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RYs/mE = R3S 81814 (1b)9] 271€ 2k7]0] 5 R2= 818t 104 A ol 5l uhel 2rho s AT

A HolAE, B4 A WA Gl AZH 332 azn g1y Bt 28 A4 o8] w58 Aoz 2
1=

lOH

—

T A WA DA SEE AR AREE 314 2,8, 9 s 149] AR, 8184 3, 6, 19 = 119] A 3hAl, 515k
15, 17 == 189 #7] 54 3= 2 348H4 139] opl 2 A H o] AU sAE W oz AxT 5 vt

e, 9714 A A

. 1-A-CO-R'e] A= 0.2 Fol 4 e B
ol-tﬂ O]E n:‘— gl_i 71]5 o

A
?%; Hhol Z-3)slol A 7td F471E 899 &
71N 7 A, atE A A E B B dRuavaaeus) e o] 8184 15(R°RON-CH,-C=C-M)9] 2-
Z2odolyl §4 g gE W vk oz kA o2 §7] 3454 A0 o8 5 5 A E= A= 4
g2 7B} 584 17(HC=C-M) E& 818H4] 18(R3-C=C-M)<] ohAld gl =9}o] A3k wh-&-& 3}8H2] 182 A28
BE T RS AN Fol, ek 119) 42128 A,

2% 388 7|FoE 3 2- 223 Joll(RORON-CH,-C=C-CH)<& 2-Z23d H&ujol= 4 3
% bl

'i“—l 13Q ofvl o 2 HE, 2 A1 = /obl whol of&) i A [FE: Tetrahedron 1992, 48/30: 6231-6244]¢]
48 e A-RE Wgol A FHAZA ARH FE ol =g B 41 A= g3 oy WA §4F k.
(54 1]

_12_



53553 10-05631964

THF 5ol A

gt 13+ CH RORENL + CHyg
-78°C
SréN me, R X RORENH
RORENLI *
2 + Br/\\\ - UBr p!! g N y
E =g ot
= oro| &=
(THF = HE&slo|=z2F ) ZAHO|E gxa)
RS
Te N
R H

(H,

81514 2, 4, 16,8, 9 2 129] A5 2 o] |3 AT FEA S 5314 3, 6 i 119] $al Al okrhe] e AL
0 7] gl tha REYQ LA i Sl A AR 55 AFF AL FTH wF g, ol 2
PO =, €]l ok o, Nl ), HEE e, e Eelopal = s

AEApo] ol A\, FEohu] =, S EY S, opAE, e Eis 2 [o: HEhE, o el 22l @ oo - 9 o]
=

(C;-CpLA o ~H 2, o, Z2RL, O]*Ji—t‘r% R Z4F FES ] geppa(el Al EFd B AR, &
Azt el i(d: tEFR2ret £ S22 E); dgd 2 ol59 EFE, T 7] &) E3o] B35S A8
2~ o]rjr
TT— M
olgl gk Wkg-2 A7) F3HA o] At A Falsk= Aol frElsttt. olol Aje AL, olE W, &2 a5 £ 47
g BEud FAEE, Bk, ok, SEH0lE E 7] 471, o E B9, ETdolrl(d; ERoE- i ETE o}
W), 49 GEEF BT X2YF FAEE 9 R0 Yo)E XEE AR E v XA E 25 tud g Aot
ady, A FEAVFENE AlxE 9, dE 59, 44 55, 448 EvS B YR A dEE EE Xs
Y A9 U= A AFE X v g So], A4 FEES 4] AuE 7] S3A9 JHOMW 9 ol 59| 47

T4 B 474 EaS A9 FHE G o] Fulj(of: 35 oW, 45 FEF EE XA E 9, B A e A= 2-
g AT o] FEke- o EﬂEH Bz o}oﬂ il ol *Uﬁﬂ% z78 A golstA LA stst 5= EM FEo] *lzﬂﬂ

i

Aoz zd g}@a A, w24 T w2 ol . olel e pg A o
2 54 EE A9l A, Tet BYHo R grIgkstl A dudow

dolm, ntgA st A= 20 WAl 130°Col™, o 2] & 7 -0 ¥hg A

)
rlo
—
T 0]
oo
)
'z
olo
=)
i
o
o)

8814 4, 5,7, 10 iz 169 SFES 20 S04 2d 15R % RO=H) Ei= 25 (R° Eiz RO=H) o}n|= 2F 07
A= A dAsste] 27 = 37 oS Sshs A ARk Ao A skl A (C-Co)-&7h, (C4-Co)-AF
O] FR AT, (C4~Cy)-Ato] 2R A AU = Ar—(C-Cy)-47e] $4 fri2 iﬂ (°Ltﬂ 315 T ﬂ]i)(lﬂ% Eﬂdﬂi-‘%ﬁ
A Q) T shbsk AP o mA FHATE S ﬁ}%% % o}
W, 254 9 ol9] FEAE AFEte] SAATIA R, Bl dEhlo]

Al

)

Ahnehulo] = Sol 4 £ Sl ol M. 249) BabA
Cogu, B B, G2, oE S, tlod o H =, TS m Eﬂza}aomifa P H}%‘J—lé}ﬂl% Sx
ol EhE: B L 0|9} 4] Sulske] ERE Fol A 20C A wg EFBE) W Hl A A5 Aol frelar)

81814 4,5, 7, 10 = 169] ZARE AF HZS Abg-ahel A2 3ba ox 51§55 4L Hobglom 487 E sl
ool F% W& AL S} ST Utk v sl 27 Bebol E(R7Ha, 58] fevhol= Rl B Y A
4

Ao E(R7,S0,)9] Fehe] sha14 199] Aoko 2 kA ozM B84 4, 5, 7, 10 E= 169] AR 0z 0e) 45
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AR SIEHE 43 FUFYE ARIHE AL H(C,-CYAA AHZ, AT o2, U T B2 dalh
EE RS BW oAE) B B8 Sl wE B EE o] E gvlo) EFBFN E 4T v P S
(A% S0 T D E G 2)E A7heA 20C WA B g o) 4] ¥l RelA] ks Aol f2lau, ol we
o] gz WAL % & Alzke] Basth o2, BYHOR A Fejel 45 Aol YAk o) el o] Ee
gol& 7 gole WA waste] Dol e A& oz W F vt

*L}*é CHE Ah&sto] &ek obAlddl 150l A 81842 129 318E-8 ol =g stal 7] 9g v 3] 3-A & SEvke [
Z: Weygand/Hilgetag: Organisch-chemische Experimentierkunst, (Experiments in organic chemlstry) 4th
edition, 1970, pages 990-993]2 ¥ & ¥ o2 1 d R o 2 A o] FEUAH I =(FEATAA, B sHAl= vt
Eeduls| =2 LA FejE AFEH) Y] EAlstl A 7)ok AF o] FHuf A JEkstel] R Yo}l 1+, BEE vl &2 51|
= 3}82 139 25 ofil & AFE-ste] e 4= itk e, Ab-Ful el g o] nigkA Gk, of 714 58k 184 oprl-
o5 4, d& &9, 5}°1tiaiﬂ‘r°lt = olAEH o EY FHE vhgEn FulA o] 55 o, d& &9, ofAdD,
A (11D BEt 53], 72l Exgol =& 7tk Zlo] FF AFstr[3HE: J. Med. Chem. 1990, 33: 3182-3189]. & ¥4
o= A &F °-(C,-CpeA ol Eﬂé = a4 sl Abol 28 o EH 2, 53] t&AkS vk v 24 ARE-g) g

o S dRbH o R 20T WA v Eg= ] WA, Bk sl 30 A 70T oI, o vhg A3k 5= A 3F o] &}

A CH DA 7] 55 whgol A LB ax AHH = 31814 149 3-9 A8} Bie- B US4 AL gy

, 53] 59 #1555 D-A 23 30742 2 D-A 24 029082 -8 FA| o} QAL Ei= 9 A3
Zziskol A, s}eba) 2 9 8 Wi 90] i Wi Y g4k 2 884 Hal-A-CO-R*

E(o]= A 5ol wpal 3k o] 59 /g FE) = Alo] 2 ofAlE = Ao JHE &

0

Ageh oz e golshl AT 5 ek v o], R12 9140 54 948 231 R' 9170 81514 (XIa)9] S22 2}
U2E 2 S 149 SRS T8 9109 9 el Zo] GolahA AAR & Qi olF 1E, o E SW, A9 o)
AAR & Qe WA 15 EE ARRAG o) AAY 5 Qi vE- E-, TRa- wi REAY g2 Fee)
oJg TF 1-S 20 -3,7-USAANE S LG EOHE AR E F3) SolshA 58 4+ ArHWO 87/00523
A )R i 3]

7hd o] 471 stell ARk ahek 15, 17 1= 189 #7] w5 3t T oA, 2l R ERvt s (e us) +
TA7E 5 9 zzto] golsly] wlitel uskA g 91X & A shar gk whEbA, A7) AFF 3484 R°RON-CH,-

C=CH9 2-Z 23y do}ql, 4 &2 %}f)ro] B35 ¥ g}sh2] RA-C=CHY oA &, vzl = e d EgWddas &
FHe &) 5559 s, 2 T4 HEGSt| = 2F Fol A -50T ulA] -80T 9] A3l (C-CHLZ e F 3%
&, ute A sl = e 2§58 AREete] S ste I, e A -ulA o H 2, A2 Ho ' o H 2 Foll A v F st (C-
Cp&Avtvld detol=, o & 59, vWE- & ddrtadlg S2ee|s B Hanto| =& ALE-ste] F43tato] 3}
g2 15 = 189 g3t ES gy os 5T o, o] FIHA Eelglo] ket 149 7k setE o w3 Al 7]
o} 5}ek2] 179] AlFo = A, Fg &t oﬂgﬁﬂﬂ olql 25 el AHE 2 F oIHNEYEES 4&0}; A o] 7}skal w3t
frelsty, stetFE A G o)k & F AEUD S 2| =5 HUbshe 3ol 47| wgAS S7HAI717] Y8l A E
(= Tetrahedron Letters 1984, 23/38: 4233-4236]. 119 I3A F7] +54 i}%‘%% Zhrat el ©F Abs) Bk-g-oll

- W7sty] wiol, o] 9] et 23S HlElA = s A A3] wl Al A A FFaL Aol mElAE BE vk g E
A}%‘HOk gt 471d 3 whgoll B3Rl &l e BAA 7 F = %71 =54 s3hE Q Al ol T3t A gt Aot} &

2 get AL st o] e JH E A4 AAE 2= o E, dE 59 o', g2z 2 to|Ax e i vy o
H 2, 1,2-tdEA| ol g, | Eg}elo] =2 3F &, oS3t HEgGsto| =29 Fa 9 ojyF 9 AE = WEks o
Fa(d: A F el Z, Alo] S 24 AAl, EFd, A, to el 2 g Egsto|=2uekg)o| v}, 35 o} Fl(4:
o dolnl) = A= A (el tWExEolu| =, T dolA| Eoln| = N-vE 3y &=, A E L~
g Egolu|= 4 v g dZAjol=) W o] o] TFES AMEET =

AN

o

O
_1> rlr
>0

7195 W vlA 2, 9% W7k glol ~40°C WA 100T, WA SHAlE —20C WA + 70T, Ei= A 2ol A e,
ofml 549 7] F5A HFTE BAHNOR tha FFO R AT WS AFS 5 Fol A 5 A7k oleh AT
B FRU|EL B, AHURE £, Bl HE G4 B opMEAS ALgehe] Bal A7) Hlo] iy
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et 120] F0A S8 & 5a] A U el APl S(18)9)e] Wge] 23] 38 14e] ]
SPEEYE FE T A 2717 nEE 90 & N-E DA B L F4E 28 B owge] nai 55
19] B9 LTS 2ADR A7 FAL GG, 200 WA WRge) B 5 A7k olvo] ARA oz Sa

- 2o)d o) Bl Eel EAletol Aol e el ols) FaE 5 9l

& = 3hehA 19] shebe S hebd 3 B 1130l wheh gk 8ot 2,6, 8, 9, 19, 13 BY/%= 1499 A
Hom A FEd W S 129 S Se =R SwshAY, Be 34 C R DellA, 894 15, 17 & 18
o 7] S sk e S o) 8@ 2wyl b d SIEAHRRE e Al Fo] 77 wA of LAsfel A uie) =
= detomm QA A M e T FHE A2 5 drk 2y, o2
% A el ol AHHow Rel¥ = o] vk stk iAol g Al o e v e di =
Ao golgh Fel A Bl ke A A7) wiiel, o5 E@EE, o5 5, v A4S B ARrkE 1 v 6o
] o2, o dE v Jej( gz = EWDﬂOlE e Fbe 2AE
%ﬁi 6}71 wﬁ% l A 2 A HZo 2 iAol A S A G ol epopsl 8 A} 7hgstal A= vhE
B8 ASEE Behl e 418 A}&ﬂ wj ol vk vk she.

24 o
o
oX,
N
ax
ofl
=
N
-

soba 129] 0L E B o] 2t 5ot 19 S3ES et glo] H8% FAL Wk ohjeh 1 A=A
w53 4e 0] @ ok SR, 914 19 A A TR 429 ofelohd EakE 1)

3314 19] SERE ol5e] F8% A SH 0w A, oA, 55 5 PZ 5 ofrlH M AwA Foll, o S 5,
W 09l S8 HAHTIAY T A Aol B R WA (sl ) T Rel £ Fee] Aol {4 o
P Rgew g Heh 2 AuE A, (A B4 2 A5 E, W o] FEs FEu Jololx ] dna o) &
L% 59, vl YA Sd) o) A7 AE £ B0 AR B AA T okAlel N 84 4RO A

AFBS71el ARSI AL B9 A4 10 HTEL AN, AR E AL G FeAo A,

U%ol, & U2 o AA HIAAG ol Aol AFEE 2 EE F39 Am W ([F%: Schweiz. Med.
Wochenschr 1994, 124/45 2005-2012], & 54, 3184 42 A8 S 7] $13 1214 o), SIS A 7} L}
Ebt Fo] 2o A AsHelr] 9%k 34 A m F HEFA o] Fo] &S AT 7] 918 23 dlHel 9loj A ],
2 Ao 2= 91“114 S50 #egk Folar, T o SR, 53 HAT H AT FoAE 9%, =3 A 5ol meA =
A e A0 FoAE 918, AT 245 FEje] Gl oA &= #gh Bl

AT 2 S oA, o S, A, A, A, AN, DB, ASA, A, A, 2, 2 %
Ao WES AN E AF, A4, B BAS WEANIE A3, ol 2E, Hokal, L 53] BF B A% F9F 79
3§ Q) FAHE SAolo, olo) Azl YA, BeAA, AGA, H%A, BA, BebA E G, B, A
= hg Al o REAVL BHH O AU $F ASH I AE F Qi REA o Bek |4, o] et

B, ez WUE 2 o6 g, g3, A, A8, vlele, AER= 2 oo GuA, B4 % 424 09, Eeldd
W 2eEw gole: @i g, 4 A%, 4%, FUAE L /8 B 22E L) ol

oFA| e A B2 v A A= T Fol JH= xﬂiﬂﬂ Fos =, 4 a9 e g4 A4 5—9&*1 =

19] g}3t=5 shfrstet. A &9 Fof JH, odE 59, A, A D AARJ] Aol =, 7] 54 &%) 1000mg ©]
3t vk Sk Al= 100 WA 600mgd = Jow iE Fejo] FAL 8419 49+, 300mg ©| 3}, vz s} A = 20 WA
200mg¥ 4= ok

4Rl B A=t Bad 1Y Fol @ Abgrol] QlojA o] Falf 348h2] 19 515w &4 % XW 4 d3o 5%
of wpetA, A FolAldl = &4 S 7]=ske] 100 WA 5000mg, ¥FE-2 8k A &= 300 W #] 3000mge] i gy &
Alell= 30 WHA] 3000mg, vFsHA8kAl= 50 A 2000mgeoltt. o] gt 1Y FAZFS T Fof 92 = v 1
o 22 Fo] g9 RA 13] F ™ At AY F o ® U §HS 5 A7 A0 2 523 Fogozn Toﬁ I St
el Ay F91A)9] 19 Fol=ke 100 WA 5000meg, H}%W*s}ﬂl% 500 WA 2000mge]™, o]+ 0.1 WA 3mg/A|
% kg/h, vk e A= 0.3 qm Img/kg/he] 9 &rol A& gtrh. ey, S48 3ol = o] Bk BAY A2 1Y
Folggo] B Fof ol aeld 5 2l
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Fall shek 19 shehee B3 Ve 493 24 24, 53] 54 Hsd o] e WS A=A =S A= As
TAskE 24 =4, dE 59, A &aA, 2 ZJ_GW] EAA(°4 7174 obv il A A, AdFe] QAo =, A ] vt
P FAA A A, PAR(E 23 @43} A}, 254k B e A, Aba A
g AARA, FEE Aol EAl, F-F AA 24 =2, FAA, 4 S A, AlmEd 1A 2EA, O}Eﬂlzﬁ

2 = A GE B A R ol g HE %‘f“ﬁ}ﬂ]% A FoAd = A s ofAl g e Al sk 9l
ojA ol 53} oA AP = At
F 1ol 22 Sol A aokd ek 19 gtehe o] §A2 HiE A Al A& S8 2Als et % 2+ 3

1-(8-tj el dopr] m=5-3f o] EFA|-5-m D -6-5E| d)-3-wd-7T-Z 2 A 11 E sfo| = I meto| =
THDHF o] &

D1) 1-(5-8}o] E5A]-5-md-6-3 ¥ d)-3-rd-7T-Z2d 41 d

o2k 750mlE o] 3-ME-1-(5-%43)-7-2 24 218 153.2¢(0.5mol) 9] & 4L, &S A A7) 3L A 2o A AL

WEAI7 A H S 500ml 39 o "l tlobrl 524 9] 2§ opAl g el = 75.58(0.82moe] AEFle] A 7haluh. o)
M7} ool FWE Gf WAH W3S, WAAI T T0TAA 647 U /HAFOEH AN o]oi A, e

22 b f7) §01E Fre @ 4ol ZRAA AR, 74 J2 FRREFOR AN FH5x, 8L
PAEFO R A2 The, AUl FFAN) 2 S BEARA B22EE T4 A7V 2L o) o34
dowd AAgl, Ak ow st w A A Aol Wk AE il =2 AR £ 6l @

dd A ES 150.4g(01EA¢ 91%) +5

% =
Exliey

1 136.8g(e] &3]9] 81%); &4: 98T

&
_lﬂ

C,7Hy,N,0,(MW=332.41g/mol)

B

A AR C 61.42% H 7.28% N 16.86%

rﬁ

A Zx]:C61.48% H 7.37% N 16.68%
D2) 1-(8-t]d|doln] x=-5-3}0]| EZ2A| -5-H & -6-LE]d)-3-1| & -7-Z 2 I F ALE]
A D)o 2 5B Z7H4] 83 16.6g(50mmol), I+t E Zok g3 = 1.8g(60mmol), Tlol ol 7.3¢(0.1mol) L o}
AN F2gol= 0.8g2 ¥ Ak 250ml Foll A 3H7F3kol] 5AF ot WHkAI 1T}, o] o] Guf & 7Hetstol] SHAIA
A AL H A QAN FALS A2 FREFEE/MES(19:1) FTolA A7t A 7288 o) o 9 A]A A g}

TEE12.6g(1 24 9] 60%); B U CyyHysN;05(MW=417.56¢/mol)

F3) 1-(8-t el d ot m-5-8}0] =5 A -5-w| " -6-5 ] d)-3-wd -7T-Z 2D 4 dl sfo] =R F 2 elo] =

A P4 918, 9A D2)EF-H e 947] 12.6g(30mmoD S 1IN $34F 30mlell &A1 713 ZFetatell 711 S EA| 7] W, 34

I o A gt WA AXA71AL AL o jhEel FEA7IH, G S &4 thahw 9 7] AL of 3} 7FE s,
Holxxzzd o HE2E EEad w7hA] Bl A 71 v, A7 EA st ERF 2ol E7E AA S S YA A

7 =t
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T5% 11.5g(o] X9 84%); &3 132TC

CyoHysC,N505(MW=454.03g/mol)

B

A AR C 58.20% H 7.99% C1 7.81% N 15.43%

rﬁ

A2 C58.12% H 8.24% C1 7.84% N 15.37%

ol
ol

CHYFol&:
CD NN-tog-2-Z 27 g4+

n=-kzo] n-Fd g F2 1.6M & 100ml(0.16moD) s} Bl E}eto] =2 100mle] E§Ha-& wHbA|7]WA -78T =
WZEA 7] a1 o] oA Hel’lobwl 11.7g(0.16moD & A 7kakaL, &2 0= o] 23w Ao Edstl afar 147k

FoF WHHAIZ] TS, ThA] —20C 2 YA 71H, Bl Egtslo]| =2 F & 50mlF e 2-Z23d HZulo]= 9,04g(76mmol)

LAMG A73 ), o] M-S TIES A Lo A WAl AR A A F TS, 27 21Ake] 9k S a2 w3 S22
XFoR HAD FEoH, WALE S Bol Bl SHRAI

Sk 6.2g(0] 232 9] 73%); B A 117C(E3: 119C)

&

C,H ,N(MW=111.19g/mol)
C2) 1-(8-E] o o}v] se-5-5}o] = 2 A -5- v P -6- 5 E] d)-3 - -7~ T2 A =4

n-A2F T n-FEIF 1.6M € 32.4ml(52mmoD)E -60 WX] -65TC A H Eg o] =2 F 2 40mldl] &3)1=
CHo&RE e NN-to|gd-2-Z &5 do}ul 5 8g(52mmol)ell 30% ¢+ #7}stt}. o] 28-S -70°C o) A m{
WRIAIZ) TS Ao 7 72 A7), HlEgslo] =2 F & 60mlF ] 3-WE-1-(5-343A2)-7-Z 23 A 12,
(40mmol) 8] & M-& 207l A A A 7halH, o] Ftel vhg £3HE9] 257 35T & s Hth Aol A 447k &<t a
HEAIZL 2 ZF IN 94F 100mlE 7}etal, £3tE S 222 v g o 3] AGA R o =2H FE3, 5448 B E
Fow otz Ao] HASIA, e AN ES ER 2o 7 253 US S ERFOR AFA7] & 7t &
ATH QA4 ALE SEA 24 FREZS/MES(19:1) Tl A7t A 28-S S8 o] PA]A AA s}

S5 13.9g(0] 23] 2] 83%); T4 29 CyoHy N;0,(MW=417.56g/mol)

F3) 1-(8-to€olr] -5-3l o] =EA]-5-HE-6-%E| d)-3-HE-7-Z2 A 2} E slo| =2 F 2 o] =
A C2)ZH-E 9] ¥7] 13.9g(33.3mmol)< o] =2 F 2ol =g A3A 7= AL 34 Dol sl 7«9 vhe} o] 4=
YA Tk o g/ r]o] A 2 o H| 2 2R ] A A A3}l oj A B4 Ao ALE-S wiAl S = QTh

TEE 13.8g(0] 249 91%); 71 132T

CyyHg5C N0 5(MW=454.03g/mol)

e

A A AREA]L C 58.20% H 7.99% C1 7.81% N 15.43%

2520 C 58.02% H 8.26% C1 7.94% N 15.27%

o
o,

B F ol g

Bl) 1-222-5-3o] =5 A -5-m € -6-3 &
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ofgdjolnl 2E el gl F oA E e = 200g(2.17mol)S F5= T &4F 800mlol AEAI 7)o, AH3HA wdkA| 713 4
SollA WA ZIHA, 1-F2Z-5-82F2 269.2g(2.0moD)S A &3HA 27181, o] Fotel]l 2271 48T = At v
A BEES F7HY 95 WZF glo] 3AIRE Bt WA 7| HA FAA 7| AL, &S A YA Ve, o] EFES o Hetar
o] T &AL 7hetstel S FAA A A, A4 AL FREXE0R AAS FE81, FEES AU EFOR
AzA7IH, S5 dstel SEAZ o, FALS Bl SFA 7

FEF 190.2g(0] &3] 2] 59%); ¥]H (8mbar): 87-88T

CgH,3,CIOMMW=160.65g/mol)

B2) 1-(5-3lo] =FA|-5- & -6-F €] d)-3-HE-7-Z 2L F3}¢]

gugd ¥ Eolu= 150mlF 9 3-HY-7-T2H FAE 6.25g(30mmol), @4 Bl)e2HE o F22U71& 4.8¢g
(30mmol) 2 %*VL% 4, 15g(30mmol)4 S3ES 130T oA 3AIZE Tt WRHAIZ] v, o3} 71 &tar 7hekstel w5
AT LS S22 X5 FTAI713L, AA IN FABIYEF o2 AFH3 ts 52 M F e 4o , 3
UJEFOo= ﬁi’\] 7]“1, S S st SHAIZ G, B - A A U E2E Hbehd A A AAES o E oA
Ol ERRE A2 s}

T5%: 3.6g(c]EX2 36%); §3: 98T

C,7Hy,N,0,(MW=332.41g/mol)

A A AR C61.42% H 7.28% N 16.86%

AZ:C61.63% H7.41% N 16.87%
o]#] 3t =7+ 3tatEe AAd 1D1)e A ET e daE 2oty s = 2ty golvl S Alga= w3 ke 2
P4 ubs(AA e 1D2) 2 1F3)el o8] HF == A 2.

T4 AR ol
A1) 1-2 2 2 -8 o &o}v] 153k o] = %A -5 -6 58l

n-32 T n-FdelE 1.6M £ 12.37ml(19.8mmol)E -78Col|lA H Egtslo] =2 F g 50ml5 9] N, N-t]og-2-%
2y doll (A Al 1C1)) 2.0g(18mmoD 2] &Nl A3 A 7}Fgteh, ~78TCol A 1AIZF &, o] EFES A0 2 7} A
7]1aL, 1-2 225~ 2.42g(18mmol) & 7}gtt}, Ao A 1A1ZF Fet WAl 7] thg, 2N F4ke A8-3lo] pHE 72
%A 0}1 5% %9 TEAMUEF §93 gFEareto g BEAIY, 7] A4S vt adgo s AFAIN F, &)
£ Fhtstell AIAAI Y, 5% 4.38g(0] &4 9] 99%); 2. A A=

C,3H,, CINO(MW=245.83g/mol); 'H-NMR(DMSO-d;;, 200MHz): §=0.97(t, 6H, N(CH,CH,),); 1.33(s, 3H, CHy);
1.40-1.85(m, 6H, CHy); 2.45(q, 4H, N(CH,CH,),); 3.33(s, 2H, NCH,C=C); 3.63(t, 2H, CH,CD; 5.12(s, 1H, OH)

471 =AE F7Fe AAl glo] GA A2)ell A o] st wkgoll AF ARge = Sl

i&

A2) 1-B8-t el Holr] -5t == A -5-w & -6-5E ) -3-H & -7-Z 2 T 4}d

EMFZE 2.122(15.3mmoD)E 60T A tHE X Eoln| & 60mlE¢] 3-ME-7-Z2 - F A 2 0g(9.6mmol) <] |
7hahaL o] Z3E& 60Tl A 1A1ZF &F WHHAIZITE o]o] A @A AD) S 2 H-H 9| 1-F 2 & -8-t] o do}r| =-5-3}0]

EZA-5-ME-6-5% 3.07g(12.5mmol)& & 7}3}aL o] EEL%E 80T A 12.5417F ek kA 71t} o]ojA] AL o
2 YA, Z& 7FetH, 3u -2 WE olHER 33] FE3H. 7] S At avle o ® AXRA 5 3htst
FTEHEAN7 A AG A2 E Y9 (Y S22 e/ eke=19/1)3}o] A A g},
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T5: 2.29g(0] ZX]2] 57%); A 2.

CyoHy N0, (MW=417.56g/mol)

0%

7] 2AL AN 1D2) 2 1C2) oA Azd WA ED} EAstH A Ao 1F3)9} GA e dlo]l=mImalol=i AghA
t}.

N

AT 1a:

(+)-1-B-t] e Ho}H] = -5-3} | EF A -5-W|H -6 -SE] H)-3-HD-7-Z2 A I, gfo]| =2 IR o] =
AT 1b:

(-)-1-(8-t el do}r| ,e-5-3fo] =Z A -5-W L -6-FE| H)-3-H & -7T-ZZ A F4H gfo| =g F R e}o|=
SHHHEF o]§:

AAld 1ol 34 A, B, C == D % Foll &3l Alz=d ghMn] 1-(8-todoln| =-5-3}o| =FA| -5-H & -6-SE| )~
3-vg-7-x 2 -Qﬂ* 2] SlolE2E 2ol =E 0.1% U "ol S HA7FetAA £E54 n-ANAH/2-L 2 H-8(85+ 15) =
o 4 712 x] x| A &2 (CSP Chiralpak AD)< 2zt ZH1(250 X 4.6mm) Aol A 119t A 22 vlE 1) 3] (HPLC) 3t

o FE| o A o7 e P2 BshA 71t}

CyoHgsN-05(MW=417.56g/mol)

(+)-olFEl ™ B A7 11.61%; 334 % 100%

(5)-ddE ™ B& A7 14.46%; 334 =% 100%

AUE W 378 FA Col 93 A d 1F3)o| A} o] sto|ER2F2eo|l= 2 HIA| T

CyyHysCINSO5(MW=454.03g/mol)

(+)-olFE 2™ la: 8 82%; &4 86T
()l FE 2™ 1b: 8 70%; &4 89T
A Al 2

N,N-T] o &l -N- [4-8} o] £ 4] -4~ €] -8 ~(3-¥ €] -7~ = 23 5 4he) -1 -2)-2- S E| I | -N- Q235 R @ T}o] =(F
4G olg)

AA) e 1A2), 1C2) =¥ 1D2)o| A 9} #o] Al %% 1-(8-t]dHoln| =-5-3lo] EZA|-5-w & -6-L ] d)-3-1| & -7-
202 1g(2.4mmol)< T € o HE 30mldl] =gsta, ol g Léﬂrolt 425g(3.0mmol)& 7}3hH, E%L%% A
o 4 20417k ot wHkA] 71T}, o]oj A HlE @ @ thol= 212g(1.5mmol)S F7I= 718ty , E8ES ksl 2417k B¢t
WREAIZICE, A E AAGS S A7) A, ol olE| 2= Al g vhS A 7Y

TS5 813mg(o]E4]¢] 60%); 84 160T

Cy3HagIN-O,(MW=559.51g/mol); A& 2= E=]: 432(100%, M™)

A 3
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1-(6-t] o) Fopv] -3~} o] = %A -3~ -4~ S A )-3-w P -7~ L2 D AT Fvpe] o] E

sH CHFol&

Cl) 1-(6-tjogdo}ln| =-3-3}o| == A -3-m| &l -4 -3 A J)-3-H| &) -7-Z £ F JALE]

NN-tog-2-Z 23 do}ql 4.32g(52mmol), n-FAF 9] 1.6M €N o2 n-F-d & 32.4ml(52mmol) 2 3-
E-1-(3-2423e)-7-Z 2 F A4 11.1g(40mmol) E H Egtslo] =2 Fgho| A w3 A 7] 12 A A] o 1C2)9} F-AL8}HA
A st=, O FEAEA gEL2YE g2 S22 228 AL

F5%: 13.2g(0]| 249 91%); 243 WA=

C,gHy7NsO5(MW=361.45¢/mol)

F2) 1-(6-T] o do}v] ie-3 -8k o] £ %A -3-u -4 -8 Al )-3-w & -7-Z 2 W A 4HE] Foheo] =

A7NE FuldolER AEA]7]7] 51, @A CHoRRE o U4 &4 13.2g(36.5mmol)& o 82 50mlel 44| 7]
31 ol €hE 100mIF o] FrhEAt 4.24g(36.5mmol o] EA$ §1E Fhath o] §e A% A0 FEHAA EE 3
3, WEAR g A4S A8 $l8) A A,

FE 14.1g(0] X9 81%); §74:170T

CyoHg NsO,(MW=477.53g/mol)

THDHF &

D1) 1-(3-3}o] =2 A -3-W & -4-FE]d)-3-v|D-7-Z 21 FA+E]

g2y B2 ZF 200mle] 8559 3-vE-1-(3-2425E)-7-Z2F I8 55.7g(0.2mol) ¢ &N& t]2Atw)
E 2o 7} 500mle] &5 Fo] ojdalt]olyl 222 Ao glF oA gl = 36.8g(0.4mol) @ 4= A FUID) SFEFo|=
98.6g(0.4mol)2] w ke FEFNo|| 457 &2 A 7}gtt}, o]o A, o] EFE-S 50T ol Al TAIZE &<t nREA] 7] a1, W@ ZhA] 7]
w WS vhelal 2N dAte g 2kt & SRR Y E 0" HAAS FEAL, FEES BZ AFH Y %“JLPE%EE
AZ=A7 Y, 710‘0}011 S 7|5l AL S SEA A 2R EE/MERS(50:1) FollA *‘EM A RS B8 oA
Aoz A, W &43 A a2 5 AAAsIA7] A E 35.0g(0] &4 9] 58%) 5 3+t

T5%: 18.0g(0]&A2] 30%); §4:149C

C,5HyoN, 0,(MW=304.36g/mol)

A A AR C 59.20% H 6.62% N 18.41%
25X C58.72% H 6.51% N 18.33%

ol g ﬂ BFeh= S Aol 1D2)9F FAFSHAl st 5 e
R il

sl= 2 trdolnl sloj =2 &R elo| =& AHg-at vhY
Bl L%‘}l A A d] 3F2)0l A 9} 7o) el o &A ke 9

Al
ofe HFE AE == AEA

1-(5-8fo] =5 A -5-m e -8-7] E2|H =-6-5E| d)-3-vE-7T-Z2 A 330 Frpefo]E(34 BE=D S F ©8)

T Y54 150mlZFe], 2Ald 1IDD o2 HH o = AAjd 1B2)o A 9 o] Alzzd FHA 313+ 1-(5-3fo] =5A] -
5-HE-6-AEd)-3-HE-7-Z 2D F ¥ 9.97g(30mmol), JHEELH 3| = 1.02g(34mmol), B Z2F 2.05¢
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(34mmol), ¥ =89 2.42g(34mmol) E 7)) FZ22Fo]= 0.6g2 45ClA] 1841 7F Bek wukAl ) t}&- sl 5=
A7, g EF 22w Ehe] F4A1 719, IN 94 70ml&E 2H2} 33] %8k, A 35S S EFS ARt adelA
o] B A st YAHES tFEzadeo g IEgA oz &3 FAYEF O XA 7] A 7Hskel S2A1 7 vy
3] A71(CyyHqsNOg MW=415.55g/moDE A AFA &2 QU = AP E2A F5313, o] & Al 3G2)%
AVaHAl Fuk 2k 3.5g(30mmol) S Ab-g-3ke] Fulalo] E R A SkAI 1T

FE5F 12.4g(01 A9 78%); &4 151T

CyHy N0, (MW=531.62g/mol)

B

A AR C 58.74% H 7.02% N 13.17%

(o,

A% C58.18% H 6.81% N 12.69%

FAPN

=

o 5

1-(9-tlell dotr) m-6-3to| =5 A -6-m @ -7-=td)-3-mE-7-L 2P J0 8 sto|=zF2eto] =(T Y D R F o] 8)
DD) 1-(6-3to] =5 A -6-v L -7-S ] d)-3-vd-7-Z 23 33

n-32F Fof n-F-"EF 1.6M &9 16.2ml(26mmoDE -60 WA 70T A A4 75kl B =23 wikS w4 7]

HA, g Egslo] =22 25mle] £3¥ o Ejd EgWe A g 2.55g(26mmol)oll 45% &<t A 7}sit} o] E3ES -
70T A 1AIZF Bk kA7 TS A0 7 7F2 A7) 4L, Bl Egslo] =2 F e 20mlF 9] 3-WE-1-(6-%43")-7-32

)
2 I 6.4g(20mmol)& 20i-7toll 2 A A7}t o]0 A, o] EFES A4 4A17F FF wREAIZT & 3 IN 4
AF50mlE 713, SRRX 50 R HAS FE5I UL 771 A4S I EFOR AXA F st SHA )AL,
A4 AL SEAZA SEZEXE/MES(10:1) FolA A7t 2 25 S 53 JPA Do ZH HA St o Eld ol A

Emgddstsd 4719dS 6.8g(c] 29| 81%) 53ttt C, Hy N, 0,Si(MW=418.62g/mol; §3: 91C) &2 Hs}s}
= 50mlF 9] 7] AAdE 4.19g(10mmoD) ] &HS, E31ZHF 58. 1mg(1mmol)& 3 7Fgh $-of 373}ol| 2

A 71T}, o]o] A, o] & ZHetslel HEA| 7|3, FREEEFAA FFA7|H EE A H st S ER A
170 b5, 8l & gdshell AlAS T 9 FALE A7) A A A T 3] A4S ET o] 5 A o H =
WHA A o 2R FZ3H)

o
=)
au’
il

A7) FUA SFFES B, SASAIANES A 1DD 9 FAHA B A A o)l 3DD)el A 9k o] Al FUID) S &2ete]=
of ofaf ¥ W o i opAl e ok ukgAfl o A2 F glon, o]k I W B A= &) 30
WA 50%= @A A BojA=ul, o]= d71ek & 54 W o] Ao, opAE Rl A7 F kol M AlE S} ihE
ato] FatE 2 A& Cy Ho NgOg(MW=666.84g/mol; §3: 129TC)S B st 4TS 583 53 1t 0
= gaetar, HAehs AR I e APE] LEv 3Ed B S48 Fteke Ao G H Y] wiEeltt

D2) 1-(9-Ygolr = ~-6-3lo| =F A -6-HE -7-=d)-3-HE-7-2 2 H F ¥
GA DDA Az2H A 3E 10.4g(30mmoD)S I EFd 2l t]o "o}l 2.49g(34mmol) S AF-&3Fo] A A o
7

4
S} FALSHAl RiY 8] AT F5E LAY = A es £ EREREE/MTEE(10:]) Tl A7t A Z2d S F

& oA A A
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FEZ8.3g(c]EA19 64%); .U A=

Cy3Hy7N505(MW=431.59g/mol)

WS ZHetell SFAIA AASAL, FAME gl 27| A Fa= Tl ol E

A A A AL
TET: 8.8g(0]EX9 98%); &3 °F 100TC(EFHA);
Cy3H4CIN-O4,(MW=468.05g/mol)

Al 6

i)

1-(6-T1 - Fo}v] i8-8 o] E% A -3-v] -4~ A d)-3-v D -7-Z 2 A 248 o] =m Izt =(F4 C U F o §)

<)

CD 1-(6-tHF-gdolr=-3-3}o| EFA| -3-H & -4-3NA|d)-3-w| & -7-Z2F F 4]

n-32F F9] 159 w59 ReEaE &M 5.73ml(10.77mmol)E -65C A HEgtste] =2 F 2 20mld] £3]% N,N-T
Fe-2-3zZ23dolyl 2.09ml(10.77mmol) & Yol A x 3] A7}git}, o] £3EE -60 WA -65ToA 1A]7F &<t uyk
A e oo 7 7FeAl 7] 2, HlEgsto]| =2 & 30mlEF Y 3-WE-1-(3-243")-7-Z2FH F 4 2.0g
(7.18mmol) 9] &2 7}3he}, oFzk vk Al Wk-&-S 304 Fo] $FA| 7Y} o] Z3ES IN F4HS AFE-3le] pH 5 WA
6o 7 A tEFREWey B8 FAANNY. f7] A4S B2 A FEa, SAntadg o R ARAN 5 1etEt] 5
FA0 U 2 A ES EEARZA S22/ E2(19:0.75)F A A3 A =rtE 1y she] A A 3o},
T5T: 2.37g(0]| EX9] 74%); §7: 73T

Cy HygN-0,(MW=445.61g/mol)

F2) 1-(6-tF-Eo}n =-3-3}0| E5A]-3-HE -4-FA| d)-3-He-7-Z 2D F e lo| =2 F 2 o] =

GA CDollA AZFE T4 597mg(1.34mmol)S 1IN 9GAF 1.34mlell 3141 7] 32, R F38}ol] H=A1719, to g of H|
29} A 29 Tt WRIA A 02X FE3F v, o s

F5%:591mg(o] 2219] 91%); §4: 179T

Cy,H,oCINO ,(MW=482.07g/mol)

i)

2 ~AE: 446.5(100%, M+ H); 428.5(32%)
A A 7

1-(6-N-118-N-rl g o}v] 1=-3-3 o = %A -3-r] -4~ A )-3-] D-7- 2B Fohel o] 2(F4 C L F o]
8

CD) 1-(6-N-H1-N-m| o} =-3-5fo] E 2 A -3-w -4~ A d)-3-w|d-7-Z 2 F el
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A A o) 6C1)ol A o o]
gl oA BARA 86%2] 4

Cy,uHy N0, (MW=437.55g/mol)

F2) 1-(6-N-#l & -N-H|&o}n] = -3-3}o| =2 A -3-H| & -4 - A| J)-3-H| &l -7-Z 2 I J Al Fulgo]E
A CHAA AxE FAHE 540mg(1.23mmol)E o EF&-o) &A1 7)1, of & Z9] Ful 24 146mg(1.23mmol) <] &
AL &NE 7hear, 3 % 50T A 301 Bt WA It} o] & a3 F&el sFA71H, vl e of el 29} gHA] wyk

AN o ZH FE3 v, o] 73,
5% 570mg(e] £ 9] 83%); §%: 104C

CogHgsN50,(MW=553.62g/mol)

N

& ~HA E ] 438.4(100%, M+ H); 420.4(87%)

il

Al 8

1-(4-3to| =5 A -4-wD-7-[4-w DI & ZtA = | -5-F B ) -3-HE-T-Z 2L A4 Frjgo] E
G CHFol&

Cl) 4-"E-1-(2-Z=3d)-7# 23]

=91 80% vxo 2-Z2yd HEulol= &l 11.1ml(0.10mol)S Lol WA 7|HA EF 100ml 59
[z | =Y | 22 2ml(0.20mol)&] &M 7}3tc}, 75kl 30% &, A E N-vE g g2 3o ] ZHRZulo]e &
A A AAGL EFNOR A HEH, JNES 15% L] FAJUEFY £3} Y3YEF &9 o7 717} 23]

T 5% 04 AT FFAN

gn:[opZmlm
J&[‘EE—{N
Qﬁ_gmgr&

F4.19g(0] &21¢] 30%); vl 5 100°C/47mbar(GC: 98.6%)

A

CgH, N, (MW=138.21g/mol)

i,

1ok ~ ¥ = 139.2(100%, M+ H); 138.2(22%); 101.1(24%); "H-NMR(DMSO- dg, 300MHz): 6=2.10-2.54(m, 8H,
CHy): 2.13(s, 3H, NCH,); 3.12(t, 1H, C=CH); 3.23(d, 2H, NCH,C=0)

C2) 1-(4-5}o] EF A ~4-0] D7 [4-v] D3] e b4 2] -5- €] ) -3-W Y -7- L 2} =13 Fofefo] =
1-(4-5}0] =% Al -4 -t & -7~ [4-0] D3 ] 2} 2 1= ] -5- ] D) -3 v -7~ Z 2 A =2 44El & A1 A] o] 6C1)o A 9} 320 3-
WE-1-(4-S W) -7-Z 2N e Y d-wE-1-(2-Z 2 d)- |2k 1S AFEo] 0 Ak BARA 820%°] &
2 A2k Fokabshe] o YA QA o TE)N A St 2ol 55%9) &2 AL,

&4 168TC

CygHagNgO,(MW=546.63g/mol), ¥17] CyyHa,NgO5(MW=430.56g/mol)

i,

F 2~ EQ: 431.4(100%, M+ H); 413.4(7%)

ol
o2
o
°
o
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DD) 1-(4-3to]| EFA -4 - e -5- A d)-3-H & -7- L2 A T3]

&71 BtekA 129] S BgtE e 3-ME-1-(4-Sadd)- 7—JEJJEL{}%3E$E1, Ao 3D A 9 o] Al
(ID) S zee]=ol ojaf 31+ 2§ o~ l%‘ﬁlEi" el ds}ell olsf 67%2) &= FAdskar AAl el 5Dl A 2 A8t
A 2 E3 e R Egmd A tate] vhg gl 580 A s} ko] ofel & 69%°] &= F T
C6HyoN,0,(MW=318.38g/mol); §-3: 108C

A A AR C 60.36% H 6.97% N 17.60%

rﬁ

254 C60.09% H 7.10% N 17.39%

871 BEE A 40l ZIeE wke 2kl N-vE v e 2hxl B vheta 5 obd| s =9k vk 8] vb-GAI 7, mERETEA]
= A7) deol & Ao w4 sheh=o] A

—

A e 9
1-(5-t)oldo}r) =-2-3lo] == A -2-W & -3-HE| J)-3-|d-7-Z £ D F A+l Fnlgo]E(FH CLF o] &)
1-(5-gogon| =-2-3}o] == A]-2-1]

g-3-
(2 _Q_J\_Li.ﬂ) 7_J_E.JJ_:/_/\],F/] ol N,N- D]Oﬂ‘:é 2_4%4%0}]]] o /R]-E- ]_o:]
ol abate] @ P4 A e TF2)el A sk o] 98%e 4& = ek,

HEID)-3-vE-7-Z 2L FAE S 2 Ao 6C1)ol A e} o] 3-wE-1-
QAN BA R 48%2 & E A FT)

§4:109C

Cy3HgsNsO,(MW=491.56g/mol), &7 C,gHyqN;04,(MW=375.48g/mol)

A ~AE-]: 376.2(30%, M+ H); 358.2(66%); 285.1(100%); 150.2(48%)

1-(7-vZ 2ol -4 -3l EFA -4 - -5-FE] J)-3-of| & -7-Z2 P J A | Futg o] E(FH C L F o))
CD 1-(7-"H=Z=Zotr] -4 -3slo]| =5 A -4 -w| & -5-F ¥ d)-3-o| &d-7-Z = d F 4

n-Aak F9o] 15% Fro F-egF &9 5.3ml(8.45mmoD)E -78Col A Bl Egtslo] =2 F & 6mlol] €88 NN-UZ&
Z-2-Z 23 do}nl 1.36ml(7.8mmol) & Nol]l A A3 2 7}skaL o] ZFES -78C oA 1AIZF FoF wukA7ith, Aoz
VA7), HEgeo| =2 F T 8miT ] 3-o¥-1-(4-4Ae)-7-22H 446 2. 0g(6.5mmol) 2] &S 713t}
Ao A TAIZE F, o] E3HES 4N 94kS AFE-31e] pH 6 qm 7& FA3H 5% s TEAIVER Sy e s
Hgko ® —‘%%*1711’% 7] e it adla o7 A xA7] AL Zdstste] A1 vy, £ A=A HE 22 e/ e
(19:D)FellA A A2rE e v]sko] A o),

TE5F0.71g(0] EX 9] 24%), L4 AR &=

Cy,HgNO5(MW=445.62g/mol)

F2) 1-(7-vZ2dobv] -4 -3t o] =5 A -4 - & -5-F ¥ d)-3- & -7-Z 2 F F 3 | v Frle o] &

FuFrtd o] EE 53517 9 & FA AAld TE2)o A oF o] 138Fe] Frf2ikS AME-3Le] 86%2] &= Fagh
ok 4 117C
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CoeH,  N5O5(MW=503.65g/mol)

Ak 2~ E: 446.2(100%, M+ H); 392.2(50%); 307.1(56%); 100.1(83%); 'H-NMR(DMSO-dg, 200MHz); §=0.79(t,
N((CH,),CH,),); 0.83(t, 3H, N7(CH,),~CH,); 1.23(t, 3H, N3CH,CH,); 1.33(s, 3H, CH,); 1.26-1.89(m, 10H,

CH,); 2.32(t, 4H, N(CH,CH,CH,),); 3.31(s, 2H, NCH,C=C); 3.88(t, 2H, N'-CH,); 4.03(q, 2H, N3-CH,); 4.20(t,

2H, N"-CH,); 5.12(s, 1H, OH); 6.61(s, 1H, C=CH-COOH); 8.10(s, 1H, N=CH)

AAAE 11

1-(8-tu o} -5-3}o] =FZ A -5-HE -6-KE]d)-3-NE-7-Z 2 2} el Fulo]E(FH CLF o]&)

o 6C1)ol A 2F o] 3-cle-1-

dA]
wARA 57%9] TE&R AT

1-(8-E] M| & o}v] 1o 5-3h0] = B A1 -5-0] B-6- S E] D)-3- F-T- T2 BTG A
QA%
2 s9ah.

G-Fad)-7-Z2 A I35 B NN-t g -2-Z 23] dolvl g AR-sle] @ A%
Fulg ol EE $253517] 913 A HAS Ao TE2)A A 9} o] 51%2] &
|4 117C
CysHyNsO,(MW=519.60g/mol), & 7] Cy;H35N;04,(MW=403.54g/mol)
A 2~ EH: 404.2(100%, M+ H); 386.2(44%); 321.2(49%)
A e 12
3-ld-1-(3-sle| =5 A -3-HE-6-9 E T -4 - A d)-T-Z2 G F4HE Futglo] E(FH C B F o]8)

-l d-1-(3-8to] EFA-3-HH-6-T Z 2 Y =—-4-FAAN H)-7T-Z 2 A4 & A A4 6C1)°ﬂ’\19} ol 3-o"-1-
(3- AHE)-7T-Z2AFAE B N-Q2-Z 2352 d& Abgste] e BEdRA 50%°] &2 Alxgv. Frt
ol EE F53517] e ¢ A2 AAd TF2)0l A ¢ 2Fo] 90%°] &= F3 gttt
§%4:133TC
CyHy-N-0-(MW=517.59g/mol), 471 C,,Hy N-04(MW=401.52g/mol)

Ak 29 E T 402.2(100%, M+ H): 116.9(65%)

A Ae] 13

3,7-T1 X2 -1 ~(5-8h o] E5 A -5 -] -8 [ 4- o] &3] 72} 4 1] -6 - S B ) A AVEL Fwhell o] 2(F4 C % F o] 8)

3,701 228 -1-(5- 30| £ %A -5 -8~ [4-v| &3] A2} 4 12 | -6-S €] ) AR S A o] 6C1)el M o} o] 3,7-¢)
223 1-(5-%4e ) A 2 AN 6] §CD e 2 RE 9| 4w E-1-(2-Z 23] 9) 2 & A}&o}oq o gAw
A 7T1%0] SE = Az Frio| 28 F5e7] 918 o G4 A ¢ TRl A9k o] 95%9] &= ST

S75: 98T
CyoH, 4, NgO,(MW=588.71g/mol), 2171 CysH, NgO5(MW=472.64g/mol)

A ~AE-: 473.2(98%, M+ H); 335.1(95%); 138.9(100%); 85.1(67%)
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3-8 -1-(5-3k0] E5 A -5-0] D-8-31 5 2] t) re-6- S B d)-7-E 2L So|ERF ool E(3Y C L F o] §)

Cl) 3-Fd-1-(5-3to| =5A]-5-mE-8-9] A 2|1 = -6-FE| d)-T-Z 2L =4}l

O

A7) FES AA 4 6C1)°ﬂ/‘19} o] 3-3g-1-(5-&43A)-7-Z 2P J e U N-(2-Z 23 d)y]# ] d& AL&3}
o] QAA BARA] 569%9] &2 AZ3T)

CyHy N5O5(MW=471.65g/mol)

F2) 3-Fd-1-(5-3to| =5 A -5-H e -8-9 H & U] .o -6 -FE] d)-7T-Z 2 F IR Slo| =2 F 2 dfo|=

e

o

tar,

ol
o

A CL)oll A A% AL 70mg(1mmol)a werg o &A1 7]22, IN GAF ImlE 7}
Al ]“‘1,0}‘1154“5:} ] HA ) o 2 4 =53 U5, o 73t

TS5 450mg (o] &4 2] 84%); &4 177T

Iz oln| m-3-3to] EFA-3-H B -4-F A d)-7-Z 2 A IR (A C °]-§)

A D) -7- 2 2 A4 2 A4 o] 6C1)ol A o} o] 3-3e-

-3-3to] = E A -3-m " -4~
2-Z R dolvl g AFE-sle] 28% 9] &= A xg

Fopr =
-(3-5259)-7- zi«éﬂ&% A NN-HZ=2-

A7k 2~ 60.2(100%, M+ H); 442.2(15%)

A4 16

3-FE-1-(5-3lo| =5 A -5-HE-8-RE2E r-6-FH)-7T-Z2 A I sfo| =R IR eto] =(Fg C % F o]-8)
3-FE"-1-(5-3| EEFA -5-HE-8-R2F 2| = -6-FE| H)-7T-Z2 LI & A Ao 6C1)ol A ¢} o] 3-F-d-1-

1- =
(5-%2:3) % > 7-T2W A Y N-Q-Z 29 DR 2FA S AL3te] 0U4 BARN 76%9] FE2 AR Fol
Aol ES £EF] A% A A Ao 1472 M 9} 2ol 86%2] FEE S,

Cy5H,,CINSO,(MW=510.08g/mol), 7] CosHygN-O,(MW=473.63g/mol)

A=k =2 ER: 474.3(100%, M+ H); 456.4(83%)
Al 17

7-(8-t) el obr] re-5-aho] EFA-5-v P -6- S d)-3-u D - 1-Z 2B AN sfo] =R FRelo|=
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TH CHUFol%

7-(8-togo}r] i -5-3}0| EFZA| -5-H e -6-=E]d)-3-HE - 1-Z 2 A FLHE S A A] o 6C1)°ﬂ/‘19}”°] 3-vg-7-
(5-ga2)-1-2ZA F3 A48 2D N, N-T la 2-Z 2l doll & ALE-5lo] A B B A 35%2] &= A Z3,
sfol2EZ2eto|EE F53817] 93 o FAd2 AAld 14F2)dd A 9F 7E0] 64%2] &= F-3 st}

4 127C

CyoHysCIN-O5(MW=454.01g/mol), @71 CyyH,-N-0,(MW=417.55g/mol)

Aek ~AEZ: 418.3(100%, M+ H); 400.3(35%)

T4 BYF o] &:

Bl) 7-(5-3lo] =5 A -5-wE-6-F ] d)-3-w&d A&

o ez Eoln = 350mlEe] 3-m €l F4HE 33.2¢(0.2mol)& EHFAF 13.82(0.1mol) ] EA)3e] A A4 1B1)ZH-E]
o] 1-F2Z-5-3}0|EZA|-5-1|E€l-6-FEl 32, lg(O 2mol) @ &7 120 Col A 6A17F B9F WHkA 71T} A ¢ £32S
o #petar, 7retshel Ao A 7|, o ghgoll FA 7], v -l A Ho]l a2 g HEE 7tsle] g3l § vs, &
=S YA 7N A8 5 SR AA TD}

T5%F 38.8g(0] &A1 67%); §4:173C

C,,H,gN,0,(MW=290.33g/mol)

B

A AR C 57.92% H 6.25% N 19.30%

rﬁ

A Z=X]:C57.62% H 6.27% N 19.20%
B2) 7-(5-3lo] =5 A -5-wE-6-FE| d)-3-HE-1-Z2H F A&
@A Bl) o2 RE e F7H4 33E 19.5g(67mmol), BAF2E 9.3g(67mmol) ¥ T 23 B Zrjo]= 8 .24g(67mmol) <
@A BDOA 715 vk} o] tuE X F ol = 200mlol Al RESAIZIT 244 2= A ES S5 A2 4] oY ofAlHlo]
EZ Agste] AegbA Z2S B8 oAl A AAS th, A o] A S duj7hA] vl A o d olAH o] EE 73}
WA golAx a2y e 225 E 1A & 4H s}

T5F 15.1g(0]#&A¢] 68%); §8:97C

C,7Hy,N,0,(MW=332.41g/mol)

A AR C 61.42% H 7.28% N 16.86%

e
B
A

FU>’

15%]: C61.20% H 7.39% N 16.74%

A B1) 2 B2)o] A ES 3HeH4 129] speh= A vy 3] vhg A1 5= itk whebA], & B2) 2 FH o] 471&S vl
doprl ot spetE F A s| ok Ao 49 fFAFSHA] WEGA1 7] AL A A o]l TR3)ell M oF o] & G4 A & Al o] A
SRS 3 53

AN 18

1,7-H] 2=-(8-Ho go}r| . -5-3lo| =5 A -5-H D -6-5F d)-3-H| D A4 (A C o] &)
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S-S Ao 6C1L)A A9 o] 1,7-0] 2-(5-2 43 2)-3-w 8 F4HE 2 N N-to|e-2-Z 23] do}vl & ALg
AA AR A 30%9 &2 A3}

CyoHzoNGO,,(MW=584.82g/mol) "H-NMR(DMSO-d;, 300MHz): 6=0.93 2 0.94(2t, 12H, N(CH,CH,),); 1.20-1.62
2 1.71-1.85(m, 12H, CH,); 1.31(s, 6H, CH,); 2.32-2.48(m, 8H, N(CH,CH,),); 3.35(2s, 4H, NCH,C=C); 3.42(s,

3H, N®CH,); 3.80-3.90(m, 2H, N'CH,); 4.24(t, 2H, N'CH,); 5.10 & 5.11(2s, 2H, OH); 8.08(s, 1H, N=CH)

i1

Aldl 19

1-(7-0) 22 Bopv] -4 - o] =B A -4 -0 B-5- AL D)-3-v g 2218l

ol

g C ol

o

ILl

23 o & ALg5te]

fo o

7] gHES Al 6CDA gk o] 3-mE-1-(4-S2Md) A4 2 N N-t] 22 -2
A4 EARA 51% FE&E Axdh

=
CooHly NsO5(MW=389.51g/mol)

A ~AE= 390.2(100%, M+ H); 372.2(47%)

'H-NMR(DMSO-dg, 300MHz): 6=0.80(t, 6H, N(CH,),~CH,); 1.32-1.88(m, 8H, CHy); 1.32(s, 3H, C(OH)CH.,); 2.32
(m br., 4H, NCH,-C,H,); 3.33(s, 2H, NCH,-C=C); 3.45(s, 3H, N*-CH,): 3.90(t, 2H, N'-CH,): 5.12(s, 1H, OH);
8.04(s, 1H, N=CH); 13.53(s br., 1H, N7-H)

ol

4 B o]

B1) 7-o) A ¥ g -1-(5-3o] =% A -5 - -6~ €] ¥)-3- 2 241 e

7o SA Y -3-m " AR 484g(0 2mol)& A d 1IB)ZFE | 1-F22-5-3lo| =F A -5-d-6-3 &
32.13g(0.2moD) 3} WH-g A7) b, AA el 1B2)2t frAFeHAl $-4 2] gt}

TEE 52.3g(c] X9 75%); &7 106 T

C,7Hy4N,0,(MW=348.41g/mol)

A A A C 58.61% H 6.94% N 16.08%

A= C 58.41% H 7.08% N 15.97%
B2) 1-(5-3to] =5 A -5-d-6-F ] d)-3-w & e
A Bl) 2 2 K€ 9] %}ﬂ% 41.8g(0. 12mol)a IN 4ke} 9 24k 247 600mlol A 60°C 8ol 4413t & ¢F alikAl 71T}, o]
ojA EFES st FFHA712 IN FAJUEF §H 02 FeA 71, HAYES F2ZEES

ol

ol
S g EFOoR AR b, 7 71— 3}01] =7, AALS o] A0 2] SR EEES AL L o
v ste] AN T, o &h-&/A - ol Bl 222 E A A A 33t

£ FU
X -l}l'r

T5F 23.6g(0] =22 68%); §8:172C

C,,H;gN,05(MW=290.33g/mol)
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& HzEdopwld} st F s =9 A A o 49} AR ©h 3] RESAIA 2 A Al o] A 35

3-Ato] 223 27 - 1-(8-T) o] Po}r] ko550 ZH A -5-v] W -6-SE| d)-7-E 2B AN sfo] =2 F R e}o] (T4
CHF ol g)

3-AtolEF R T2 -1-(8-tdgoln] =-5-3}0o| =FA| -5-H| 8l -6-2E] d)-7-Z 2 A A& A Ao 6C1)ol| A&} o)
3—*}01%§zi«é 1-(5-& 23 2)-7-22F 34 @ N N-T]o| & -2-Z 2 ado}ul & AFg-alo] QUi B2 = A 89%
o] &R A Z3) slojlmrF 2ol EE F537] Y3 A A A 6F2)ol A 9} 1Fo] 93%2] & = S8 st}
§4:146C

Cy,HygCINSO,(MW=480.06g/mol), 7] Cy,Hy,N-O,(MW=443.60g/mol)

A&k ~HdEd: 443.3(100%, M+ H); 426.3(41%); 253.1(21%)
A6 21
1-(8-T) ol o} r] 1550 =8 A -6-SE| D)-3- W & -7- 2 23 T34 Glo| =R Z 2o =(F4 C % F o]4)

CD 1-(8-Hell ot m-5-8}o | E5A|-6-5E d)-3-m & -7-Z 2 %}

sy

n-AN2F 59 15% =2 FEgF £9 2.93ml(4.68mmol) & o} 25} =78 C ol A H Eglslo ] FZEH 4Amlol &3
N N-togd-2-Z 23 do}l] 676pl(4.9mmol) 2] nikE &Mof] MA3] 27138k}, o] 35S A7) 2ol A 1A Fot
WHIA 713 A2 07 7t A7l 3 HEgteto]l =2 F e 5mlF e 3-wE-1-(5-S4AE)-7-Z 21 3 4el 1.05¢
(3.6mmol) ] & H-E& XA 3&] 7hgttt. 1.5A13F F-of] Wh-g-& HAAZITh AN AAbS ARE-3te] F38hAl7]aL, HE g sto| =2
Fs HFstol] 2E GG A7] AL, LS S22 e A7, 98 23 TRV ER &4 o2 AAHsta, 3
Aty F o2 AZXA7) L AZAE o F5te] A A U, EE g5kl Al A 2 A ES ol 5o RAM U
22 e/veg/¥3} ool £4(19:1:0.05) EFHES AFEdle] AH aznEad v sho = A3

T 1.1g(e]&4]9] 76%), A 2.
CyHysN-05(MW=403.52g/mol)

F2) 1-(8-t] ol Wobu] i=-5-3t0] = %A -6-S €] D)-3-w| & -7-T 2 B 41el Slo] =2 FReto]=
A CHAA Az A4 430mg(1.07mmoD < 1IN $34F 1.07mlel &-3) ]7]1, R Fstel sHAZ 5, A
%‘Q’g—— 39 Zo} ’7&]—}\]7]1*4_ HAEere /\Eal;ﬂé]__]_ t]o gl o g = =
AEA ), o Bl 28 2 EHY A7) 3 BALE ThA] gkt A

10 AR
Ao Tl Azlala o2 54 FUIlA A% A 0w AAG the TA TN AA DT QYL 9 3]

gt

Huﬁar\ﬂrﬁ
_ﬂ_

N mlm

=

F
F

5 460mg (0] 221 ¢] 98%); §5: 65T

Cy,Hay, CINS0,(MW=439.99g/mol)
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A=k ~HE: 404.3(100%, M+ H)
Ao 22
1-(8-0pv] 2=-5-3t0] =5 A -5-md -6-SE| d)-3-vd-7-Z 2 3 sfo|maFaeto] =(3y C = F o]8)
CONN'-H2-(Egvddd)-2-Z 23 do}vl

Alabw E o)A 23t 32ml(154mmol)S Sl Bl 2 95ml & n-3 2k F2] 15% =2 F-E2lF £ 95ml(152mmol) <] nlxkE
g o ofZ 323lo| 78T oA A A3 A7ttt o] EES Ao g e 147 5o kA7 Tt —20TC & W24
71aL, Bl Fo) 2-Z 2 yY HZulo]=9] 80% F % & 8.24ml(73mmol)S A A 3] 713k}, o] EM A7F %, Wzt

S5 AU EFES A4 5AIZE 5o wHkA T WS E3HE S Aol ATE 7.36g, AT Ao UHER 5.81g
e % 200ml= T4 Q14 ¢hsof 200mlol] AE52A o2 7hetth, A dwS & A7), & wEeka, 171 A
E2 AHE, B EROR AXATY, AX2AE AHAAA A AL, SulE 3]d 74 AAS v, AL
AFslel 23] £ FHAIh

T5%9.26g(0] X9 63%); vl H: 50C/4mbar

CgHy, NSi,(MW=199.45g/mol)

'H-NMR(DMSO-dg, 250MHz): 6=0.11(s, 18H, ([Si(CH,),1,); 3.00(t, 1H, C=CH); 3.50(d, 2H, NCH,C=C)
C2) 1-(8-0}7 -5} o] =% A -5- 1] & -6~ B ) -3~ & -7 L 2 A = 2w

n-F 52 15% 5= F-eHulE & 29ml(46.5mmol) & oF 2 23}ol| ~40T oA Bl Eg}slo] =2 F 2 50mll &3¢
A CHOZFE Y NN-HA(EgWEAH)-2-Z 2y dolwl 9.26g(46.5mmol) 2] wHkE fdo 23] 47}3kt]}, o]
S3HES AR SR TFRAIT U A —40C R WZHA 7], Bl Egsto| B2 F & 40mle 9] 3-WE-1-(5-543E)-7-
Z2EF4MY 14.25g(46.5mmol) 9] &M1& A A 3] 7hent B2 &5 7AW 5 EES A2l A 6417 FeF wykA Xl
o} o]o] A, BEE E3HES 0CoA 3} sty & A 7tstal 4 & e 22 F&38aL, 77 43S FAHER
o2 AN AZAE AAHete] AAT g, &l E et AASY 2 A ES o5 TFEEA WA 2
2 e/ ere/x 8} ol §M(19:1.5:2.5)& AFE-3 TS (9/1/2.5)F AH&3te] A4 A =rfE 18 v g,

452k 9.79g(0] 24 9] 58%); B4 0.

C,gHyN-0,(MW=361.45g/mol)

A7) SRt ES ek 2-Z 2adolilgte] A F AR Hbg- o2 5 § itk S n-dA F9 15% w29 FEHEE &
5.3ml(8.49mmol) & o} ZZ3}ol -78CollA] Bl Egtslo] =2 F & 20mlol] 3l 2-Z 23 dol7l 630ul(9. 1mmol)¢] ul
HhEl g Hel X A|3] A 7ghe}, o] EFES 7] XA 1AIZE §QF WREA 7] a1, A2 0 2 7FAIT] v, B Egtstol =

PR
2F A 5mlFo 3-e-1-(5-243E)-7-Z2F FAE 2.0g(6.53mmol)e] &NE o] HH @ A7y] dealo] 4 A
3] 7}ate), 3AIZE o] WSS TAAIATE o] EFES 2N gat 2 5% w9 TEAUER SN0 T tEFR
ZHgto g FE31a, vl avlg o R AFXAZ & AxAE o gste] AAT v, & H%— Zketstell Al A s = A
AES o5 THEEAN YEFE22 e/ veL /3238 g E Yo} £91(19:1:0. oz)g AL-&-31o *d% AZvtE v gto 2
A A, o] 24 F5E AAE 1.4g2 oJ7ls $7& B8] ", o5& MR A A2 vtEa (o] 5 &
SE tEr 2/ ee/E3 dr ol §9=9 0.02)%Hc}.

\_,
I—*
\

T5F 1.01g(] &A19 43%); 44 oA

F3) 1-(8-o}r|=-5-3lo] =5 A -5-HE-6-5 | d)-3-HE-7T-Z2F I sfo| =R F R }o|=
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Al C2)oll A Az A 940mg(2.6mmoD)S 1IN GAF 2.6mloll &34 7] 3L, & 38tel 55 A7 5, Ae-S 7he}al,
e S 35 WA Y, A E A S F AIAA AA R o 0“5} EA(EFEA)S S0l vl wkgA
71aL, %ol =oll &3 A 7IH, g stoll A=A 7]aL, kS Aj=o] H7EeE Fol MREAIZITE 29 Fof, AEE 2E 7Y
A7 5, ZEShE B8 LAE A s A 2 3**HETE1 wE Ao

S5 WA 14 587mg (o] &% 9] 57%); 3 80T

A3 A] -2 A E 345mg(o] EA<] 33%)
C1gHogCIN-05(MW=397.91g/mol), @71 C,¢H,,N-0,(MW=361.45g/mol)
Aok ~AEY: 362.3(7%, M+ H); 344.2(59%); 209.0(100%)

A Ao 23

1-(8-teldotv] =-5-ato] =5 A -5-w D -6-%E] d)-3-H]

mm
\]
[ H
ftl
i)
Hu
(2
rm
o
ol
O
©
oo

Cl) N-elg-2-Z 23 do}vl

ol dolrl 33ml(0.5mol)& EWAI7] AL o} 2320 2 Fe] 4 d EetaAdA -78C3el §FAIZth 0CE 7F=A7 3, &
Foll Fo] 2-Z2yd HEnlo]=29] 80% &N 5.57ml(50mmol)S 45%-7to] A=) A A s] Hrhaiet 147 9] 7]14 A
ZutE a9 = vhgo] R HAS JERTE WES 7l & 35k odolul S AAE AMESle] HxA7) AL, TS
e 2o} Eo] EFE| FFAIZIH, T4 S dEHER 73] FEokaL, §et dHE S EZEoR AxATH, A
ZAE AN A AAG T, AN 3]d TR A FHFAT AEA 02 28 FHAIA 83% N-old-2-2=231d
oblF}t 17% EFA o] EFES 937mg(o] &X]9] 18%) F538t=0], o= ZA] F71= wS-Ht),

C-HoN(MW=83.15g/mol) 'TH-NMR(CDCl,, 250MHz): §=1.12(t, 3H, CH,CH,); 1.30(s br, NH); 2.20(t, 1H, C=CH);
2.74(q, 2H, CH,CH,); 3.42(d, 2H, NCH,C=C)

C2) 1-(8-ol€o}r =~-5-3lo| =H A -5-H & -6-FE] d)-3-HE-7-Z =D F

n-AA $9] 15% v=2 FEuF &9 5.34ml(8.69mmol) S o} =3} -78C ol A B|Eg}tslo] =2 F & 30mlel &3l
H N-og-2-Z 2y dolul(dA C1)OoRHE Y EF4 59 83% ¥ %) 937mg(9.35mmol) ] L Hte golo] A x3]
7hett}, o] EFES A7) X0l A7 FoF nHkA] 7|3, AL 0 7 VL2 A7 v H Egtslo| =2 12ml5 2] 3-1
E-1-(5-%432)-7-Z 2 94k 2.05g(6.68mmol) 9] &S WAo] ¥u| g 7] # el M A3] 7Fet}, 1A &
of, o] £3ES 2N G2 H 5% F=2 TEIEF o= zﬁw 7] Y EF 22 v eo g FE35aL, saknldg o
2 AXAZ F, AXAE AFste] AAS o, Sl E skl A AT 2 A ES ol THEEA HEZE
/v g2/ 3} o uol 8N(19:1.5:0.02)S AF&3te] A4 A 2vtE gy sto 2 4 A ek},

FE5%: 2.35g(0] £32] 90%); &Y

A3 Fadeon 09 7] AE 1.3 obAEN Bo EFEC] SN The, §HE T 84 Fu]o)
A AAR the 321 F 3ol AAT 449 g7t gl .9 1.3ge] wER,

CyoHs,N505(MW=389.56g/mol)

A ~HAE S 390.2(100%, M+ H); 372.2(28%); 209.1(47%);
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"H-NMR(DMSO-d, 200MHz): §=0.85(t, 3H, N’(CH,),CH,); 0.98(t, 3H, NCH,CH,); 1.30-1.65(m, 6H, CH,); 1.30
(s, 3H, C(OH)CHy); 1.79(sex, 2H, N'CH,CH,CH,); 2.56(q, 2H, NCH,CH,); 3.30(s, 2H, NCH,C=C); 3.44(s, 3H,
N®CH,); 3.77-3.95(m, 2H, N'CH,); 4.21(t, 2H, N'CH,); 5.07(s, 1H, OH); 8.10(s, 1H, N=CH)

A4 24
1-(8-old Z 2 hopn e -5-3o] EEZ A -5-H| & -6-S ] d)-3-F & -7T-Z 2 A IR (F A E °]8)

A e 23025 E 9] 1-(8-t]o "o} m-5-3}o] = FA|-5-H " -6-KE]d)-3-H & -7-Z2H F 4 650mg
(1.67mmol)< o &H& 30mloll &ajA171th -78C 2 YZtA|Zl &, L 23] 24 d3]| = 602ul(8.34mmol)E 7}shal, 0C=
7hEg & UEF AlotR 23lo] = ko] = 105mg(l. 67mmol)a Zhekth, W35 mst7] YA, HEF Aot B E3)
LE‘rOL?A 2o B2t S 2A1F $o] 7h8tar 3413 $of] 2232 602u1(8.34mmol) ¥ YEF Alo} 1 23}
ol=g}o] = 105mg(1.67mmol) < t] 7hgtt}, wkg-o] $ku g § w3 & Aetstel 3l ST NA FHA7]3, F
EUER NS 7] ALl ek, A AL T EEEYEo R =5 FEES P Fo R xRA
7 5, AxAE Aete] AAT b, A NS el 3] S 7]ol A AR ES ol EREEA T
%iiuﬂ%/uﬂ%%/gi} AFH Yo} §(19:1:0.02)& AH&3t] A4 A =2nfE A%in A gkt

v rioi'

TS5 503mg(e] &9 70%); 24

Cy3Hy N0, (MW=431.65g/mol); A% 2 E7: 432.4(100%, M+ H); 414.3(44%); 'H-NMR(DMSO-d, 200MHz):
§=0.75-0.88(2t, 6H, N(CH,),CH., N7(CH2)2CHS); 0.94(t, 3H, NCH,CH,); 1.30-1.68(m, 8H, CH,); 1.30(s, 3H, C
(OH)CH,); 1.79(sex, 2H, N'CH,~CH,CH,); 2.24-2.45(m, 4H, NCH,CH,CH,, NCH,CH,); 3.32(s, 2H, NCH,C=C);
3.43(s, 3H, N°CH,); 3.76-3.95(m, 2H, N'CH,); 4.21(t, 2H, N'CH,) 5.06(s, 1H, OH); 8.10(s, 1H, N=CH)
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ARESETEH A1E At o] W2 s shghEo] vl A E Bk @A 8] iR HE WA Aol di 2 A5

o s Bt & X754 g5 AU Ao E e

1. A2 (gerbilus)9] <34 385 oMo A KT a3}

5d 55 ReyEe 4ol wetA e 2 AFS AAS] 98k, AlFe] 60 WA 70g9] FaA A2 FE A A

30vkE] & 2t 15vke| N o] 7 1Eitel dol®2 EXEAIIT Al 179 sEAE 4@?*&2 UEFAR] 308 3o E4 9
A BAS B Y5k 9, A EHA] 2 U2 250 2A ERHE A2 159 sEAAs TA 5L &9
T4 v 3] &S Fof st

S FE87] f8td, s 58 d2eo g npFH A7 7t E e Yol e AT, F FH 5
Shal 38 5o v M FUF FRE /\}%0}04 2ok [Z %! ], Cereb. Blood Flow Metab. 1987, 7/1:
=
O

74-81]. 323ke] 5| do] 2 A 7 Foll, T2 S GREOE vpHAA @A, HE AEsa s 2ASHA AW,
WA k2 o] A (A EE/ER E%/O}*ﬂ‘i*i :3:1)0ll HHA v speho] SujAl 7], ASH o' g A
Folol A sintE WEate]l FAZE 4 WA 6umsl B Gl FAET o2 drpEdd H ol 12 A A g o]
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(%))t} 1 A8 A¥= & 3o YEFSIT
[ ¥ 3al

Bk Alzdgels P AB AE &4 A

ERE R FofF(mg/kg) | FFEA CAL sivh &4 A& M)
1 10 31
1 5 19
2 10 49
3 10 30
4 10 45
4 5 39
6 10 30
13 10 36
14 10 48
18 10 38
21 10 38
25 10 54
32 10 48
41 10 42
44 10 39
52 10 31
62 10 22
63 10 50
77 10 39
87 10 39
94 10 25
97 10 34
107 10 30
110 10 32
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2. PEQ A HEA w&FZ oA A AT Z2tol st oA G}

e 5L T FWMCAS] F74 wghd o&] A e 54 A4 S48 YERY = Al 300 WAl 400g
o] J<=dt 27 ~xgl-E L8] PEo|TH[ %! J. Cereb. Blood Flow Metab. 1981, 1: 53-60].

]34 FH) = oF 20 A 30 0] AL FH W A SJdA 7= VA vpAAE B9 3] S99 Eete] 1 WA 1.2% &
ZES S35k ot AR viFHAA Y oS S5k, A MES FH o Ul A3 EES T35
$5te] = E 59 2 Ao FHHEHEE AU 3 JE 2 SFEE AASA FuME S5 S 55k, A
7] Sa W F &0l I Aot o)) 9] y-& dAnjFd oz FEsHA FAA #EE wi FH5 MCAL wgo] Bl o
W, ol st oo AL W77 A4 Weky][2 2 7E Polygraph; Grass, USA]E E3lo] Hi 59 S A& 0 2 7
=

=35lo 24 TUHS 5 &, 50| vl Z25E oy st 24 71E =4 ¢] Z [Homeothermic Blanket
System; Harvard Apparatus, UK] & AF&3510] o] 59 &5 ¢F 37C9 A4 HYZ FX A7t}

P wgho] A 158 Fol, A E 259 FE0=8)A Algd 54 54 1e T = Fos=d], 27 F
o &L 10mg/kgol L AHrEA 3 AT = A= E3 &8 & A ~¥ [Harvard Apparatus, UK] & AF&-3Fo] Ay 7}
B & 530} 24417 #4402 0.1mg/kg/min® FJ3hi= 9, AR & g2 25 0m=7)dAE= 543 F=E T
3 HB|F (e AA5)te Fojdin) @ wgt o)A 158, d W 25 158 2 AlF YA E T v F] 1&H
FUS AIEE F T Faigd A 9 pH(178pH/E Y 714 £2417]; Corning, USA) 2 JnfEIRE B JF FF7=
TEE AAste Al RANES AAs; o]ojA T FHEIEHE AAT 5= vk EE E A FEE X4
A T 1087HA 2 23S FH5H] 102 Holl F FHA9] 559 &% (Therm 2250-1; Ahlborn Mess-und
Regeltechnik, FRG) 2 A& Al 2& SA et dat o] dojukr] 2447k Fol] X &4 3918 Swstal tf H 7} 7]
+& 2t B3 [ 2 Bederson et al., Stroke 1986, 17:422-476]19] 4-F 91 E F4 27| A& o] &-3o] 38 Fo) 23
b7 AT A g AA Sk

o 1T

AgA dolEE A TA LA oZ B8] f8te, APE 15Tt gl A A7 e =50
FE2AFHFIE p €0.5)& AHEs vttt o 7|, d& 59, A Ao 19] 31§E0°

Ao Al7stA A3 (2.3 0.5; H1+ SD)F vl uste] sk 742 (1.1+ 0.4; F++ SD)E

v AArE A getn g oigk S8 aE e A oA 2 TA AEHE 52% G E=7HA A
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Je 2
o
_XL-H

—
o

=
QA Aol ~10CAA 1083 FAA7I L, A% oz 1 348 BeolA 870 Haug 2eoa 42u ol
0 Mgk, olojA], el Algel A, TS B Ho] AAH (G HA & 9l

82 add 94 7] A ] of 3}

) T ze 713 HH SHHeR S5k, ST dFS S A5 Huol Ao BA §A S RE A A
o ola] AA3}[FZ: Neurosci. Lett. 1992, 147: 41-44]. |Z 253 BAHE 15

Ao w PFrigit,

ﬂH>
HU
ol 12194

Mz do r

>

ANHA, o) w2 33 ES T2AELAY oS 5 A F AAd 125 AAHES A A o7 nluslte] B,
3% 10mg/kg(3> 22 mol/kg¥ SH W) S H7U FoI gk Fof|, X el ¥ #] o2 = 2ol A4 &4 (222+ 43ul; 3
T+ SD)#} vl wake] BASHA F24(p € 0.05)S A B 49] 56% H2(99+ 17ul; k£ SD)E 74 & whd,

Hlal AAE T2 AEDH 3% 10mg/kg(3X 33n mol/kgd} 5HY) FoA oA = vl 7k A 2 43% 7H4(127+ 28ul; H
+ SD)7} 2 A = At}

ﬁ mln

1. 71529 G FHA WS AF o] Yol A o) A7 nE w3

B APAAE, 5 MCAS GTA9 wg F 959 BANA A4 el o
A2 BARA TEAEAA Ghsh vl wste], 34 S B Nz e
Methods 1992, 27: 27-32].

A 5EL, o9 95 MCAZF 22 stol=d o] = w3 alof (400mg/kg H74U Fof) 2 A A 217 H &
Al o3 gk, A% 1 33 UiA 40g°1 *H*N CD1 %A vlg-2o|t}, 4utg] 9] vp9-2 5 ﬂ%*&zi, MCAZ 531
202 wEA AN, WA = F B FES G, ol & FE S A1 AE & gig o4 o] o gl
Aol B3 F& A HHow ﬂv a5 Wﬂv‘r e} FEF BFE BAYoR A 7|5 B2 FE 9
= 18YS FE38H7] wio) [F%: Brain Res 1992, 587: 66-72], YA Al 2§ &5 F9 2=o] AAgt x4 <
a4 A3 717 U iﬂ%cﬂ A E = vl o] g2l 7hE AL E ALE S sqwq FEEota®: oF 37C Ao A4
HEE FA gtk MCA W 3HehA] 53, 3A17F 2 6417 Nﬂ, SHTl galE 5 AY BES AEE 159 T E
(n=12)°l Al+= 7} 7 $-0l 10mg/kg2i B Folahe v, Stk zfA FE =129 A= 1] 3] Z TS FoisiH
1‘411 159 vh-2(n=4)0l Al = o gt A By v EF e Folek] ettt 3 W] 24413 T, FE S o]a
F2 ulF bell A7), HE AU 37Tl A 2% w2 2,3,5-EgddHEZGEE FE2e]=(TTC) 49 o A

30 WA 40 7F Mg, o]oj A, WA S -5 v E5E E2]A 7] 2L TTCOl| o] A=A & A4 95 4 &
AH(BIOCOM) 2.2 FA st 2 A Ayo] TAA 42 AF 27342 2~ (Kruskal-Wallis) 2 UP -3 E Y (Mann-

Whitney) -2} E=] A|g o2 AAGT) o] ZEE, B &5 ¢ 2 159 vp9-29] Ao A& A7t A
A= 2] eF2 RhE H|B| 22 A d et 159 vp-A Fdd A e 554 S 25 DA E e AR A E &4
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