
7\
VAL R4 367 48484 sk AL T AE E564) 306 T 1FF] 44 B X-3-
5 [4-(= F AR IR TE B R BA]N-GG-FAR g -2- ) K HF ok h-2-F
B (150 mg)femt T 521 pl), 5247840440 (137 mg).

ESI-MS M/Z: 455/457 [M-H]*

KM 369: 3-[2-[1-(4,5-— E KBk -2- K )RR -4-K | T BLE A |-N-GG-$,
10 ARt -2- ) F 5ok wh-2- F Buik

H‘CH;";

YA £ 84) 220 47 2) 84 3-[2-(%5E-4-2) LBLEN]-N-(5-F K vk
TX-2-R)F ek -2- F BA(103 mg) & FW Ak d(SmD¥, @iF
AN 2- R LA F-RBEEQT ul), FERBTHILZRLSY 1 8.
15 AP RAN=ZCTHEQ280 pul), FERETHRHIEZROWFI6 1. &
BEERFPEMAKA TR CE, 2TRKERLRE, A URTERE,
Tk, F247444-9 (50 mg).
APCI-MS M/Z: 482/484 [M+H]"

20 L3647 370-372
VAL K] 369 ABRE) F ik K BAR K ¢ AL Ha 1L, FE)AT
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¥,
O:;, :H—C}—c
!
R2
H
Oi
Y
EHH 5 -R? -AY W IBALF MR
1
370 -H APCI-MS M/Z:

496/498 [M+H]*

N

APCI-MS M/Z:

372 ~H 496/498 [M+H]*

Ci
371 -H | {i;> APCI-MS M/3Z:

Hs@
dt:l 468/470 [M+H]"*
~SN

S 373 3-[[1-(2-rk )% -4- K| B KK ]-N-(S-RAR b -2-
5 F2)XHeknh-2- TR A M &

%iu (He)

YA kA 228 ¥ 152 84 3-[(RT-4- ) B FA]-N-(5-RAA
R-2-ROR ek -2-F BB (100 mg) & F 2-THGE m) ¥, &L+
A 2- R (113 uDFA NN-ZFRE (131 pl), #2050k
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10

15

20

BT Andk 24 DB, @R ELER T AN 2-iR KK (57 pl)Fe NN-
PR ZEBERQ ml), ¥RAMAES KR TH—F Ik 24 . AR
R R P A F R B R AAKIE R, A RGRIGRSY. Kk
Fo i KRARIE, ZRABRMNTR. BRERLERN, 2AKREEN(E
BLA OE LA/ LB TEE=3/1, RE TR LE)AILERGEAY, 73
3-[[1-Q2-s& ek F ) vk -4- R B A BA]-N-(5- BA 52 -2- ) K vk oy -2-
T (38 mg), AAZRNRTHERNLAS—FRLERE Y, 532
RS- (25 mg).

APCI-MS M/Z: 482/484 [M+H]*

L 374 B X-3-[4-((Fo-2-2) KB )R T EBERE-N-(5-ERK
b -2- K ) R ok oh-2- T B — S M 3

@1}_{’-@—&
0§_:NH
Q (2HCH)
av
A5 A 373 ARG sk AL LA A 219 o 7R3 4 B 3-[4-
SRR T B RN R -2- K ) R ok wh-2- T BLAE — 5
$(350 mgyho 2- RARARO9 me), FEATHAAL (S me).
APCI-MS M/Z: 491/493 [M+H]*

A 375 BX-3-[4-(B-1-K)3R T X B A HK)-N-(5-K A ko -2-
) F ek wh-2-F Bl
CHL" oo O

oNH

[ -

oiNH
Q (2HC!)

NH,

0
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K FAH 219 FFE R KX-3-G-RARTE B A EL)N--

FAR T -2- )3 S ok vy -2- F BE AR — 3L 8% 3 (200 mg). WH-2,5-=F
FARBG3I D). THA4A(68 meg) LEG ml)F F 80C FHH2 )
i, RSP AT E-2,5- = F B Ak H(26 pl), RSk 80

5 CT#—FBH2 Moy, B35, KRAWEREAB KK, A
G REBAY ., AOFRRIAKER. i KEERIE,
ZHBRMTIE, BMAERLEN. 2 NH-ABAAEGRBA: LB LB/
T=1/5~ LB LB/ TH=13) sk A R At , 1334184
(96 mg).

10 APCI-MS M/Z: 463/465 [M+H]"

R3] 376; 3-[(1-48 T FB IR RoZ-4-2 ) Fk 3 & K ]-N-G-Fhk
sk -2- 2 ) K I ok h-2- F Bt

@:}—é—é{}c' . @?__C—(\N}CI
NH, ok(m
OC"‘(OO+

15 H - -1 TR T A 85(175 mg)f = A K,(90 me)isF =
RIRG ml)P, ERAREHIET, QEPhoARZT 0. A
HEREETRTHIEI DM, REBRAKSN. GRSHT o
NAEBHE L) 74 FF2) 8 3 -FEN-(5-RARAL2-2- ) K Hok wh-2-
¥ BB (250 mg), HRAMBHF LS4, @ RASY T mArsE(105 p

20 ), TERTFHHFZRAM 3 D6, FREWERMEAZ KT, AR
FREBGRAY. F S%MMBKIERZ. K. 105 S 4AKE R I
Aol KE G RARAIE, ZRRATER, REXLERN. 2 NH-#
AL EAT(HBLA: B TR/ TR TE=10/1, RB S/EE S EA
¥, 35| 3FE405-4(406 mg).

25 APCI-MS M/Z: 515/517 [M+H]*
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10

15

FH 377: BR3[BT REFEER)KOERREE RN
(5-RA Loz -2- 2 ) ¥ I ok why-2- P BLAE:

0 NH o
X"'O*HL"X A
VAL 52364 376 ABAREY 5 ik R TR A2 A 4] 74 P 15364 3-8,
AN-(5-BAKAZ-2-2 ) K Hf ok wh-2- F BuBE(500 mg)A= B X (8- £ 3K
TA)EA T BRI TAE(375 mg), 32| 3741L2-4(680 mg).
APCI-MS M/Z: 529/531 [M+H]*

534 378-379

VAL 364 220 AR4GL 44 7 kAL 2B A SR 4) 376 H LA 377
TR 1LEH, FEATHEY.

H
|
R
H

=

F 5 -R? -AY W FER K

APCI-MS

378 -H \"\Q« M/Z:415/417 [M+H]*
—EEH
: \b" APCI-MS

379 -H »Q M/%:429/431 [M+H]*
N — i

3 3647 380-381

VAL A 345 FR184 T sk AL 32 A T2 5645 378 K kA 379 &
R, REBEH XU TN, IERERE—F AL
ELE, FRLUmE. |
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10

15

o

L5 -R? ~AY IR IR
oy | AECI-MS M/z:
380 -H 457/459 [M+H]*
. hy —EBE
\ APCI-MS M/Z:
381 -H Q-Nf‘:“’ 457/459 [M+H]"
b, | —HEE

KA 382 3-[3-(1-F 3 KRR -4- K )R K |-N-(5-EA ko -2- ) K5
wkoi-2-F sk — R B &

NH,
. \r" =
(o]
R o

[+

WO

(1) HAELRE E#h6) 130 PARY |-FRERZA-FTRRERYE
(3.00 )&% FF X80 ml)F, AH P i = TH(5.0 ml)fe =K 2 5%
Bt & R (4.0 ml), FRAHAE 100C Fhafh 2 0, B35,
FEBFTOEMAERT MATEG.S ml), ¥ R20WECRTIH 4
DB, BREREBEREER, B UBLEBHELRYERY, Aleit
BBESKIER . ARtk g bk, BARAMMATIRE B,
BRERLERN. 2 NH-2BRAAEFGEBA: ETR/TE8=2/1, RE
iE TR TR LEE=2) S E A Y, FE4H(1-RAERZ-4-5) &
AFERFAB %632 g).

APCI-MS M/Z: 277 [M+H]}*
(2) #AELES 382-()F 736908 (1-F RAKREA- L)AL T
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10

15

20

BT R8s WA 7 4(6.32 )l T ZBR(100 ml) ¥, &3 d Am N 10%48 42,
X (600 mg), ¥R EXRFEEER AR/ THRIIAR, 2138k E
REMBIR, RERGEER, B TREREBE. & NH-AERAEEA (2
BLA: E TR/ LB TE=1/1, RERAF/TE=20/1, #HMEH 10/1)
Sl R ERY, 73] 4-RK-1-FRK%%(1.90g). AAE-FxX
P8 4N HEATE A R 4-RE-1-RARRR, BB 4-RA-1-F
Aok — a3,

APCI-MS M/Z: 143 [M+H]*

(3) A FHH) 382-Q)FTFE G 4-RA-1-FARKR LB E
(112 mg)Ffe Z X 5,(54 mg) & F R FHG m) ¥, AErkddp. H
F, @ Fhaackw253 ul), AL HIERAETE T3 D,
Q5 b NESE RHH) T4 FIFE] 6 3-FE-N-(5-FAZ-2- K )%
Fekwh-2-FBAR(150 mg), TEEBTHBZARSY 1200, REL
A T#H—F Ak 15 D BF. @) REER T MAKFtofasl BE S 4h K
Bk, BRGRIRAY. Al KEAIE, BRRMTIE,
BERLERN. 2 NH-RBRAEEN (WA E TR/ TR B4, K
J& 2N A i i KA, B 3-[3-(1-7 A ATk -4- )M K ]-N-(5-
F AR -2-R)E HFrkh-2-Fot(112 mg), BB, A4NHBH T
B B8 (2 m)g Rk AR ig R 4, FEARMAS4(114 mg),

APCI-MS M/Z: 456/458 [M+H]J"

Kk 383: A X-3-(4-F A HRA-1-XHE KE)-N-(5- R AR -2-
)X Hfekh-2-Fo — S M

NH

=
(}‘\ (2HCY)

VAL Z 34 382-3) ARt sk R TR A LA T4 P AEE) 44 3-

181



03811791. 6 o B E157/240,

S N-(5-RAK e -2- ) K vk vh-2- F LB (200 me)A= 1-F X FHok
%86 ul), F2|47H14-4(110 mg).
APCI-MS M/Z: 428/430 [M+H]"*

5 KM 384: B X-3-[4-Q2-FMRAR-1-2) R T EHERE]-N-(5-8A

%ﬁ-z-g)x%ﬁvaba- T B
e
- Qo+

(1) #2554 219 FF3) 09 & X-3-(4-BERTAHARL)-N-
(5-FAR AT -2- ) K H vk ok -2- F B — 8 8 45 (300 me) &% F NN-=
10 WA ARG m)F, AL E Ao 5-2K KB TE(106 ul). NN-=
F AL TEGIT nDfsisr(111 mg), HRAHAE 100C FHH 24
it @A P B e SR ARKRBRFES(106 ul). NN-ZF&HET
B(537 pDAsie4r(111 mg), R4 AE 100CTFHH 12 6. A
L LEBHBR AR, AAREBENKER. K. o liKE
15 Wik, BRABMTR. BRERLEN, 2 NH-BEMEEH G
EOR/ LR TS, RE OB OB R Ead, HBEX-
3-[4-(4-F FAFA T A HH)R TAHARE]N-G-RARMZ-2-H) XK
Fok vh-2- ¥ BLE(101 mg).
APCI-MS M/Z: 527/529 [M+H]"
20 @) #ER E()F A2 R X-3-[4-G-F ERABETERPRD
A A BEN-G- RN -2- KK ok vh-2-F BBR(95 mg)E T &
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k@G ml)F, GHEF N IN LBAAMKERQ216 nl), FE=
B RS 4 10, BPRA Y A IN R BAAKEREG84 pl),
FREHFH B 2 R, FREYERBREREEZTF, AL RHK
AT AANN-ZF X FBEG ml). -2 A KHF =73 mg)f 1-T

5 AE3-G-oFRERAAREVK — BB # 38104 mg), FEBTHEE
B 1 R, T 5N 1-B X EKHF =(73 mg)d= 1-Z 4-3-3-
ZFRRARA)K = I e 8 25 (104 mg), deiRAdh BB R,
© R AL R F RN R A KER, F OB LB RS Y.
RKAtefe K GEFRAIE, ZRABRMTIR, BERLERN., B4

10 AR BEAT(PRBLA]: T8 T BB A B At , 13 B A7A04L 240 (40
mg).

APCI-MS M/Z: 495/497 [M+H]*

K4 385; R X-5-(N*-J2 K )Rk K -3-[4-(2- B AL oB - 1- )R T K 3K
15 ;Isib!s]-N-(S-I(.R%‘R-Z-;E)i%%’&d-‘F’M

Povsels T el

0=y NH, oaf

Q. Q
Cjo do
H A 25 6 b 453 84 R K -5- R -3-[4-(2- AR Aeeg be-1-2) 30
A FA]-N-(5- AR -2-2) FH ok h-2- F B (107 mg) & ¥
FoFEAERQmD)F, @i+ A R B (hydroxy-ammonium
20 chloride)(36 mg)#= 28% ¥ B¥ 4444 F BR(100 pl)iE&. & RA4-44E 50
CTFAndh 2 0, EBOCTi—indh 2 o), FREEHEARMA
Bk, iERKEIRR, 2 HPLC R E 41k, 3337814425
mg; APCI-MS M/Z: 539/541 [M+H]") e B_X.-5-F I 3 2 -3-[4-(2- B,
e 1- 20 ) 3R T A B SRR ]-N-(5- AR o2 -2- ) K JFvk vh-2- T Bk
25 f&(18 mg; APCI-MS M/Z: 524/526 [M+H]")
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K& H) 386: B X-5-[2-(BEEER) THER]-3-[4-Q-F A AERR-1-1)
RO A BA RE]-N-(5- AT -2- X)X ok wh-2-F 8o — 8 3

J .
H,NJLN/O\/\O o_{Nﬂ (]
QN o (2HCH)
J

(1) HEEH#HH) 183 ¢ 73] 84 R X-5-Q-RAFA THHK)-3-[4-(2-
5 FR b 5E-1- )38 A A KA ]-N-(S-B Mk -2- ) K ek alg-2-
s — 38 3 (90 mg)E-F NNN-— F A FEBEG mD¥, @4 oA
NN-=— R @4 Z8BG8 ufe NN -R(ERT EAZL)-1H-vthrd-1-F Bk
(carboxamidine) (57 mg), FER THHEERSM 1 K. BRERER
Bk, BEASUWENBKT, ARFRR, 2REBRAHATRANE,

10 ARERLER. 2 NH-#EAEFEBAE TR/ LR TEE=1/1, &
J& LR LB A R BAH, B R X-5-{2-[NN - (@3 T fAHK
FOME BT FA)-3-[4-(2- Bt -1- )30 T A B R -N-
(5-F Ao -2- 35 ) K ok oy -2- F BLA (82 mg).

ESI-MS M/Z: 820/822 [M+Na]*, 798/800 [M+H]"

15 (2) EAEvA E(1)F 433 64 BK-5-{2-[N N -3 (do T St 3 2L )M 2
AT BA)-3-[4-Q-BRebrs b-1- )30 T A FA A ]-N-(5- 8tk
2-2-R) I oxh-2- FBE(T3 mg) P e A Z RZERQ2 mD) ¥, FEE
FTH AT RASY 12 I, BERERE SR, B KER
FARAY, AEGTRR., 2HRBMNATIRANE, BERLER.
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% NH-#E A2 EATCRBLA 845, KRB 845/ F8=97/3)sitZ 44,

3| B X-5-[2-( R L) T EA]-3-[4-Q- R rierd be-1- ) 3R TR 3K

A RAIN-G-RAASE2-K) Kok vh-2- T B (15 mg). BB, Wik

FHUSmgRF TPEOSm)Y, L v 4N EBG_RAR
5 (25 u)Ek. GRS THEATE, FA CBRBRLRE, TB F

B 7R 449 (17 mg).

ESI-MS M/Z: 598/600 [M+H]*

5% 3.4 387-391
_Q—q R 0 \_/ Cl
R’ 0
‘? . ox¢
%o

10
VAL 4 87 #aﬁxéﬁmﬁtﬁﬁ@hwl 77 #7869 R X-5-8

H-3-{4-Q2-F AR B 1 1- 23R T A BOR RUR]-N-(S- Bk -2- )%
Fekoh-2-F Bulefodl B 6 RIS, FEATEY.
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]
E I
H
;\Y
E 5 -R? -AY IR BRI
387 /\l o APCI-MS M/Z:
610/612 [M+H]*
APCI-MS M/Z:
388 O]T % 614/616 [M+H]*
@\' o) APCI-MS M/Z:
389 ! 628/630 [M+H]*
7 %,
*@H APCI-MS M/%:
390 ,..Y 615/617 [M+H]*
o]
o
Q APCI-MS M/Z:
391 ) 615/617 [M+H]*

55649 392-393

3

ey

N
/

o)

0 .

—Q—CI
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vA L 52 364) 261 ABMA8Y 77 kAL TR A L6 ) 258 F 4B 6 R K-5-
HOE-3-[4-(N-F B -N-F R R TABERK]-N-(S-RARRR-2-
BRIk w-2-F B R ALY, FEFEH XU TEY,
KEAKA AT ARMNELE, FR ALK,

——
N—@—Cl
R2
EH
;\Y
%IEH 5 -R2 -AY IR
5
Oy APCI-MS M/Z:
392 O ‘ 581/583 [M+l-l]+
NT " #° FY L
& ) APCI-MS M/L:
583/585 [M+H)*
393 W 9V/° | / [M+H)
F- &
% 364 394-399
Soota' iV riete
” [s] A (o)
© 0w — O~/
Q {2HCH) Q
| '/NH /N~R
10 VA5 LA 239 ABALE) F ik AL BB A R 343 b AF ) 64 ALK -5-

= FRLREFA-3-(4-(F AR IR TABERA]-N-(5- B -2-
B)Ftekv-2-F Bl — £ B 3 Bt RS, FEIATIES.
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WO B 163/2400C

)

5345 -R? -AY HIENF R
P
! APCI-MS M/Z:
394 HC” \ﬂ/ O\,‘j‘\—% 576/578 [M+H]®
o He O
/N?H‘ APCI-MS M/Z:
395 HC Y 556/558 [M+H]®
EH’ APCI-MS M/Z:
396 me o, |569/571 [M+H)*
6 ud
I " APCI-MS M/
N -MS Z:
397 HC 570/572 [M+H]*
0 He o,
CH,
%,
;TH“ QH'( { APCI-MS M/Z:
398 HC” Y 598/600 [M+H]*
0 2
"
. APCI-MS M/Z:
399 he” N 602/604 [M+H]*
(o]
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F# M 400: R X-5-=F 2 REFK-3-[4-(N-B X TBA-N-F AR
)R T E B RA]-N-(5-RACR-2- ) K Hf ok wh-2- T Bue

HEEET et

O/

Q{OL 3.

HEFHH 398 PRI GEA-3-[4-N-TBEXATBREAN-FX
5 ER)R TAEHEER]-5-= F AR FE-N-(S- TR -2-5) Kok
Af-2- F 8L (91 mg)is T w9 firkvd/ PBEQ23, Sml)¥, ETRTOLT
Jan 2N EEMAAKERB00 pl), BHREMH 40w, ABLEHRE
RE AR, ARGFHERSY. BHAMATRRASY, BEALR
R . 2 HPLC R E A ey Bacdh, F2AaMi4-4(44 mg).
10 APCI-MS M/Z: 556/558 [M+H]"

5 347 401-403
R1 ﬂ—@-cl R1 —Q—C'
RZ’N\”/Q/\Q—QO
0 0:/
Q (HCY)
~" ﬁ"‘

VA 3645 334 ARAk e F ik BE A 345, 347 % 348 v 7
15 3 i sH, [FEA TGS,
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—AY PRAF KR

APCI-MS M/2:
oy 568/570 [M+H]*

APCI-MS M/Z:
o, 610/612 .[M+H]"

O ' ( a APCI-MS M/z:

N

403 e o |594/596 [M+H)*
o ~

KHEH 5

-R?
I
401 H,c”
T

/ﬁ
402 T\/NY

o

3L 364 404-405

5 VAL ) 1 R T 2 ARG F iR B E A L4 86 ¥ 7
B 64 3-8 -5-FH L -N-(5-FARALTE-2- 2) K ok h-2- F BbER Fo R BR,
BT, |
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H —
j ? N—Q—CI
R
H
;\Y
S Y Ea -R? -aY WRAFHRE
0 APCI-MS M/Z:
404 \E o 526/528 [M+H]*
0L~ APCI-MS M/Z:
105 ) 0 514/516 [M+H)*
He”

K H#A) 406: B X-5-RK-3-[4-2-F B 5e-1-K) R T AKX KK
5 N-(S-Q.R%'K-Z-;%)X*Bkﬁ-}‘? B 8 Mk

¢ o
NH

o/
—_—— 3
(HC!)
0

6 T A 404 ¥ 17 5] 9 B X-5-PHE-3-(4-Q-BAAA - 1-8)

BT EFARA)N-(5- R -2-K) K H ok od-2- F BB (2.50 g) &%

F LB/ S okd(1:1, 400 m)F, AL FRAZRER, BREOMWAE

10 BTFEELATHHF 12 0. AERS R EETRFHEANEHQ00
ml), FERBFHIEZERSMWH 0.5 0. BLBBRETEEBF, &

BERGE R R, BRBAEEN(RMA B -85/ T 85=4/ 1)%4%9%’%% ;
BEFLRIE/ LY. 2RKERE, ALBEE TR &
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10

15

20

3| B K -5-F K -3-[4-Q2- R AR et -1 23R & A 3 A B )-N-(5-8AX,
ooz 2- ) K ek -2-F 8 (1.94 g). %1% F % (150 mg) B¢ F T 5%
b, REZESHKTHE AN ABMAERSY, T2 iFH0a0(158
mg).

APCI-MS M/Z: 496/498 [M+H]"

A 407: R X-3-[4-(N-Z#A-N-FERE)RTEHE RE]S-K
E-N-G- ARt -2- K ) ¥ H ok wh-2- T BLBc L ML

] M°‘ 0 —@—cn
o;"o 0 HZN / °
0 oﬁm OSNH
Q (e
0

Ve , ~<°

A 364 406 A1l 7 ik A R A4 405 P AF B 6 R A -3-
[4-(N- T8 -N- F K SR 3R T A B A RA]-5- A -N-(5- B mikoe -2-
BRIk wh-2-F B (2.27 g), F3| R X-3-[4-(N-T B A -N-F K L)
KT EH A RS- -N-(5- AR -2- 5) F 5wk oh-2- F BuAR(1.62
g). FARNGHBELSHA0m)AETFTEY, AE_ESKTH
AN HEAE, FEAFAMIAH(158 mg).
APCI-MS M/Z: 484/486 [M+H]"*

5% 3641 408-409

AL 6] 198 846G 7 ik KL B A L3645 406 133 44 B X-5-
£ -34-Q2- BRI S -1- )38 TEBA FK]-N-(S-RAR oz -2-24)
Rk oh-2-F B 3 80 8 R E445] 407 F 472 69 R X-3-[4-(N- LBt
E-N-F AR TEHERA]S5- B -N-(5-RARAE-2-F) K Hf ek
wh2-FEE AR E, FHHBEBXGUATHEY, REKLL—F
REEAE, FRALERE.
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10

NoeSeva
o7

R AT -R? - -Ay LAY 1

HOS % APCI-MS M/Z:
408 ) 524/526 [M+H]*
CH, 0
—a

HaC\N/ . | APCI-MS M/Z:
409 ) 512/514 [M+H]*
CH, ) =Yy
HE

KHEH 410: KX-5-—F X REFKE-3-[4-C-FAGH-4-X) SR TEK
Z R K )-N-(5-RA o -2- ) K ook wh-2- T ML

(\
o L % .,‘ r@a@
| TQTCJI —Q_m %{Q |
o
¥ 5E EHS) 141 P 13265 B X -4-G-8ARDH4- LK T F
5 (85 mg)E T £ (3 mD) ¥, B3t ¥ Ao BABLEB0 pDfs 1 3 NN-
—PR B, FERTFTHIEZARSW 1S ). LR EEHE
B AR AN 156 FRE] 8 3-HE-5-= T ERAHANG-
F AR 2- ) K S ok od-2- F BLE(96 me)Feriboz(2 ml), FEIBTH

L HIERAY 2 . AR EIERT A KB SRS, AR

BRI, ZHAMMATRANE, RERLEN. 2 NH-2K
B (RBAE T/ TR TE=2/1, KB LB LB R %
&4, 245 HPLC #t—Fshik, 53)izM044%(28 mg),
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APCI-MS M/Z: 568/570 [M+H]"

=364 411-417
vA Ly R4 410 Aa4l 84 F sk R IR R A H L5 156-158 12584
5 RKENS YAt R B, R TIAY.

H

LA 5 -R? ~AY , PR F M

111 ,N?H' APCI-MS M/Z:
HC \ﬂ/ 554/556 [M+H]*
0
by q APCI-MS M/Z:
412 HC +
\ﬂ/ '? 566/568 [M+H]

13 c,ﬁH' Q I APCI-MS M/Z:
Hy T ¢, |554/556 [M+H]

A APCI-MS M/Z:
414 e 0 526/528 [M+H]*
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L5 s B FHRE
MO o /@“
ef\Cf—lJ“’
APCI-MS M/Z:
415 QJH 552/554 [M+H}*
Qtf
: [ Cl
N
E ‘ APCI-MS M/Z:
416 Mo OJ: 552/554 [M+H)*
ESI-MS M/Z:
417 568/570 [M+H]*

£t 418: R X-4-F R BE-3-[4-2-BA-IE BE-3- ) IR T XK
5 AR E]-N-(5- B AR -2- %) K H ok wh-2- T BB

R 1 1O
0 N’QNT Hoocu-C><u\)0 OI ﬁ N

H . | NH

NH, o 0°="/:.

o0

0
< Qs
VAL e | ARG 5 iR LB A S FkH) 152 $172]4 3-8

£ F FARIEN--RARAR2-R) K S ok -2 T BLAE(S] mg)e
FEARE THAH) 142 P13 28 R X -4-Q2-FR Kok b-3- 2R T F ik
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(432 mg), FEFFHAAH(129 mg),
APCI-MS M/Z: 541/543 [M+H]"

T 419: FK-4-BE 3[4 FAR A 3- ) SR LA A R
5 N-(-EARMR-2-5) K k-2 T Bk

0 SN

e Q
0 0
% !
AL 5264 77 Ak b i AL IR A ) 418 FATE| 09 R KH4-F
FUE B K -3-[4-(2- B T 53 ) 3R T B U ]-N-(5- ARt -
2- 3 ) E ek wh-2- F BLA(107 mg), 453)478464-49(80.4 mg).
10 ESI-MS M/Z: 525/527 [M-HJ

LA 420: B X-4-= F R FEKE-3-[4-2-AARIEARE-3-2) K T
E B KK ]-N-(5-RAE-2- ) K 5 ok wh-2- F BUE

ol NP

P Q
0
9
0
15 VAL RAEA) 87 ABANEY F kAL T 5 A 419 AR E] 4 B K45
H-3-[4-(2- FAR-IEe -3 K ) B T A B A R ]-N-(5- Rtz -2- 2%
Fokoh-2-F BLAR(50 mg), FFEVAFAAAH(36.4 mg).
APCI-MS M/Z: 554/556 [M+H]*
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Fp 421: R X-4-F EEBE-3-[4-C-FARRBR-1-R) KT A B R
£ -N-(5-F Atz -2- 2 ) K vk viy-2- ¥ BLB:

cl
0 s
1" N N
(EL"J*:: L - "
o NH
NH 0=/
~ 2 \0 0 »
do

0" 0
N

A KA | ALY 77 i A A BRE R0 152 ¥ 47284 3-K,
5 H-4-F A A N-5-RAAEE-2- B ) K H ok oh-2- F BL8(2.33 g)fe b
A LA 142 F 133 64 B X 4-(2- BB 5-1- ) IR T 458 F 82(2.06
), 2 AFAMAM(1.90 g).
APCI-MS M/Z: 539/541 [M+H]*

10 LA 422: B X-4-B X -3-[4-Q-F R tBi-1- )R LA H R KR
N-(5-F Ao -2- X ) K I ok wh-2- 9 BLEE

go:rk“ | 9/_01)\“ |
H - . H

NH =/NH

N0 O w0 O

Q Cﬁo O»E.j

VAL S 7T ABALEY AT o] 421 R B)09 R X4-F
FABE-3-[4-2- BB 50 1- B3R A B A B )-N-(5-F Aoz -
15 2-R)FIekh-2- 7 Bu(880 mg), 4% 2| 47AE4L4-40(623 mg).
ESI-MS M/Z: 523/525 [M-HJ
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K&M 423: BX-4-2 5 T R-3-[4-2-FARAR-1-X) R TEKE K
B -N-(5- B -2- K ) K I ok h-2- T Lt

0 7 Cl Z Ci
gj\«q @:OI&N \N|
H - H
0 =£NH J =4uu
e e
vA Ly R3] 145 Fa4iled sk R 3B 78 5L 364 421 133 89 R X 4-
5 B -3-[4-(2- AR S B 1K) R T A B A FR]N-(5- TRtz

2-2 )R Aok h-2-F BB (350 mg), FE|FMALAH(40.9 mg).
ESI-MS M/Z: 511/513 [M-+H]*

KM 424: R KX-4-[N-(2-= F 2R T A)-N-F 2] KA F A -3-[4-(2-
10 Bt 5E-1-2) 30 T A B R |-N-(5- R ARt -2- %) K I ok wh-2-

T8
2O 0 A~
OOQ 0 .
N N N~ N
H - I H
NH | NH

0=/

HO 0 , /“\/\N 0 .,
(Y 5 RO
(2HC1) g

AL SEE4) 87 ARG F ik T A F S 422 AR 0 R X450
A-3-[4-2- RS- 1- )20 T R B RE]-N-5-RARLog-2-F) K
15 Frek-2-F BLAR(70 mg), #F2| A X-4-[N-2-=F R KA TH)-N-F 4]
B -3-[4-2- B AR5 1- ) 2R TR B FUR]-N-(5-RAR b= -
2-F)E Fokv-2-F B (40.7 mg)., Wi AT IR, A4NHE
BE) N3RS0 pl)mas®, FEAFHLAH(35.7 mg).
APCI-MS M/Z: 609/611 [M+H]*
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Sk 425 B X-4-THAE KA R -3-[4-2-FAK g 2-1-K) IR T
A BR FR -N-(5- RAR oz -2- 1 ) I vk h-2- T BoAk

L gdp
0 0 >
NN NN
L H @E_ILH
NH NH

N 0=~

0=/,

. 0 s |
Ho” 0 QSD X jo( Q :
WA A4 422 F 73] 69 R K-4-BK-3-[4-Q- B AR s 5e-1-25)
5 BT E B F]-N-(5-FAR ST -2- 2 ) S ok o -2- F B (325 mg)isr
FRTHEm)Y, AERTOETAZTEOL uhif
— R A BB A B f4b4 (phosphoryl azide)(140 pl), &odhic
60CTFHH 1.5 0, KREACAT M55 0. AtefekBR A4
KEBRIGHEE L HR, ARFRK, Al KAEAIE, S5
10 BT IR, RERLERF. 2alAE BHGRBLA 845/ T 88=100/1,
RE 10/ et Ry Badh, FRARM4E44(141.7 mg),
ESI-MS M/Z: 596/598 [M+H]"

Lk 426: B K-4-FE-3-[4-Q-FARRE5-1-R) KT EABERLE]-
15 N-(5-RA bz -2- %) K Hok vib-2- F BLik

Yeg e
0 N NN 0 NN
K — I
NH NH
N 0=, Ni, 0=,

0
N\ 4
>r 0 Q 0 Q 0
9 !
WA T A 425 F1F5) 0 B X -4-d T FA R S -3-[4-Q- 8K
P Bt 1- 23R 2 AR R -N-(5- FAR o -2- B ) K H ok wh-2- F 4
B(108 mg)ix T = ALBMQ m)F, FERTHRAETREH 2 1o,
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10

15

BUERGE B, AR EMKERT L RGERY, A
FHRIR, ZHBMTRANE, RERLER. 2 NH-2ERAEE
A RBLR)E TR/ TR TEE=1/1, KRB TR LES)AALE R A,
72| A7 A8 1044 (85.4 mg).

ESI-MS M/Z: 496/498 [M+H]*

Kb 427: BX-4-=F RRE-3-[4-Q-FARRER-1-2) N TRKE
K ]N-(5-FA o -2- B K I ok wh-2- F LRk

vA L5 A 198 48064 5 sk AL T8 A5 A6 A) 426 % £35) 84 BK 4-
B -3-[4-Q2-FAR RS- 1- ) IR T A F A B ]-N-(5-FAR e -2-4)
¥ ek wh-2- T BLEE(41.7 mg), 3B\ FEAALA (8.0 mg).

APCI-MS M/Z: 524/526 [M+H]"

LA 428: R X-4-FAABEE-3-[4-2-RARRB3-1-K) IR TEHE
£ EJN-(5-F AT -2- %) E ok wg-2- F BLli

2~ C o A
I l
I o D ) M
P

Q 0 0 Q 0
o
WA R3] 426 17 2] 8 R X-4-RE-3-[4-2-FARAE52-1-4)
R L AHE R ]-N-(5-BARALIE-2- R ) H ok oh-2-F BB (27 me)is T

\
=X
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e ml)¥, ERAFTEOLTRATEBRR(T ). TERTHRH

WA it R, kAT ELT F s arisz(3 m)fe T s R(500

ul). FERTHRBFZRAW 6 . ARBERFIANK, ARG

REGRASY., BRERLERN, BRABAEEHGRMEIN 8T, RE 85/
5 ¥ B2 =0/1)sb b A HY KR, FRARMAASH(Q21.2 mg).

APCI-MS M/Z: 574/576 [M+H}'

F b 429: B K-3-[4-3-FAR-Gobk-4- )3 T X FE A |-N-(5-#
AR -2- K ) F i ok vh-2- T BuE:

W

Q
10
PA 5 L) 410 2B4eh ik R A SH S 74 PR ¢ 3-K
H N-(5-FAR oz -2- ) K H-ok why-2- F BB (66 mg)Ae £ £F K 44
141 ¥ 43884 B X -4-(3- A -Dok-4-£)IR T bz F #(68 mg), FE|4F
#1b. 24 (74 mg).
15 APCI-MS M/Z: 497/499 [M+H]*

SEEHEML 3-THEASLBEETRTS
pOH OH
0] 3 o H

¥ A4-BEAXTRTENS2 ST AR m)F, @i+

20 AFEF R (700 mg), HRAMWAERAT M2 M. BERSE
B AR, EPRAKRK, RERA LRIUBRERRSY. Aot

B EMKER A I G K RERAIE, BHRRATR, BERL
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B, REROBERWETRG T, RELTRURETEWY IR,
BAERGEER, RERABAEEM(AMA E TR/ OB LE=4/1)%
&, FE|FRAAEH(540 mg).

ESI-MS M/Z: 179 [M-HJ.

RALHH 2: C-THEAABREXR)THTHE

H C~ e
30 H3C\0)K/@(O

4 H
BE-LERLTHRTEQS DETZATBRQOm)T, A+
PaAA L F A WE(700 mg), FRAMAECA Tk 2 M. BEKR
10 WEAER, ARVHEAKK, RERLKRLERRZSY. AK
Fo Bk B S A B Rt R A BIE, BABRATHR, AEXK
KA EER ., BaRAE BN (GERLA E T I/ TR TE=9/1, MLE 4/1)
SALE R EAY, FEIFAEH(1.08 g).
ESI-MS M/Z: 193 [M-HJ,
15
¥ Lk 3-4
AERE LS | RS LHAS 2 AU F R A S
¥, FEA TG,
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S RHHF sH W F R
CHy H APCI-MS
; ) 0 M/Z:225 [M+H+MeOH
_ H -H,01"

]
cANH . EI-MS M/2:265[M)*
4

Wo
. .
0 .

2EK#H 5 3-RAA4-EAXTHRT S

s WESE TP 1 FH26 3-FBE-4-2 LK TR TE(28.60 g)
BEFFE0120m)F, AfdmARLER(1430g), HREBAER
AT 15 Iat. BRERBR LR, A OB UBHE, FAKig
Fodh K RAE, ZHBMNTR, BRERKERN, REFMLEY
(24.25 g).

10 ESI-MS M/Z: 176 [M-HT,

2 L#H 6 (3-M-4-3§2£3¥1£) LY &

o § OH o OH
ool AN o~ LI
o R

H SN
HELHE LK 2 FARG-TFBA4-2AFEEL)TH FERQ.05
15 gEF FBASml)F, @i+l BT A(0.49 g)f= T 8L 44(0.81 g)
HEROPAECAT oM 8 o, BERERAZRE, A LBTE
WA, RRfetbdedhKik g ikik, BARBMTIR, RERLEA,
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77 2| 472244 (520 mg).
ESI-MS M/Z: 190 [M-H]J .

25 L4 7-19

5 A5 BF TG 5 RBEE R 6 ARG F ik A A0 KL 910D
M, FEATIEHY.

FET I 84 MR
Hs H
: i ESI-MS
’ A\ M/2:192 [M~H]"

0
0
APCI-M
AH . Por-us
8 o M/Z:263[M+H]"
. C{*a \\N
(4]

OH
ESI-MS
9
cl N M/2:152/154 [M-H]

N
OH ESI-MS
10 B?/[:::[:\\ M/2:196/198 [M-H]"
N
SSh
)@i ESI-MS
11 M/Z:132[M-H)~
CH, \\N
ESI-MS
12 oS M/Z:163[M~H)"
S
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WoOom 4 180/2407F

ESI-MS
13 fI:I:;
N . - -
b M/Z:148 [M-H]
CH,
l ESI-MS
OH
14 M/Z:148[M-H]"
N
m\\[:::l:jii ESI-MS
15 M/%:196/198 [M-H]"~
A\t
CHa
. H ESI-MS
16 M/Z:132[M-H]"
i
—C
Wj HALA R AR
CHy ) oH FF—¥K.
| el
TN
O/CHa
ESI-MS
H
18 M/Z:148 [M-H]"
N
Hs
H TR ALA A XE s BP A
19 FTTF—¥5K.
N
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$£RHH 20 2-(4-F FEBKE2-FEEEL)N-G-FARAR2-%)
T B

HNN

weu - oL
H
Cl
2) C,\ﬁu ,(Nj C| HNfT

OH SN
He SN o\(‘:l
0 HEY Sy

(1) HFRAKTBEAO5.5 m)EF R TG0 m)F, £KEHT
5 £ i A - -5- AR (128.6 @) = T AR(169 ml) A — R F 1%
(1000 m) ¥ &4 Fit R, REAMEARABEIER, BH05 brF, &K
EREEER, OELFHRAAKRK, REH UM UEBRRE N R
i, RARFHAAAVE, SHEBUATRAMERELE, Tk
ARERERBRE, RERERANEARGBAHESTF
10 A&, 2dRKkERE, A-ARARKE, TR £ 2-K-
N-(5-FArme-2-2 ) L8uA(153 4 g).
APCI-MS M/Z: 205/207 [M+H]".
() WAESE KAH S5 F173]64) 3-FUk-4-F A KT 8 T 852(500 mg)
BT ARFESm) ¥, @EFANESE KA 20 ()T F28 2-R
15 N-(5-F AR b2 -2-2) B AR(695 mg). B BLAF(546 mg)F=aiit4h(550
mg), ¥RAHETR T 2 haf, #2AHE, BLEREIRE
M, EREWMRE A ARERILK. SR &RF i it B ER
W, REBHBAENGRMA 847, MBE R/ TR TE=4/1)%4k.
AR BEADBFTLERY, RESTRKERE, FIIFHAML
20 4A-41(660 mg).
APCI-MS M/Z: 346/348 [M+H]".
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£ RS 2 20-FBA(T REKE T R)FRRIN-G-fheoe
wr-2-X) LB

ol A~Cl
= |
WY waa'nd e
o0 SN :,C‘OB\/@ °

. N
BB E TAH 6 F 2] 69(3-RA4-F2 X F L) L8 T 8(500 mg)

5 ETFATEQSm)Y, QEFNESE R 20 1)FF2] 4 2-K-
N-(5-® A rrm -2- ) LBAR(640 mg). X B 48(1.20 g)F=aik4n(510
mg), ¥ RAMAEGD A TINS5 I, F2AhHE, Z2HLEARERE
W R AR REY R R AR kEILR. SFRERRA, BEKR
%, MBRRYFTMHAK, AUBLEBRER., Al KREFIE,

10 ZRABATR, BEXLUABRIER. SAKEENR(GBHE TR/
LER LB/ RAT=3/) AL R B, BERNERNEE T T
B-ETRP, REBLTEKETE, F24FMLE4(570 mg).
APCI-MS M/Z: 360/362 [M+H]".

15 4 Lk 22-23

AL RE L] 20 RAFE EHH) 21 B F kL EATE 6940
24, 1FEATALS .
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oo 1 5E183/240m

R T35 8 AL F MR
A~ G
S APCI-MS
M/Z2:376/37
22 Hy 0\/&0 / 6/378
O/@R [M+H]*
Ny
(¢
A~
)l - APCI-MS
H
CHy 'NH M/Z:431/433
23 y o\/&o
(M+H) "
CHy Ny
SE RN 24 - REXAL)LBRTES
OH
L, — Q=
N \\N

¥ 2-RA KB (107.1 g)5-F & E(1000 ml) o H-Ae nGE AR LR T
A B52000g). Hsk, ABKBA(14168), AR LM ERED
ATA#2 NN, RZAHE, 2LERIFENMR, REERR
BB R R AR KKRILR, SFREFRER, BRERSBIFA KR
AB AT, Jed B A EAWMIE TR-—F & L8 (5/1)(600 ml) +

10 s, REALITHAE, 2HBKERE, ASKHETKR-—FF
X8 (10/1)(600 ml) sk ULk, T, F2 MM (194.5 g).
APCI-MS M/Z: 251 [M+NH,]".

% %34 25-36

VAL R LA 24 ARG 7 ik A AR B 6440 A, AEF| 0L FAL
24,

15
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oM 1 E184/240m

A L5

IR F MR
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o B E185/240H

o CHy
o\/lL)( * |ApcI-ms
GHy 07 “CH,
25 M/Z:309 [M+NH,]*
N
NN
o
o) H -
A \/U\ ksc”’ APCI-MS
26 0~ NCH, M/2:285/287
[M‘i"NHq]+
cl \\N
O CH -
. \/U\o %H, |APCI-MS
27 CHs |M/Z2:329/331
[M+NH,}"?
B
r \\N
O  CH,
o \/U\ CHs | apcI-MsS
07 CH,
28 M/Z:265[M+NH,)*
CH N
3 \N
0 CH,
CH,
o\/U\ o)<c APCI-MS
Hs
29 ‘0 M/Z:296 [M+NH,]"
N N
il NN
(o]
A
3CH3
o APCI-MS
Hs
30 m M/Z:281 [M+NH,]"
o N
| SN
CH,
THbs O  CHy
L o\)J\ CH; APCI-MS
31 CHs | M/z:281 [M+NH,)*
N

210



03811791. 6 o B E186/240H

O CH _
\/U\o SCH, APCI-MS
. m\@ cH, |M/2:329/331
[M+NH,)?
Y
0 CH,
| M s APCI-MS
CHs .
33 M/2:265 [M+NH,]
. \\N
CHy
g G APCI-MS
CHy ) o CHy
3 V\E:Q CHs | M/2:305[M+H]*
N
P
0 CH,CHS
0\/Lk /k APCI-MS
35 0~ CHs
M/Z:281 [M+NHq]"
\?
CH O CH
Ha APCI-MS
36 . +
N M/2:265 [M+NH,]
NN

£EX#HH 37 C-REXEL) LR

@i\i?&g:: @\J\m

Ny SN

5 e HA RS 24 FRB) Q- FEERL) TR T K 8(300.0
AT R FRAOm)F, GEFIA=ZRTEKOOm), TER
WHERSH 400, BERBREER, BERNBRLTHEST
ZE (100 mh)¥, @EFHMA=F /ARG ml), Z2ERKERE,
AR R AB AR, TR, F54781029(198.4 g).,
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ESI-MS M/Z: 176 [M-HJ.

A KB 38-49

AL B R 37 A4 ik L B AR AT 6940, FRE)L TAL
5 4.

A LRMT sk BT
ESI-MS
38 M/Z:234 [M-H]"
ESI-MS
M/2:210/212
39 ]
c \\N [M-H]
0 ESI-MS
Q\v/u\nﬂ M/Z:254/256
40 )
o S, [M~H)
[o]
O\V/u\o ESI-MS
41 " M/2Z:190 [M-H]"
CHs Xy
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o B 5E188/240H

42

EST-MS

D\N* S M/Z2:221[M-H]
H AN
0
0
o) ESI-MS
A,
43 M/Z:206[M~H]"
i . T
Ha
CHy 0
ESI-MS
OH
44 M/2:206[M=H)"
%
Q ESI-MS
Br.
Q\v/u\ou M/2:254/256
45 _
M~-H]"
N [
NN
Hs 0
o\v/u\ou ESI-MS
46 M/Z:190[M-H]"
- A\
ESI-MS
CHy
47 \V:l\[:::[ji?/jL““ M/Z:247 [M-H]"
N
CHs
o ESI-MS
48 H M/Z:206[M-H]"
N
CHs o)
O\V/H\OH ESI-MS
49 M/2:190 [M-H]~
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10

15

20

4 K4 50: [4-(N-FREBE-N-FERA)2-REAXAR| TR

STty i
GOR oM o

”3<cH, 3 J:)i\im
N T T oS

) 4«?&%‘%‘ KA 29 TR & 2-(4-RER-2-RAX AL THAR
T A 859(500 mg)& F v £k k(20 m) ¥, &£ FAen 10%3H 4.5 (100
mg), ¥REMEFTEEATHRH2 b, E2HEBREZREMMA,
REBRERERRE, FB@-FA2-FAREL) TR T £ 8:(440
mg).

APCI-MS M/Z: 249 [M+H]*.

(2) #AE5H KHEH) SO1)F A3 69(4-RE-2-REAXEL) THM
TAB(430 mg)E Fw k(10 m)F, MmAsbFKER S 4hiEa(10
ml), $K/E ARSI ThRARNK T BRFAEEGSS mg). AXAHT,

F B MR RBAE 1 N, B LB TERIR, A bA BRI A

B, BT, BAEREUKREZEN. S2AKRAEEN(RBLA E
TR/ LBR T EE=9/1, MG 38k by B, F2|(4-FRAHK

A FA2-FAEEL) OB T A B5(540 mg).

APCI-MS M/Z: 383 [M+H]".

(3) HEAE £ S0Q)F 7B 9(4-F REBAFRE2-REAX
FA) TRAR T A B5(100 mg)E T NNN-—F R FBAEG m)F, mitT
AN 60%;sd M S AL4H(12.5 mg). F TR T HIEE RS 20 5405,
AR PR R RQ244 pD)FRBERSWH A1 DK, AREER
A RACER K&, B CRRGERR, AKftafe il K& s:
KARANE, BRABMTIE REAUREEN. 2RKRAEETGK
FlE TR/ T8 TEE=9/1, ME 3/1)shibA Ry FEAY, F5|[4-N-¥
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FEBAEN-FRALAL)-2-RAEFAA]TBRT X891 mg),
APCI-MS M/Z: 414 [M+NH,]".
(4) AL RF L] 37 ARG F R AERE k4] S03)+T 7
B [4-(N-F EABAEN-FERL)-2-FAEREA BT KB5(2.42
5 g), AR 1LA4(2.06 g).
ESI-MS M/Z: 339 [M-HJ.

4 KkH 51 Q-RAXRE)N-S-RARAR-2-5) TS

L
sead
SN
10 W ESE EHH) 3T PR GQ-REAREL) LB (48.63 s T =
£FHA000 m)F, GEFmALBF2634 m)f NN-—FXFHt
B(10 &), FERBFTHFLRAH 35 M. RS ERAEKET
A0, G e 2-F-5-B AR (32.08 g), KB mArikuz(60.54
ml), 5 94VE, BREMERAREIETR, BHHIR., OREER
15 FhAKK, A 10%EBEERAT EL pH4, RE ARG RK,
RK. teFemkdt EhRKERFOIEAELERETIE, BHBMN
Fig, REAREZERN. BARNBLEYEF TRG-LRTET,
iRk g, F2Q-REFREL)N-G-RAAT-2-K) LBLE(51.58
g). Bit, MERBER, REBHEBABRGIM AL, 5
20 | 47 Ai 4 54 (11.50 g).
APCI-MS M/Z: 288/290 [M+H]*.

% ikt 52-66

AL R L4 51 ARG F kA EAR K 6910, 1FEA T
25 a4,
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oW B E191/240;

%iZ% 54 WA FHR
~
HN \N‘ APCI-MS
52 °\V/L§b M/Z:332/334 [M+H]*
AN
7
N ‘NI APCI-MS
53 ©§/§O M/2:268 [M+H]"
i
~
H N APCI-MS
54 Hy o M/Z:326 [M+H]"
AL
z
N Ny APCI-MS
55 o\¢,£§b M/2:332/334 [M+H]"
cl X
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oM E192/240m

o
g
SN -
Tt APCI-MS
56 \/go M/2:366/368 [M+H]*
° S
Cl
~
N J APCI-MS
57 mo M/Z:302/304 [M+H]*?
TN
]
HN \N APCI-MS
58 w M/2:329/331 [M+H]"*
oL
N
¥ Y
0
Cl
g
N
HN” N APCI-MS
59 \/&o M/Z:318/320 [M+H]*
o) \\N
Hy
’
< |
N SN APCI-MS
60 mo M/Z:451/453 [M+H)*
©/\c/&é"‘s s
i
7
NS -
<I:Ha e Ny APCI-MS
61 o\©< o M/2:318/320 [M+H)"
N
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WoOom 45 193/24000

Cl
g
N
WY APCI-MS
62 Br . M/Z:366/368 [M+H]"
N
/I '
Hy Hﬂ APCI-MS
63 o\/&o M/2:302/304 [M+H]"
N
4
°“°\‘ N APCI-MS
64 CHSVN\@C*O M/Z:359/361 [M+H]"
. \\N
Cl
7y
o/°“° S APCI-MS
6 : *
5 \/&0 M/Z:318/320 [M+H]
T
a | '
CHy HN N APCI-MS
66 \/&O M/Z:302/304 [M+H)*
N0

A KK 67 - FEXLL)N-(-RARER) TBLE

N O,Cl
SNl

N
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WESE LHH) 37 F 73] 69Q-RAKARL) TB(30.00 g)is T
NN-= 924 T &G0 mD) ¥, &5 FH#EmAN 4-RRFERSI g).
4-—F R RAUEQ22.7 e 1-LA3-G-—FRARE ALK — L
M#B56g), TERTHAETRAY 3 DT, RERERLER,

5 A TR LE-m Sk A e B, AK. S%EBR. Kietede
#HRE GRS, BREATR, RLARESEHN ., REXGESY
BEF_ARAERY, RESLBKERE, FRIFAILE4(44.00
g)-

APCI-MS M/Z: 287/289 [M+H]*,

10

R4 5%k 68-71
VAL R LA 67 AaNley ik R A B 64, FE| A TAL
24,
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EE L2 R 2 M @A FRE
A Br

/J::::F/ APCI-MS
HN’

M/Z2:331/333
68
0 [(M+H]*
N

APCI-MS
69 \/go

M/Z:267 [M+H)?

NN
e
APCI-MS
70 .
o M/Z:271 [M+H)
N

°\V/J§: APCI-MS

71

[:::I:\\ 0 M/Z:283 [M+H]*
S

N

B EHH T2: 3-RE-5-F EE B E-N-(5- AT -2- 1) F 3ok -

2- BbAk
HN™ N =
O\AO o) N—QC|
H c’ow&N H,e oY : { "o
5 * o) o) NH,

AR T 20 P IRE] 64 2-(4-F BB A 2-FEEFL)N-
(S-RAMRAR-2-2) TBB(1.73 iE F NN-Z 9 X Z8(15 ml) ¥,
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10

15

20

# 4 F A BR4A(160 mg), FiRA-4hAE 100°C FHEE2 DB, 2
AHE, EEHAMBEBRMABAKEY, BitEKES RGRIR, A
K. WEAH B R, TR, FRFELE#(1.20 g).
APCI-MS M/Z: 346/348 [M+H]",

£E KM T3 3-BE-S-FREFET E-N-(5-RARebm-2-2) ¥ 5

ok il -2- F B
£y

HN™ N H /~
o, L@:O(‘*N“{x}c'
/
Hac'gﬁ\/CK\\N 3C'o o/

NH,

WS HE T 21 TR 2-2-REA-(FREZKETFTOXR
HJ-N-(5-FArboz-2-£) 88 (500 mg)x F NN-= 7 & Z,8t%:(15 ml)
F, QRPN (74 mg), HFRAHAE 100C FHH 16 ot
BZAWE, QEAERTMAKRK, AOBRTEBRK, AR
Fodh KEGREATIE, BRBRMATRIRAUAREEN. 28K
A EAF(BLA) E Tt/ LB LB/ R =3/ A B b, &
FTeR-ETRT, RELTRILERR, FRHFANLEH(R0
mg).

APCI-MS M/Z: 360/362 [M+H]",

B LM T4 3-BE-N-(5-RARR-2-K)F Ik h-2- T B

NH,
BAESE RHAH 51 P26 Q-FEFEAL)-N-(5-BARR-2-2)
ZBEA(150.00 g)i& F NN-=F X Z8A(1500 mD) ¥, @15 F e sk

B 40(60.8 g), ¥ RAMAE TOCTFHHT Iid, BRIAHE, BEE
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Prs R MAE AT, Stk fd REIRIE, RAKRREILR.

WIRAETUCRTETY, AR iliKrdg, SABMTR, AFE

HRAEAIE. LRREEME, REBERGERR, RERN

RAMBSTFLR-LBUEY. 2iRKkERR, ATBRE, T
5 ¥, A4S (119.33 g).

APCI-MS M/Z: 288/290 [M+H]",

B4 5 3649 75-96

VAL R RS T2, T3 K T4 AR F ik AL IR AR R G400
10 FEATHED.
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A
. o ¢k 4
PRuES # AT MR
o HN—@—EI' APCI-MS
75 . M/Z:332/334 [M+H]*
NH,
o HV—Q\ / My |APCI-MS
76 Y N M/Z:268 [M+H]*
APCI-MS
77 M/Z:287/289 [M+H]*
APCI-MS
78 M/Z:331/333 [M+H)*
APCI-MS
79 M/Z:267 [M+H]?Y
APCI-MS
80 M/Z:271[M+H]*
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oM 5E199/240m

APCI-MS
81 M/Z:283[M+H]*
APCI-MS
82 M/2:326[M+H]*
APCI-MS
83 M/2:322/324 [M+H]*
APCI-MS
84 M/Z:366/368 [M+H]*
APCI-MS
85 M/Z:302/304 [M+H]*
APCI-MS
86 M/Z:333/335[M+H]+
W~ )—O |ARCI-MS
87 0 M/Z:318/320 [M+H)*
CHs 2
Cl
I% 2 \—7 | apcI-ms
88 0 M/Z:376/378 [M+H]*
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o 5E200/2400

(o]
89 4 Y M/Z:431/433 [M+H]*
o} NH,
APCI-MS
90 M/2:451/453 [M+H]*
APCI-MS
91 M/Z2:318/320 [M+H}*
APCI-MS
92 M/Z:366/368 [M+H]*
APCI-MS
83 M/2:302/304 [M+H]}*
APCI-MS
94 M/2:359/361 [M+H]*
d/ — APCI-MS
HN \ /
95 N M/2:318/320 (M+H]*
O
Hy
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CHa

HN—@—Q' APCI-MS
926

M/2:302/304 [M+H]"
o

BAL®H 7. (2-RE-4-ZEXAE)N-5-RARRR-2-1) TBUEE

Cl Cl
Y — oY
MeO CN HO CN
5 E-58CTF, T40 540, GESST LK) 59 + 772 65(2-F Ak

4-F FEEFK)-N-S-R Mtk -2-K) THB:(40.0 g) 2 — & F 52(2000
ml)P ¢4 A& b @A =173 g). EARBRERFA20CHO
CZ A E B, REPERBH 26 I, REMAZ KK, 2
RN BK, MKk, REBRETR. e—HLsyE

10 Ww(372g), Brihed 243 g, ZAMKAEENTRBA 845/ F 8E=50/1-
10/1)#eik, 724784044 (17.0 g).
APCI-MS M/Z: 304/306 [M+H]",

A8 kM 98: 3-FK-5- K -N-(5- Btz -2-K) X ok wh-2-F 8t

15 ;i 3
(3 E—@—Cl
NH,
AL B R T3 AR F iR R R AE S KHAH 9T ¥ RE|6(2-
Fh-4-5 A K BE)N-G-FAARAE-2- ) TBE (321 mg), FE|37H
1 4-49(274 mg),
20 APCI-MS M/Z: 304/306 [M+H]".

HO
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BHE LA 99: -RTAREKETRE2-FAXRE)N-S-RAH

vr-2-4) LBuAE
¢ A~
oI LT ¥4
S P S
HO N H:’CXCH})(\O N

W AH FHA) 97 F 47269 (2- R4 XK FA)-N-(5-RAR b
5 wE-2-A) LBEE(5.75 g)i T AR(160 ml) ¥, @18 F An ABK B 48(8.08
g). BAR LB T A E(4.58 Aenifbsh(3.64 8). REEAMERAED
AT A 8 0, GE P Ao Foreg sk B4e(1.89 2). R TERT
HEB2(840 p D)Femib4h(875 mg), HRAME AT Aok A5t 14 0,
BZANE, ¥REBDERFANZKRATY, A 10%% 8% £ pH 1-
10 2 5 LBR LB, ZABMTIRAMNEFRLIOARZER . 24
BAE EATGRBEA: TR/ T8 TES=3/1, 2/1, KB 11)shib A St 554
M, 3B % b2 NH-BA AL BATCRBLA: T/ LB TE=2/1, KB 1/1)
shit, FEAFMIAIH(4.02 g).
| APCI-MS M/Z: 418/420 [M+H]",
15
¥ T4 100: 3-FE-S5-RTREFE T HRE-N-G-RARoE-2-4)
ek nig-2- F Bk

ey Oy o, o
H,C
WAE A EAAH T3 A6 F kAL B 5264 99 12| 69(4-
20 BT A B T B 2-RAEFFA)-N-(5-RAR-2- 1) TBLAR(8.18
g), AR AH(5.72 g).
APCI-MS M/Z: 418/420 [M+H]",
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10

15

20

& K#&H) 101: 3-RE-5-2-F AATEL)N-G-FARR-2- )X
I ok oh-2- F Bk

A C
o\j\ \N| o/(\/l/m
—_— oL g
HO N NN
N
S

Hac’o\/\o

—
e O~"o { %
NH,

(1) 52 T34 97 & 15269 (2-FAh4-2 X X HH)N-G-
AR -2-24) TBR B (100 me)E Fw Sk, G b oA 2-FH L
TEF(9.30 m)A =K AMGL0g), AASHTELF F5MEMBR=
RBR-CEEQ22ml), BEEMERARETIR, B 1T D0, &
ERSE., OAERGERYFHEAN—F AL, 2TRRERENY
i, REBJERERER, SAKEEMGRMN 845/ T LEE=10/1)
Bl R ERY, FEAHMSLBRG4-Q-F RA THRE)2-FAX
FA]-N-(5-FARME-2-K) LBE(71.48 g), R ARt —FobtbrrT
ATF—FEk.

APCI-MS M/Z: 362/364 [M+H]",

(2) vAL B Tt T2 AR F BT A T4 101(1) T
2| 092 [4-2-F RA THRE)-2-RE X EA]-N-(5-F A2 -2-1)
TBLR(71.48 g)d e S, 1R E|AFAALE4(24.40 g).

APCI-MS M/Z: 362/364 [M+H]",

£ k] 102-106

VAL B ) 101 ABAe) F ik AL T R A4 97 FiF3) 4
Q2-F A 415 5 R FAE)N-G-FARAMR2-K) LB fta B 09 BE, 735
A TF4bAH.
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o B E204/2401

L
. AL F
3 o5 & ) IR F R
— APCI-MS
CHs N
| M/2:375/371
M+H]"
CH, NH, [M+H]
103 y M/Z:406/408
APCI-MS
Q O |
104 1) M/Z:466/468
0O 0
NH, [M+H]*
HsCH,
Hs — APCI-MS
: H
105 \_7 M/Z:461/463
N o .
CHy O " [M+H]
H C‘HS AR/ APCI-MS
o\/\ 0
106 O H’ hH, M/Z:463/465
[M+H]*

2E Z#HH 107: (2,4 REXLLE)-N-(5-BARnLoE-2-1) TLBLEE

N/

L/e/\\

2.0y
OANSN
H
N

H 4-FE R F (.02 @A RALAP(2.02 g)5F — F A (100 ml)

F, £ 100CTFHE 1 o, BEEBHERSNETE, AL PN
BEAT(1.49 g). E5E TH4) 20 (1)F 2249 2-FN-(G-B A2
A)TBEE(10.42 g)Faib48(8.76 g), H¥Rbdhie 60C FHEHE 4.5 )
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. R EWERMAZKY, SRKERZGBK, AKRERE,

FEATR. BERNBKRET CLRTEY, 2RBMTR, RAEXL

RABRFERN. BABAR BRI TR/ LB TE=5/1-1/1)#40 4
| BEEAEY, RERERHBAAHEF T LRLE-—FRARY.
5 g RERPILE, TR, REFELSHQ2S] g).

APCI-MS M/Z: 313/315 [M+H]",

4 %3k 108 3-FE-5-RE-N-(5-RAAR-2-F) X ok h-2-F

B
200
H

o o) H—@—Cl
Py N

10 N NH,
AL R R T3 A8 sk R A A 107 FIFE| 6
(2,4- = FE R EL)-N-(-FAmmz-2- 1) TscA(1.02 g), F2| ML
£-4(0.96 g).
APCI-MS M/Z: 313/315 [M+H]".

15

£H LM 109: G-F-2-FEEARL)N-(G-FAAR-2-1) oA

cl Y e
uum —’“"ﬁgwﬂuﬁj —’mﬁw@(

O
0 "‘0\/&”/@ ° | PN
QC:O- > @KOJLHQ
Cl \\N cl \\N

(1) 3EEE £ 20 (1)F 28] 49 2-RN-(5-FAMT-2-£) T
BLAR(30.68 g)iaF NN-— 7 4 ¥ BB (500 m) b, & i % oA\ TEL4A
20 (24.55 g), ¥ RAMAE OCTHBS I ot. Fl LB LBEHBR AR,
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10

15

20

25

AxAtofe i KiE S kik, RERZABETIR, AFHRRLE,
BARBRE. RERGBRRDEFTELRY, ZLBEKREER
sk dh, RETERE, TH’, F2 N-G-8MARHE-2-4)-2-TLEBE,
X 288:(30.58 g).

APCI-MS M/Z: 229/231 [M+H]".

Q) #ESE £k 109(1) P 12| 89 2- LELAELE-N-(G-RAHRZ -
2-X) TBuAR(30.36 ) &3F T FB3(1200 m) ¥, AkAH T &R FIaA
BEA220g). R EMERFBETE, BH 0.5 Jbf, BERS.
%12 B G A PN TR ZE8(1500 ml)Ferk K (1000 ml), KEA T
BROERIAASY. Af ki KEFTIE, SARMATIR, BAE
BEVARFER ., BERYEREHESF TV EGIRTEY, i
PhRAFREAER, Z2ilRKEREYER, AFRLARREE,
FiE, 3] 2-2E-N-(5-RARALoE-2-24) TBAE(22.85 g).

APCI-MS M/Z: 187/189 [M+H]*,

(3) ¥ 2-R-6-RE A F (187 me)Fr e 48 364 109 Q¥ #5384
2-32 % -N-(5-F A2 -2- 1) T86A(183 mg)i&F NN-— F 3 F Bes (2
ml) ¥, ARSI TER T I 60%4heh £4040(80 mg). AT H
6 0BG, GREERYMEANEIRMAEKER, A LRTER
B, Rkt KAeEANE, ZRBMATIER, BERLARE
BER., BAERNHBADESTFECE-—FRLAS T, 2itEkES
R, T, FEFE4(286 mg).

APCI-MS M/Z: 322/324 [M+H]",

A4 5k 110: 3-RE-4-F-N-(5-FARRLSL-2- R ) K 5ok h-2- F BLk

¢t NH,
W ESE THAAS) 109 § 17265 3-R2-FA R EL)N-GG-F A

EPiTiW<Jﬂ
Ci N
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10

15

20

v2-2-£) LB (274 me)EF NN-—F 4 28810 mD) %, @i+ ie
NEBA(333 mg), HRAMHAE 100CTHM S P, RIAHE,
BB LR P A KK, ZitREIRE, RAkkE, RLRET
R TR TET, AbfLRkEk, SRABRMATER. AFANETF M
NFE M A NH-AG ), TERSYARERERHE. RERSE
Rk, BAERNGBELADBSTLRLE-LEBY, 2RKEE RN
F, FRAFMLAH (112 mg).

APCI-MS M/Z: 322/324 [M+H]".

A TRN 111: 3-RE4-F HEN-G-FAAE-2-X)E Hokh-2-F
3

N Ct

ﬁio- HO\J\HQ o H_Q_C,
o - gl
HC” " RC N

¥ 2-F FA-6- A F HH(589 me)Fe £ 58 L4645 109(2)F 72|84
2-# H -N-(5-F A rine-2- ) TBEA (560 mg)is-F N N-— ¥ 4 TRtAE
(10 m) ¥ 3@ 3£ F A ABKBR A7 (810 mg). R s e 60°C F 4+
&, Q¥R st ehE4r(810 me), HiRsdmE 100°C FHH
4 0B, BZAHE, QREERTHRAKRK, B TLBROERR, A
KAabhAe KA IE, ZHABMTIR, AEHERAE. 24K
BREREMBE, ARG-TRRE, SRR RBIFRERE.
BAEBRHBADRF T _ARALRT, RESTRKELERNG W,

33| 4724054 (104 mg).
APCI-MS M/Z: 317/319 [M+H]".
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A2 ERH 112: RXARTEEEEERRORTRTE

o_/%h
" C,Om\“‘O’ \‘c]; WC<I-EH=
O

(1) £AHE-30CTF, F410840A, & EABEQ54 ml)
AANE| FE(1S500m)¥, eAB, AN ARSWAETEFHEOS
DB, S EFIAR K-SR TH-1,4-—F8(500.0 g), Fi8 FHHix
R 17 i, BRERBREAEER, AEAGHERSY, REAML
P B RS KIE R A A Kk, BRABANTRAIE, KEX
REAREBR ., ERGEFHNETI T LR, SitiRikE L X
HEM, TR, RERX-KTR-1,4-=F 8 = F84(545.0 g).
APCI-MS M/Z: 201 [M+H]*.

Q) HESE TS 12D A EKF TR TRT

§(150.0 g)i& T w9 Sk (1500 mD) ¥, ok 40 T By & i e 28%
FRA-ETR(49 9P K320 F RO, REAWERARE
TR, BH 3508, G FRAETHEA500ml), itERASK
FIUR, RAIHT, AR BN Z] K 28 (50 ml). 7K (450 ml)
A2 R A5 (1000 m)tg R, EEBTHIE 20 54, S ERGE,
ARGRBKE. 2HANE, ZHRBATR, REXLZURES
Al RERGEKSVAETR P, ZitEkEs Xy, F
B, FERX-ERTH-1,4-= F B8R 2 T E5(106.0 g).
ESI-MS M/Z: 185 [M-HT.

() HELRE T#H 12Q)FP RN REX- RO 14— FrLEF
B2(100.0 g)& T4 T BR(1000 mD)F, G dimA — XA BEBE B S 4L
(155 An = TR(78.6 ml). 4 RAMAEL 60C FTheth 1 0, £H
RTH—F A FH 17 00, BRZAIHE, GEMERDMAKK,
A CB UBRIASY . RAfskiR S4KE R i R AR
W5, ZHBMNTR, BERLAREEN ., RARNELWET
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TEQS0mh)¥, Bt imAK(T50 ml), kA THERSH. 05
PR, iR, AK-FBR(3:1, 1000 m)df=E Tk 4k
&, TR, FRARALSH(117.0 g),

APCI-MS M/Z: 275 [M+H]".

£H LA 113: B X-4-Q-BARALBH-1-R)RTRTR

O
0O

(1) FELE K4 112 7 F2) 6§ R X-4-(R T RAHARL)IR
T T L FE5(234.0 )5 F S FR(G500 mD) b, QA 4N 2
10 B-— T IR(S00 ml), FEBFHIFLRAY 19 D, RERER
AR, REBRHARWET T LRy, RESTRKERR, &
BRA-4-R AR FRRPoshag (1219 g).
APCI-MS M/Z: 158 [M+H]*.
D) HRXA-BARTHE TR TEHERLEWUS 3 )R FF AT
15 H(1000 mD)F, ERAHTFERLFIN 4-BARTBRAGLS ml), AR
P A = LE(R1.S m) A — KT 5e(80 ml) ¥ ¢k, RE MBS
RIBRETER, HHI I, RERERLER. AARYEAY
FTRANTBRTER S%ER, BEANE, RALFRERENKERF
tata i Kbk, BRBMTRANE, RERRLE, BERSEE
20 R, RERKYERHESF T oRARASY, dRKERE, T1B,
3| B K -4-(4-FAR T BRA)IN T 7B ¥ B5(38.81 g).
APCI-MS M/Z: 262/264 [M+H]".
(3) &4 P 4 60%5AL4H(9.60 g)&F F N N-=F % Z.8:5:(500
m), ERSHT @R RN L LE LHF 113 Q)T F
25 B RN -4-4-FAXKTBRE)R TR TR TE(52.328). HEEHE
BRIABREEER, BEH 24 0K, AR P HEALRRREKERf KK,
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P BRI RS . Ataf KA AIE, BRARETIR, AL
ERARETER, BREBAEEWGOHA: LB LB shAL 4 B8 554
¥, RRBGEREFTFETR-—FRARY, 2RIKESRHY
8, TR, A2 AX4-Q-BAR-Hgbt-1-2)K T F 8 F85(39.20
g).

APCI-MS M/Z: 226 [M+H]",

(4) HESF FHH] 113 3)F F2] 8 R X-4-2-FR-tbrs br-1- )
KT TR TE(G9.15 g T F8HUA0m)F, L FimA 2N AA
4K EZ(O0 ml), FERTHHZRSY 3 . Bt kb
THA 10%E BB LihiszA T £ pH 12, fARMAMeF, R
FEGRIR, Z2RARBRATRANE, REBERLARLEN. #
ARHEANES TV EHTHRTETY, OLFPRAR AL,
it E R R, e A R RARREILK, TI&, 7
B 458149 (35.94 ).

ESI-MS M/Z: 210 [M-HJ".

4 KHH 114: AX4-N-ZBEN-FRER)RTHETR

|
o Y
o)

(1) FEXA-(RT RABA SR TH T B F85(30.00 g)is T
NN-=F A FBLE(S0 ml) ¥, AREHTELFIALD T 60%
SALAR(5.60 g), FAHTHIO0S IHE, GRS ERTIEL AR
F(14.5 mD)FfFE2(0.15ml), R EMERAREZTE, H4
. ERAHT, AREERTANERENLERKK, ATRT
EIRIRSH. RAKFtafed KiEGEREBRAIE, ZRABRMTIE,

BAERZAREBER . BREAEEARGRAA E TR/ T TEE=10/1,
MU 718t R ey E A, FERX4-N-RTRAZEN-TLE
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R TI T AR T 88(26.33 g).
APCI-MS M/Z: 272 [M+H]". |
() HESF ELHhp) 1140)F 7 2] o9 R X-4-(N-3 T RAHE-N-
A RA)IRT B T B T EN(26.32 9B TR -RA00 mD)F, AT
5 Jen 4N & 8- F5FEZR(100ml), EEEYERETR THIE4
Joat, GERFMHMA-FALRGO0m), STRKERE, A-F
FABEE, TR FIAKA(FTAROFRLE TR FaEBL

(19.01 g).
APCI-MS M/Z: 172 [M+H]".
10 () #AELF FHH 114QF FEHRA-4-(FARP)HTRT

B TaEs s (18.93 o RF T oA THMU0 mD) ¥, kA TEHE
Sk b e LELEL(8.A2 ml), RS ifiAe = ZB:(38.1 m)A = £ 5(40 ml)
bRk, REANMERABRETE, BHH2IH, RPN 5%
Lk, A-RTRRERAY. AtaidKhEFE, SRRHN
15 F iR, BAERIAREER. 2 NH-2RAEEAT(ZMA: LB TER)
AL R ERRY, 2R X-4-(N-TBA-N-F A RL)R DAL T R
% 52(19.05 g).
APCI-MS M/Z: 214 [M+H]*. |
4) HAEAE EHH 11403)F F2] 09 R X-4-(N-TBA-N-F £ R
20 A)RTHE TR TES(19.00 )5 T FERQOOm)F, MAFAN2INR
FAAREROO ml), FEEBTHIBZRSY 3 I, AREHT,
A 10% % Bk de BR 4R A £ pH 1-2, A fdusntes, RERR
R, BHBMNTRANE, REBEREAKREEN. HEA
HEAMBETVEH LB LET, ARSWTHEAZFALE,
25 ZitRI LS., LA _FRAARKREILL, TR, FHIFAL
1A-4(16.31 g).
ESI-MS M/Z: 198 [M-HT".
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£ RAM 115: R X-4-(N-BRTREKE-N-FERR)KRTR T A
l
N__O
NORR)
5
o)
WAELRF Lk 114(1) P HF2 R XA4-N-RTEEHEN-FX
SR TH T BT 55(44.78 )5 T FAE(00 mD) ', @HFHA2N
5 SAAMAER(100 ml), FEBTHIZL RS 6 Dot BUERSE
BB, EAAHTOEAYFIRAKK, THRTEF 10%%H,
RER LR TERBRASY . AXfaf i KELREAAIE, &
B TIR, REREAREZERN. RERYAFTHEF TV EY
LRLEEY, RS PHMAETK, 2iTBKELR. EnA
10 Eof-— R RARMEAILK, T8, SF2FM9(39.20 g).
ESI-MS M/Z: 256 [M-HJ".

£EELHH 116 EX-4-ERTEREBEEER)RTRETH
N o ch
o0 LY e
o]

15 AL A E AL 115 At sk R A R 64 112 $1F2)4
BRA-(BTEABARI)F TR T 8 TE 4478 g), FEIrMA
#(24.04 g).

ESI-MS M/Z: 242 [M-HJ.

20 AHE#HH 117: RXA-—FEAEERKTETRERS

Cro
HO
b

0 (HCI)

(1) ¥ESZ RHH 113 ()P FEGRXA-ZAR T TR T E
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5 B% 3(93.0 g)i& F FEE(1000 ml) ¥ , 2 F Ao 35% F BE KA % (95.4
ml). ZB4h(394 g)f= 10%H4e % (10 g), ¥RAMAEFELALTH
35 0, BIERERERME, BERRER, GERHEA
B F Fa N 20%BK BRAF K& (500 ml), A RAFRIREL BAY ., B
5 BAFEBTTRANWE, BAEKXLAREEN. 2 NH-2K4EE
Mr(ZeBLR)  E Th/ LB TEE=2/1) e 4 R B d, B R X4-—
FEARAK T T B8R F 85(87.3 g).
APCI-MS M/Z: 186 [M+H]*,
(D) BESE ZHH NT(DFFEYEXA-—FEEEKRTKET
10 B F 85(27.6 )& F = H.553R(300 mD)A=AR(100 ml) ¥, &3+ A 6N
#HE(S0 ml), HRASHECAT N4 I, @RAW P IAF I
8 6N # 8 (50 ml), R BAWED AT MM F M1 o, AR
MEREER, ATRLEREME, RERERNBAMWEST_FA
Ewd, 2R ERR, AofFRLRK%E, TR, #3584
15 441275 g).
APCI-MS M/Z: 172 [M+H]",

£ LM 118 B X-4-(bogit-1-R) T T st 3

0
e

0 (HCI)
20 (1) ¥ ELE 244 113 V)P RE R X-4-BLIRTH T8 T 8
#E#E(10g). LA-—mARTHR(192g). #4164 )% Fwsirk
(300 ml)F= NN-= F & Z8t8:(60 ml) g 224 ¥, & R4 4E 70
CFHH20 I of. RERBRALER, BELAWET LB TE-KT,
SEBRANE. ARFafe i KEEFIE, BRBMTE, BEX
25 KA E&BH . % NH-BBAEEAT(RBA: LB LB/ T=1/5)44%
ZRMBERY, FERX-A-(ER-1-2)R T T AL T 82(10.9 ).
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APCI-MS M/Z: 212 [M+H]",
) AESH RS 118(1)F 73 89 B X-4-(l50-1-R) R T
¥ 8 F82(10.9 g) £ —Ho (150 mD) ¥ 9 R F Ae N 2 N 2 8(80
ml), HBRAWE OCTHES D, BIRRLARE T, AE
5 RFEEABER, REBRGBADEETLRY, RE2iTHEIKE,
B iRMe(11.1 g).
APCI-MS M/Z: 198 [M+H]",

REELHH 119: R X-4-(Gk-4-R)IRTETRE MR

(3
o
10 o  (HC)
(1) #AE5H £HH] 113 (1)F R R X4A-BEKR T T 8L T 85
BB (475 g). RQ-FAR T A)E(34.5 ml). 55 BE4H(77.9 g)Fnaiib.44(88
2)%& % F I £k d (1400 ml)Fe N N-=F X 7,8t4:(280 ml)&4 244
¥, FRSWAECAT AR 18 I it. GRLERT IARXQ-FNRT
15 )8 (23 mD)A=afb48(22 g), RSB FRAS I 6 DB, RERS
BREER, RBEAWETLRTE-KT, 2EANE. AKthi
EARBERIE, 2RRMNTIR, SRERZLUAKREES. £ NH-#
At BEAT(RBLR: TR LB/ S5=1/30, MLE LB TE/TH=1/5, #
HRE 1B sty B, FHAXA-(CHHh4-2)RTETRT
20 B5(53.9 g).
APCI-MS M/Z: 228 [M+H]",
() G ESF FHS) 119(1)F 72| 69 KX -4-(Gobk-4-3K)F T T
BR 7 B5(53.8 g) £ — B IR(750 ml) W 643 & P Aw N 2 N 2 8£(400 ml),
¥ RAMAENOCTHAAEL N, FRNEREAUARELTE., RERLY
25 BR, BESKNBREAMEFTLRY, RELQTEKEARNEW,
3| AFAILS4(54.8 g). |
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APCI-MS M/Z: 214 [M+H]".

FHFkH 120: AX-U-(CTFERB)RTE|RER S

HOY ', O\
o N;CH,

¢H, (HC)

5 (1) HEEH(12.8 X TFARKGEOm)F, @i 4 mA LBEAS
ml), ARSHT, &ERRAEHF I N-T A E-N-F X 87 (5.07
g). RAAYERLEAINTHIEI0 04, S EBAMNE, Z2EE4LH
FIR, FHEATRAECRY R,

Q) EEARAT, BAESF LAY 116 + /52 MR X-4-RT &

10 AFRERPOATHTHRG0gRF T La@0m)Y, £-10CTFeai
PANZ TE(1.89 ml), REARASY P FHBARTEATEEDTS
ml). FRHWERAE-10C FHH 30 547, F-10C FTHEMLERTF
BAEAE RHH] 1200)FFHHERTRAL R P HER, HRA
WtimEEER, B 15 DB, ARANT, @ERFHN 10%H4k

15 BKER, B AIE. ABFEREMAKER. Kitodfe Kk
FBRAWE, BHBRATIR, BEELAREERN. 24BREENCR
PR LB LB/ Tr=1/3, MLE LB LB/ Tix=12)shib 4 R e & A
#, FERAXN-M-QERA BN TAIRA TR T K 8(1.86
g).

20 APCI-MS M/Z: 285 [M+NH,]".

() ARAAT, TARRORAEZY, HELF LHH 120Q2)
FREGRKX-[4-Q-ERATBIOF AL FAR T ABE0.62 g)
ETFHEGOm)Y, #RAMWAHNEC. AREERPIRARXY
BAR(153 mg) & = TAQ A ml) ¥ 9353k, RS WABETE, B

25 3°8f. MERBREER, WARNBEMET LR TEY, Ak
Pk B RAAKIE R 1oFe RALBKE B frtefo S KE S RiE, B
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BRATR, AEAREER, FERXA-BRTEEAFERRTE]
LEL T Ea(1.25 g).

APCI-MS M/Z: 289 [M+NH,]".
(4) @ESF ZHEH) 12003)F B2 AKX -[4-ETEAHERL)
5 HREOA|ZBTEN23 )T 1 4-—E5R@ m)F ey m P on 4N &
B-—fHER@ ml), FERTHRILERSY S M. BRAEHS
REEREET, FRX-(G-RART L) B T B 25 8% 35 (898
mg).
APCI-MS M/Z: 172 [M+H]".

10 (5) ERAHT, BESE LHP 1204)F F2| 9L X-(d-RE
RTA) LB P 85 3k 8% 3 (895 mg) e — R F 5530 ml)F 49 B ik P Aa
ANZTEQ2m)FRHREAY. ARSI TEHLFELEIAN 35%F
BKER(17] m)fe = TBREEMEAA(2.74 ). BEEHERSA R

ETR, HH6 DN, ERAFT, bfmEBREAKERTEANE

15 BRAMY, AEFTRIRSY. AiafiiREAIE, ZHBM
T, REBEREZEN, RIARX-M-(CTERLFKTL]THET
B5(771 mg).

APCI-MS M/Z: 200 [M+H]*.
(6) #15F 524 12005)F B 09 R X -[4-(= FEARE)RTA]

20 7.8 P 85(760 mg) £ = F 53025 ml) P 4 sk Ao IN 2B (15
ml), ¥RAMAECA T3 DI, BRERERALER, #4850
BEHEE Ty, 2Rk ERE, F§, F2781009(795
mg).

APCI-MS M/Z: 186 [M+H]"*.

25

BEF#H 121 RAACTEEATRRORTREMS

o L

0 (HCI)
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(1) HFRXA-(RAETFT )R T FE(6.29 )&% F FE(G2ml)
¥, ARAHTEEERT BMREABREOGm), EEEHERAR
EFR, LI REREET, BIARXA-ELTHHTKRT
B T S 3L AR 2L (8.69 ).

5 APCI-MS M/Z: 172 [M+H]",

() ¥ 54 121 (DFFRGRXA-(REFTORIKET
B TEEREB69 )& F TR TRAO )Y, R FIN=T A
(112 ml), FEE FTHAZRESW LS4, LARASH T EHLF N 35%
FERIER(15.9 ml)fe = THALMIIH(Q2543 2). R NEBIER

10 HFREZER, HH2 DK, GERTAAEHEBRAMAKER, A
FATRIE R, AR Fetbfo KA G ARG, BT,
HEARZEN, FERXA-(=FEARATR)KR T T B T 85(7.42
g)-

APCI-MS M/Z: 200 [M+H]",

15 () ¥ 5H E£HH 121 QP F2 4 B X4-(= FERA T H)R
CRPRTE(74] & F—F5%040mD ¥, SELFhn 2N ##
(70 ml), ¥RAMAERA T3 1. BZAHE, BERER
Bk, RERNGBERDEFELBEE, RETRERNEY,
FE|FFAALAH(8.45 g).

20 APCI-MS M/Z: 186 [M+H]".

BE LM 122: BXABRTREZEFETRRIETHR
Hy
£ Lo
HO O/\ oo
7
WX -4-(BE T A)IR S5 T 8(8.35 g) &% F = $L- 3R(100 ml)

25 ¥, BEF ARG mhfe IN SEAAAKERGOm), KRB EKA
HF @K =R T AE(12.7g). RREMERARETE, &
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¥4, REREREER. AURUEBHSELERGELY, &

it A N A MBRK R T £49 pH 344 38 URR TESIRIR. B KAesg,
Fe B KAERIE, BARBMTR, RERLAREEN. AR

KBEAMEFTETETY, Z2i0RKELE RS FH, TR, F2k

A4 (13.30 g).

ESI-MS M/Z: 256 [M-H]".

$E M 123; 3-(RR4-B)RMTEERY

NH
H,C_O

o) (HC)) _

(1) 3§48 P 69 60%HA4(33.6 2)& % F 9 &7 %(600 ml) ¥,
XA THE P EmBsE 8 = 181884 g)/£ w9 £.o4 (100 ml)
PR, §RAWAERSH TR OS Dof, AT FHioiesg-4-F
&% (carbaldehyde) (75.00 g) £ @9 £.74 (100 m) ¥ &4 35%, BHRSY
1vBF. kA3 F )RR R T AV K (1000 ml), A T8k 8848
BRRA. RK. tafeskig SIS R Atase 3 KE S RARVE,
%zﬁ&éﬁfﬁ, BARRE AR ZESN . ARABTRERYGARSTY
BTy EH—Fpaiad, sdEiERRE. AVEH_FEL
B A iE DA 4R eI, TR, 4758 3-(hoe-4-28) R I B T B8(77.53
8).

APCI-MS M/Z: 178 [M+H]*.

(2) HAESF FHH 123() T 52|84 3-(ioe-4-1) R B8R LBg
(28.00 )& B (280 ml) ¥, &4 F A FAt446(1.80 g), ¥ibdh
ESSBEFETRAATTERETHRE 24 )00, 2ERERSE
MR, RERERRE. RERGBRYET ZE-HFQ00 m) T,
AL A 4N BB -— FIRQR00 ml), FeRA MR /AERL AR EE
., BERGBRADEF T LR-—FALARY, 2iEEKERE,
A—mRABRE, T&], FIF810409(33.50g).
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APCI-MS M/Z: 186 [M+H]",

A4 REH 124 BRRAB)LROLEERE

H,C._.O
mH (HCh

(W -4~ ) T8 TES(50.00 g)E T ZB(500 mI), 2 vb Am
ANE4A(44 g), B S5 BIFFETEAAAT TES TRASHIRE
20 B, BibERERAERMA, AAERGER. Bt ROHAY
BT R NHKRQROm)T, @A FAoA 4N HB-—H5IR400 ml),
RERBAMBERL AR EEN . BERNEADEET L8-—
FARABRY, 2RAEKERE, A-FALABRE RETHR &
B 37 HiA240(61.80 g).

APCI-MS M/Z: 172 [M+H]".

£5 %A 125 3-(I-FRERR-4-X)ARLE

N" CH,
HC_ O

o]

W AR ELHH) 123 FH2| 6 3-(kR-4-R)ABRTEE R E
(70.83 g)ixF ZBR(700 ml) ¥, @3k 4 Au A 2-8K A 5(38.2 ml)Feo 2K B
47(1323 g), WREMAER AT 6 1ot ZLERZRERDR,
BAERGERR, A OB GEB00 m)AFHL R EAiY, RARftat
HKE G RE, BRRATIR, BRERLARZEA. % NH-2K
A EATGRBLH E L TR TE5=20/1, MUE 914 A R EAD .
F2| 4R (57.13 g).

APCI-MS M/Z: 228 [M+H]*,
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£ 3464 126-127
AL BE TR 125 ARG F iE R BADE 94054, FEAT

o,
E ¥ 3
QO. .
'/ \H/\C APCI-MS
126 CH, "0 N\'/°”= M/7:214 [M+H]*
CHy
CHa
" Ch, APCI-MS
127 ro M/2:200 [M+H]"®
CHy ©

£ H RAH 128: 3-(I-FAXRR4-R)ARERE

Ko
HO

o} (HCI)
HESE FHH) 125 ¥ 7264 3-(1-F R AKR-4-R) R B8 L8
(57.12 )& F = A3 (1200 ml)"P , FIE e 2N 8 (600 ml),

10 HRAMERDAT M3 ot REREREER, A_f5HKE
AN, REBRNBAYESTFL8-—FRAR0]L S00m)¥. &
R, A=RAAsRE, TR, FRHFELSH(55.36g).
APCI-MS M/Z: 200 [M+H]"*,

15 R 364 129-130

A G 5F Eakb] 128 F04L69 5 s R AR B 691028, 13F|0LT
i,
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10

15

5 5 A AL F IR
HO. APCI-MS
M/Z:186 [M+H]*
129 \]‘1’/\1:::1‘\]/"'*a [
SHy e
ji‘ APCI-MS
N CH; M/Z:172[M+H]*
S Ry

3 4-FARrow 288 24 (9.55 g)A= = TAR(26.0 mI)E F ZB3(10 ml)F=
AREOm)¥, @R b A FImERTE(10.00g), RETEHEFRRA
BT 150C T Andk 96 o, #ZAHE, QRELERT WA
LE, SHRBRERENR. RERBAER, REKGELDHE
FTFRFT, BRMRERIE, AK-NN-ZFR Pl E4 80,
72| A M54 (10.34 g),

APCI-MS M/Z: 207 [M+HJ',

BH RN 132: [1-(hoz-4-R)RR4-X| BB E
HO
T
U (HC)

() BAESE Thb) 124 PRBHORE4-2) TR LB BB
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(5.00g). 4-FMR e EBREG.62 = TEN0LI mM)EFF_FX
(130 mh) ¥, AEENA T Ae#h 20 ) oF. AKAFREHER, BTk
MERERBR. BAERBRR AIGHELERGERY, AK
g, BHREBMATER, RBEBRERLAREER. 2 NH-2KAE

S MGRBLA) R TR LE=4/ )8 R B A Y, RE[1-(ihog-4-£)
kR -4-2 ] TR TS (4.15 g).
APCI-MS M/Z: 249 [M+H]",
() HA£S5E kS 132(1)F 72| 9[1-(ieorg-4- )% -4- K1 T
B 28415 & F = HAHKQ00 m) ¥, @3 ¥ IN £ E(70 ml),

10 KRS AR T M 4 boF, BERBREER, FEREGER
Wbk IR, FEAFAALE(3.90 g).

APCI-MS M/Z: 221 [M+H]"*.,

27 KHkH 133: 3-[1-(FR4-R)RR-4-R]HBEH L

NPN

l
O
HO
HC!
15 - 0 e

(1) ¥ AELE ZHH] 123 $1F2)64 3-(k-4-R)RBR BB H
(5.00 & T kRGO m)¥, ATERTEOE TN 4,6-—RF
(280 e — R AL K031 ml), EEAWERETBTHRELS I
B, @ FhAK, A ORUEBRRRSY. AKitatKEy
20 REBEANE, ZHRBRATIR, BEXRLAREZER. 2ABAEEN (L
BLR) JE T/ L ER TEE=5/1, LB 3/1) 44 R A9 BAdh, 153 3-[1-(6-
FARERA-E )R -4- AR BE TER(5.58 ).
APCI-MS M/Z: 298/300 [M+H]",
(2) W ASH L) 133(1)F /52 8 3-[1-(6-RAREZ4- )7k = -
25 4-2 ) R BL T 85(5.54 g)F TER(100 ml) ¥, &2 F Aen 10%4e-£(0.55
2, WRAMAEFERLA TR NN, SiERE RERME,
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R RGERA, 62 R Hde T N TR T B Ao B B SRR
SR, SBAME, AAAfdKE Sk, SRABRATE, &
EREABREEN, 23] 3{1-(Fr-4-R )2 -4-1] % 8 2. 8(3.57
g).
APCI-MS M/Z: 264 [M+H]",

(3) H#AESE FHhb) 133Q)F4F2] 89 3-[1-(FR4-L)kR-4-K]
R Bk LBI(3.54 R F R0 m) ¥, &P Aen IN 870
ml), ¥ RSP ECGA TN 3 0. #ZAHE, BERBRALRE
Ry, R-BSHKARLEHREE. RARNBLAWES T LY, 2
SRR RN T, A OB, RETIR, BEIFELAH(.63
g). -
ESI-MS M/Z: 234 [M-H]".

2 EKkM 134 3-(I-FARRE-4-2) RN RERE

ra

CH

Y\/O
HO N
(HCI)

o)
(1) #E4EE0.10 &% FwRxH@B0m)P, ARASHTH
B W S KA 127 P 17269 1-7F A K okez-4-F 8% 788(5.00 g)

3

- WSk RGO mD)F HER. TR IR RA I TR 2 R,

4 i# AR (1.1 ml). 15%& fA4AKEZ (1.1 m)FeK(3.3 ml), Btk
F 9 10 4%, & E A B4 R P Ae NARBRAT, HEHRAd 20
2%, REGLRBREREMMK. BERERE, KRE% NH-#
IRAZ BATCRBLA) BAF/ B TBE=1/1) 810 4 R e 4%, 133](1-R%
7 A oRoR4- 1) T EE(4.29 g).
APCI-MS M/Z: 158 [M+H]",

) HERKQOm)EFETFRKFRA20mD)F, £-Fk-HEAH
TEORAFRAM_FAERAGCIm)E—RFEAS m)F 65k, £k
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BHTHRF 0 9%E, T 15 54 BR N EESE FH4) 1340)F
2|t (1-7 A AL -4-4) T E2(3.00 g) £ = R F 530 m) ¥ s4 25 &
MNE, REEMERERSFTHRE2 My, F10504Rand
E¥iFm=Cr(133ml). SAREZTEN, R EHERHSE 1 )
5 i, RERERMAZI6FHEBREMKRERT. ARTREERR
A, BERRABREEN. LM UBREKE, RRRAESE
M EZ R T RBBCR IR BN T2 0 R AWAH, ARt
HoKgEk, BRABRMATR. REXLEN, FESHE - Rt
9k -4- F 85(1.96 g).
10 APCI-MS M/Z: 156 [M+H]",
(3) HBEBEE B = TB8(7.96 @) F WSk B (S0 mD) ¥, fkA
T @S b b AN A8 F 69 60%F AL (1.45 g). kAT Hh
20 54/, @ RA T N T Rk (25 ml) P 69 A )
1342)F 172 ¢4 1- R R AKR-4-FBE(5.03 g). TR EPERBEH 3
15 DB, A LB, AR TAAK, B LBRTEBRERAY. AKX
FatoFah KERFAIE, BRBRATIR, REALAREEN. 2
NH-2 AR BT (PR BLA) E T4t/ LB T.85=9/1)sb b A R ey Hath, 2
B 3-(1- A A ERE4- )R HB T E(6.87 g).
APCI-MS M/Z: 226 [M+H]*;
20 (4) KL BE RHAH) 13403)F F 2 ¢4 3-(1-F R A kz-4- L) B
B LE8(1.01 )T ZER 20 m) ¥, B 3 F Ae A 2 N R RS RIE & (4.5
ml), FERTHFEZRESYS 24 0. OREERF AN 2N $HE409
ml), BAERERSY, RERLERGESMAF TR, F2FML
S#(1.43 g).
25 APCI-MS M/Z: 198 [M+H]"*.
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AEETAM 135 (I-RTREAFKERRTA-L)LHR
gge
0 N_ _o._ s
T fen

(1) HAEAE FTHAH 124 ¥R Q0R4-F) LB OB LBRE
(10.00 @) &% Fw sk (95 m) ¥, B F A AskBk £48(12.14 g)fe
5 A(150 ml), R/EEKAHTEGLF Fin KB =T L E(11.60 g)
A Sk (55 ml)P ek, R S RAE TR THAE 20 8,
FER T MABEBATKER, FlLBMUBRRESY. Aefiik
RAAWE, BHBETR, BRERLAREER. 2HBAENCGE
BLA)E Tt/ LB LBE=5/1) 8 R B, FE(Q-RTRESZA
10 vkeE -4- ) LA TE(13.06 g).
APCI-MS M/Z: 272 [M+H]".
(2) #¥AESFE LHH 135(1)F A2 9(1-T BAHKAKR4-1)
LB T BE5(13.00 @) Frafirkod-ZBE(2:1, 180 m) ¥, G A FimA L
F AL 44(4.80 g) K (60 ml) F &35k, Fe R B A RA TR T BT
15 B, BERSE, AUBREERNKE, AXAHT, A IN LMK
WRE, RER CRUEBRKR, AKXt KEEANE, R
BABAT R, BAERLER, FRAFMMLSH(11.10 g).
ESI-MS M/Z: 242 [M-HJ,

20 £ %34 136-137

A B ) 135 ARG F ik R AR 691084, FEIAT
o4,
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5% s
35 8 H LR B LYy

_ JJ\ /écms ESI-MS
N (o] CH
136 Hom/\/o ? M/Z:256 [M-H]"
0
o} CH,
c
PN -
137 HO Ha
M/Z:228 [M-H]~
o) 4

B EHEM 138; 4-RETF X1 T M4 T A8
o GCH
gy

HO™ ~F

5 (1) £EAAT, HRTH(4.49 )&% T NN-Z T T8k
¥, AREITEREYT HmBBA TR =TEG3 . T4
WFHRHE 0S5 1B, QEELERTHle 4-FAK- 172 T T4

§(4.07 g), RAMHABRETRNIBA LS M. ARAHTERE

BR P AKK, BitEIKERE, TR, F24-CE8EABLTT
10 A -1k TR T AL B8(3.02 g).

APCI-MS M/Z: 287 [M+NH,]",

Q) #¥ESE FHH 1380)FF2| 69 4-TRAEHKEAT F E-1-%%5%
Fag T A 8(1.08 @ F —fR(12mh) ¥, AN IN &84k
AEZREm)FFERTHATRAODTE. A IN EBRBILR L

15 Bk, RERAUBTUEBRRKR, AKfFiafi KEGEREAIE, £

ABATIR, RERLAREER. 2482 EHGMI R5/T B
=50/1) 4L A R EAY, R FAE4(0.72 g).
ESI-MS M/Z: 240 [M-HJ".
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15
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RE T 139 -FAXRE-1-R)TK
HO\‘(])/\U _
Y 3
CH,

(1) ¥ l-RA%E121 )& F 12 ml)¥, @bk
(3.158), REHMENX TERFEB(2.08 g) & L2 ml) t95%.,
AN ERECRT A 10, E2AHE, BitERERE
WK, BERGRR. BREBAEMRMA R/ TH=50/1, K
& )AL st B, FE|(4-F AEKRE-1-1K) TRF A B5(2.84
8.

APCI-MS M/Z: 277 [M+H]".

() #AESH FTkb] 139()F F2) 69 (4-F A A%RE-1-H) THF
ABQ83 T FEHUAOmDY, AL+ 10%H425£(0.31g), #%
BERBRESMETELEAATHRET I, S3EREREMK,
BUERYE R, FEAFALE4(1.82 g).

APCI-MS M/Z: 187 [M+H]*,

£ LM 140: 3--RALRE-1-R) AR —E R

es,
\n/\/ (2HCI)

o

(1) 4 1-5 A £ 9%E(650 mg)EF T (7 ml) b, AkAHTAHL
AN RGBT ABE (743 n ). R P ERI R E BB 4
DB, @A T ARAS S BIHRAR T K148 nl), RETEETH
HLROMA L 10 0. & BRI T AN 5 St R R T A B
22 pl), BHREH 61, GEFHEAK, A LRIERRER.
Rtete & KRBFRIE, ZRBATR, BERLAREZERN. £
RIS AR BAT(RRBLM R A5/ F 85=20/1, M 10/1)8ib A st R,
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73] 3-(4-F A A%KR-1- ) mia T A E85(1.18 g).
APCI-MS M/Z: 257 [M+H]*,
(2) ¥ASF kS 140(1)F /264 3-(4-F R IE%RE-1- AR

RTEBEA1S DEF_AAKA0mDP, G dmA 4N &8 — &,
5 SRS ml), EREYERAETRTHEE A8 I, BERE RS

R, REAMBRHESTLRY. KERKE, TR, FIIFMAL

£-49(1.06 g).

APCI-MS M/Z: 201 [M+H]",

10 B4 FHkH) 141: R X-4-G-FA-GoH-4-2) K TR T B
(1)
a0 ~OH o g~ O~ COOH
B 1e.50 % 44 60%E5444(6.80 g) &% F NN-— ¥ # Z.5:4:(80 ml)
P, LKA T T 10 540018 A & RA P B 2-F A TEE(129 )
ANN-—FRCBBERGOm)F&95%. ETRTHHE IS 045, A
15 KANEHHER, R PREMARRTEB13g), FERTHR
Hiz R4S 11 ). RERERELER, GERYGERMH P IAK
BREMAKER, ALBALZRSY. AREBBRULKE, REAT
BR LESIRIK, Aiafe i KRAFIE, ZABRMTER, REERLL
MxEA, FRQ-FRAZARE)TH(1824 g).
20 ESI-MS M/Z: 209 [M-HJ,
€))

v o
o/\/
8 nO/\/OvCOOH — Mwm\ﬂ‘o’ 11)/\
0 8]

FAEQOTFRGQR-FREATHRA)LE(6.51 g). £ 54 L34 113
(D) 264 B X-4-RAIRTLE TR T B B 2(5.27 o) 1-F2 01
25 Zo(5.06 g)isF NN-— 9 £ F8A5(100 ml)¥, AkSHTERAY
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FiskdaN 1-CRE3-C-ZFEAREARBOE —THEERE(T.109f =
zE(4.50ml), FTEETHFEZRSW IR, REXREBRALEE, @
& R A F BB SRR, A LR TESREURA . A
taFe hARERIE, ZBHABRMTIR, REZRARELERN. 25

5 AL BEAT(RBLA: R/ TR TBE=1:1, ME LRI LB A SR WK
&8, FERXNA-2-Q-FRATEL) THBAA)F T T L T 85(8.24

8-
APCI-MS M/Z: 350 [M+H]".
(3)
N ) K oH
mnWVL::r 1r\0/\/ - mnWFL::r‘!r\OI\/
10 ¥EQFT AR HRXA-R-C-FRATEA)THBER]A TR T

BR T 85(5.09 )iz T LB (150 mD) ¥, dH A 5% 4% (1.01 g) &
BT EEEAATHHE 24 brt. TERABERARZTHELL
Fl, REBERBRER, RERGEAVETRE T, Atofomkig
SAKE B R K, ZRABMATIRIFRLARZIEN, 53] R X-4-2-2-
15 RATCARLLBBAIA T T TEG.32g).
APCI-MS M/Z: 260 [M+H]",
(4)

N OH H OMs
ORIV O R SN
) —
HEG)TAE R XA L TRE) THERIR TR T
FE(1.37 5 FRAAAS mD)F, Lk TEHLF A= TEEBI0
20 . RE, EARELRE T TP aBRA50 pl). R AHERE
RAFTHEI DH, AKEE, ARGRKR. Aleddntks
WE, BHBMTR, BRERLREEN, FERXA4-[2-C-F
BBEA TR LBRAAIR DI FER T 8:8(1.83 g).
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APCI-MS M/Z: 338 [M+H]",
(5)

i : S
MGOWIO’ fO/\/L m\gO’N\gj
0

HAaA)FFE R KX-4-2-2-FHEBREL TEL) THRAKIKRT

5 F 8 T 55(1.08 )i F NN-—F £ 28815 mD) ¥, AkA4HTH

5 £ A feih F 8y 60%EA48(135 mg), FERTH L Z RS 16
B, B IERUERRYE B A RATB G ERE S F A KL F R
1dh, ARGRIARSY. ZRAMMTRANE, RERLUARE
BH ., BARAEEGERA TR/ OB TEE=1:1, B LM LE)
A R BARY, 73R X-4-G-BA-Gok-4- )R T T o F B (715

10 mg).
APCI-MS M/Z: 242 [M+H]",
| (6)

e o
e O — o Y

vA & A T4 113 (4)Aadikdd F ik LB AS) T 2] 09 R X4-(3-
FAXGok-4- ) IR T4 F 8L F 85(500 mg), 53| 47A404-4(322 mg),
15 ESI-MS M/Z: 226 [M-HJ.

58 k4 142: R X-4-Q2-FABLR-3-R) R TETR
o

3
o I

(o)
(1) A 5F #8113 (DFF3) R X-4-B2RAIRTK T B T B8
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HELH(5.00 AT HMA(G0 m)F, Ak TELFIANZTEA]

ml), REEm2-FARTERAFEE(R.3 m)ERAF(10 ml) P &4

&, EERTHRE2S DG, QEMERT N S%ERK, KREH

T RIRAY ., ARflKREFIE, Z2HBRMTR, RER
BRZAREER. RERYEAMWESTRG-—RARARY, 2
IR, TR, FERX4-2-RAK aﬁﬁ%ﬁkﬁ T T

B T B8(5.11 g).

APCI-MS M/Z: 264/266 [M+H]".

Q) BREDTFRGRAKA-Q-FARLEABARPARTE TR
PEg(3.70 )T NN-—F R ZtEGOm)¥, ARAHTEELFP I
ANEHP 8 60% £AL4(630 mg), TEETHHERESMY 165 ) 0.
BB BER AN, B UBRUEBRIRSY, A Kftafe Kk
AAAE, REBARMTIR. SRAREREEA, BakiE
WP T8/ LB LEE=1/1, MG L8 LE)SALE R Ba,
133 B X 4-(2- BARAErd 55-3- K)ZR T8 F B F 82(1.83 g).

APCI-MS M/Z: 228 [M+H]*.

(3) WA A L34 113 (A4 F kB LQ) T FE 49 R X-
4-(2-FARTER 13- H) R T TR T 85(1.84 g), 75 3| 472040440 (1.75
g).

ESI-MS M/Z: 212 [M-H]',

A4 2N 143: EXA4-Q-FARAEHR-1-ATFTL)RTRTR

(1) ¥A L 3 525640 113 QAR 8 5 ik L B A AH L] 121 (1)
FRHYEXA-(ELATRR O TR TEEMLW@.57g), FER
K4-(4-FATBRELAFTE)RTH TR T 8(5.35 g).

APCI-MS M/Z: 276/278 [M+H]*.
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(2) AL #5245 113 G)AR1ked 7 ik KA (1) F 2] 49 B X -
4-(4-FRTHELTR)R TR TE TEQGTS g), FEEKA-Q-BA
-stkegbr - 1- 4 B RO IR Okt AR 5 (2.07 ).

APCI-MS M/Z: 240 [M+H]".

() A B A Fkp] 113 (DA F EL B AQ) P A2 6 R X-
4-Q2-F AR -1- R TR TR T TE(Q.04 g), FERK-4-(2-
FAAR-B - 1- R F )RR T (241 g).

ESI-MS M/Z: 224 [M-H[-.

B4 kA 144: BXAIN-THEN-TEEL)TRIRTRTE

o
Hom\\" CH3
o)

(1) ¥ESH FhH) 121 (D)FRHGRAXA-(RATR)RTET
B BS 3 B 3(5.86 ) F &40 m) ¥, EXANTHEFIAZ
zB(12ml), REALFRATBREQR69 ). FTEETHRHIEZRS
M 1 0NEF 40 48, QR LR T AAK, R EFRERSY. A 10%
HER. At K. fafe KB S A KIE R At Ae K AR E,
BHMETIR, RERLZURZEN. 2888 BRI TKR/T
B LEE=1/1, MU LR TEANERNERY, FERXA-(TBRR
AT R)RTH T LT 88(5.92 g).

APCI-MS M/Z: 214 [M+H]*,

Q) HAEQFRBGYRXA-(LHRBE T LR T TR T E5(4.32
OET NN-ZFLF BRGSO m)F, £kSHFTREPiEERNE
P 60%EA4A(1.00 g). BFR(GI A TEL(S ). ETERTH
H8 B, @I FINF G EA4A30 mg). BEFE(L.S ml)F= F
B2 ), BLERAM 2 K. ARAERTIAK, fLBTER
BRAW., AKEEREIE, 2RBATR. 2RLREZERN, 42
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EIAL B M (IR Tt TBR TBE=172, MUB LB LB A A8
EiY, B RXA[(N-TBEN-FELD T AR T T8 T 8
(3.04 g).

APCI-MS M/Z: 228 [M+H]",

(3) AL A FHhH) 113 (DAe F i B AQ)FF KR X-
4-[(N-ZBEA-N-FREA)F AR TR TEE FE(3.03 g), F24M1L
a4(2.67 g).

ESI-MS M/Z: 212 [M-H].

B L 145 5-Q-FAR-HBHR-1-2) KB

Hoi/\/‘m;—* W&og\/\/\m‘ Hoy W&OE\/\/\Hﬁ\/\/CI
——’H;C~oi/\/\N£ — m)ok/\/\@

(1) 4 5-BAEKB(7.352)E T FEGOm)F, AkAFTalkT
WA ARG ml), BEEHERABRETIE, B 17D, &
BRGBEEER, BERNBRAHIF TR, 2LBKEIRE,
133 5-RA KB TEs L8993 g).

APCI-MS M/Z: 132 [M+H]",

Q) HEQ)FFEH S-RARBRTELRE(.68 )BF TS
QOmh¥., AXSHTEHEFRTONZTEQRS54g), REFHm4-
FARTHA(S55g). RREMERABRETSR, BHFE2 N, AL
FEBEPRAKRK, BARGRIGREASY. A 10%4 8. ERBRA
BARR R AR KRG, REBRBMTR. A AR
EREAREERN, 73 5-@-BARTHREAL) R TEQ.34 g).
APCI-MS M/Z: 236/238 [M+H]".

() HEQ)TFRH 5-G-FARTREX) AR FTHEQCI3I AT
NN-= ¥ 5 L8820 ml) 7, A2kA30T & 35 b Ebfde N i o 4
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10

15

20

60%£440(0.47 g). R EMERABREETR, JHH 20 M8, BRE
REVBREERN . 2RBRAEENCGERA 845, MBEE8H5/LR TE
=20/1)£4b 4 A G KA, 73] 5-Q-FAK-ibed b-1-28) K BR T 88 (2.15
8.

APCI-MS M/Z: 200 [M+H]"*.

(4) ¥ AEQ)TFRIE 5-2- BB IR-1-4) KB FE:(1.00 g)ix
FEBRQOm)Y, AEFin 4N KEIMAKEZRQRSm), BB
MAERABETR, S 18 6. ACMRBREAREHER, GXF
A 2N #HB(.0ml), RERERSE. ARGRRARGEZLY,
BB TR, ot BHBERIAREERN, 3378149 (0.90
g)-

ESI-MS M/Z: 184 [M-HT".

4 L4 146: 2-THEA-3-REXTRTEF 4-ToEI-LEX
VT A

HO
OH OH OH
arirar—— +
; CHO
COOMe

COOMe COOMe

¥ I3-BARPTRTEISSOETRACBQL)Y, ETETH
AP ANET E9E(01414 ), FROWECAT A3 e, &
ERBEF R, CERGBERD T IAK, AR FRBEMN
FRA4AY E pHS, AKHE, FALKRTEBRR, AkfidRk
BAWE, ZHRMTR, REXRLUAREERN. 2HABAEEN(R
PR B/ LB TES=8/1, 5/1, MUE 2118t st Bdd, 53 2-
¥ B -3-72 X K T B T 85(54.6 g)(BSI-MS M/Z: 179 [M-H])#= 4- ¥ B4
E-3- % K TR T 85(4.4 g)(ESI-MS M/Z: 179 [M-H]).
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X FTHH 147 4FE3-LEXTHTE

HO
OH OH

Y

COOMe Me
¥ AESF LA 146 F1F2]694-F BA-3-52 5K T 8L 7 85(1.96 g)
ATFPRGE0m)E, AP A RAIEE(0.85 g)F FEL44(0.85 g),

5 KR ECIAT Aot 14 ) BF. BEREREER, AKESE, A
LR TERRIR, At RKEERIE, ZBHRBRATIER, RERL
VAR, RAERNBAYBFETRG/—FRA8Y, REgd
MR, BRI WO662). F5, BERGRR, B4
B AR BT (B LR T LR TBE=32) b4 % BB H Aty , 133378

10 .24 (1.08 g).
ESI-MS M/Z: 176 [M-HJ".

2 EHH 148 2-2-FE-5-F EA KA X E)-N-(5-FARnbne-2-
X)L B

\ j\@:: CI/\EnIh:LGL. mﬁ\@;j\u’@r ]

WAESE LA 147 F153] 6 4-FL-3-2 XK T B T 82(655 mg)
BETRFPQOm)F, #LFINELE LAES 20 (1)F 7249 2-K-
N-(5-F AR rtboe-2- 24 ) T8 8(897 mg). #XBAF(773 mg)Fesiib4h(657
mg), HRAWAEE AT ek 40 547, RERBREER, HL P

20 MeAK, B TR TE-W Ak RRRESY. AP EKREFEIE,
ZRMMHTIR, RERLUAREZEN. BERYBERHETF TR/
—RhAARY, S2iRIKERIE, FRAFALSH(.16g).
APCI-MS M/Z: 346/348 [M+H]".

15
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A% L3 149: 3-FK-6-F Pk POk -N-(5- B AL -2- 1) K5tk
-2-¥ B

mkﬁiﬁ‘“m@* ")

WAESE L) 148 F R4 2-Q-FA-5-F FAHAXEIL)-
N-(5-BAX oz -2-24) T8 (1.03 g)&-F NN-— ¥ X Z8:4(10 mi)
T, WA P ARARBNOT mg), WiRSHE 100CTFHH4 IR, f2
B Ly B AN BRSO m)F, 2Rk KT, A e LB,
F 3, FEARHA4E 4 (839 mg).
APCI-MS M/Z: 346/348 [M+H]".

£FkkH 150; 2-RE3-BEEXTRTS
OH OH OH
@[cm T @L%NWOH - [;(CN
COOMe COOMe COOMe

(1) HESE RHp) 146 PIFR 2-FTHA3-AEXTHRTE
(023 g)&BF FFHAS0m) ¥, ARASHTEHELRT MARMLE L
(3.56 )&y K% (15 ml)fe Bk 4h(4.36 g)eg K5k (15 ml). 12R4%
HBEER, HHF2 00, REALRRETE. AKHELRY
Bath, REGRK, ZHBATRANE, BAERLAREER,
3 2-2RTBRRFTRI-BERXTERTEO.89 g).

APCI-MS M/Z: 196 [M+H]".

) HFAENPHFRIG 2-LEAB R FTA-3-ZAXTERTE00.57
&S TRAFA00 mh) ¥, AxAHTELFIANZTHE19.35g).
EABGRET, T30504HEAR, HERGERT Bl ZATR
BF(2540g). AW ERETETHHE IR, GF Tl tofkig
SHKER, AEFTRR, SARETRANE, BEERLABRE
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BH . RERNEFDETFHAOm) T, QLT I N B BRAT(15.6
g), TERTHIZRAM 50 540, ARFBRFLER, ARER
BRI, RERARGFRI. SABRETRANE, 2RERELER,
AR BARAYEF T LRCE-—FALR Y. 2iBIKERR,
F3) A (8.71 g).

ESI-MS M/Z: 176 [M-H]".

BE RS 151 2-Q-FA-3- T REHE K FE)N-G-EA AR 2-
X)Lk

H
e |N\ AC
Q(OH o T\/\Lc‘ . @[0 y \NI
H
CN CN
COOMe COOMe
AL B L 148 ABAey ik R B AR R L34 150 135

B 2-FA-3- AR TR TE(70g), FAFMALH(.69 0).
APCI-MS M/Z: 346/348 [M+H]".

B Lk 152: 3-BE-4-F LR B E-N-(5-RARboz-2- %) Xk v
2-F BRAR

Z Cl
i :oJLu/C,I %ng
——————l /
CN o}
W00 HC W

*0“ "0
AL A RAp] 149 ARG R KR A S K4 151 473
8 2-Q2-FAR-3-F FUR B R ER)-N-(S-BAKriesg-2-4) TBu (1,51
g), 2|4 (335 mg).
APCI-MS M/Z: 346/348 [M+H]",
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15

i&# £ 153; 3-FE-5-BRE-N-(G-FAM-2-X) K ok wh-2-F

m_(} . Y@,\c;{;@@m

A 3-8 -5-F S B -N-5- AR -2- ) K ok vb-2- F BLiE
(.01 )& T A HQ0 ml)-FE ¥, ARANTHLTIN4N
£ RALAKERG ml), R AHERETRTHME 13 6. RE
REBR LR, FKSREERGEAY, BLMAN 10%ERIRA
Wi E4 pH3., 2iRIKERR, AKFRUBEESRE, T,
F3AMAA4(1.87 g).

ESI-MS M/Z: 330 [M-HJ",

A k4 154-155
VA G B ) 153 ABAAE F i B A S L 64) 149 KA
EHA4 152 P33 6985, F2|0ATis4.

R 65 sk W FHA
HO 0 \ / ESI-MS
154 /
0 M/2:330/332[M-H]"
NH,
O - Cl
/ \ / ESI-MS
155 0 ;
e, M/Z:330/332(M-H)
HO 0
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10

15

B M) 156; 3-8 E-5-—F X EAFE-N-(5-FAmbnz-2-24) %5
wk wh-2- F B

¥ SF LA 153 P26 3-RI-5-BK-N-(5- 8 Aoz -2-
H)F ek mh-2-F Bui(1.51 )& F T (15 mh) ¥, ARAHFTEHL
bk A FRLEBE077 2. 1-BEAXF =137 g 1-T 4-
3-3-mFARAAR)FE - BREME(T g), TEBFHRIETRS
4 14 voF. K100 m)AFBR B ER, 65 F A tefaskBL S .44
KERAAY £ pH 89, itk ERRE, AKA Lﬁfxéé# &,
RIET %, B3\ FMIEH(1.50 g).

APCI-MS M/Z: 359/361 [M+H]".

A% £ kM 157-158
VAL B LA 156 A0k F ik A0 A R E RS 154 REFE
KA 155 PARB|HRB, FEATAEDY.

5%
= 1 &,
KI5 B B F B
HC 0 \_/ APCI-MS
157 &y I\ M/2:359/361
N, [M+H]"
q
155 b APCI-MS
JLTN W M/2:359/361 [M+H]*
|
o,
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T pA

XD YREHF TR HERKES Lo, HE
R BT X B RANGEER. B, Frdsy[11A%F
W5 Fois 77 i AL F IR KRG HY.
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