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AINJIMPOBAHUE AMHUHOB U ITUPA30OJIA XJIOPAHI'UJAPUIOM
[2-U301T1POIINJI-4-(0-METOKCUO®EHUJ) TETPAI'UAPO-
IHUPAH-4-WJIYKCYCHOM KUCJIOTBI

I'upponms3om paHee CHHTE3MPOBAHHOTO [ 2-M30IPOMiiI-4-(0-MeTOKCH(EHIIT ) TETParuapo-
nupaH-4-1ijaeTOHUTPUIIA MojyueHa [2-u30nponuii-4-(0-MeToKCu(eHII ) TeTpark IpopaH-
4-un]ykcycHas KucioTa. B3aumonelcTBHEM XIJIOpaHTHAPHAA MOCIEIHEH C Pa3IUYHBIMU
aMMHaMH W THPa30JIOM CHHTE3UPOBAaHBI COOTBETCTBYIOIIME HOBBIE aMUIbI W |-ammimu-
pasod.

KaioueBblie cioBa: N-3ameni€HHble aMuIpl, [2-n30nponui-4-(o-MeTokcHu(eHuIT)TeTpa-
ruaponupaH-4-mi]yKCycHasi KHCIIOTa, allMJINPOBAaHNE, THAPOIIH3.

B nureparype uMeroTcs AaHHBIE O NMPOTHBOMHUKPOOHOH, aHaIbIre3upyrolei,
AQHKCHOJIMTUYECKON, aHTHOKCHJAHTHON, aHTHAPUTMHUYECKON aKTUBHOCTH aMH[OB;
HEKOTOPBIE U3 HUX MPOSIBISIOT JOCTAaTOYHO BBICOKYIO AaHTUMUKPOOHYIO aKTHBHOCTD
B OTHOUICHUH IITAMMOB CTa(QMIOKOKKOB, KHIIEYHBIX MaJ04eK, a3pOOHBIX Oalnil 1
JOPOXCKEBBIX TpUOKOB [1—4].

B mpopmomkeHne HalIMX HMCCIIEAOBAHMH, MOCBSIIEHHBIX TOMCKY HOBBIX OHOJO-
THYECKH aKTHBHBIX COCIUHEHUH Cpely MPOM3BOAHBIX (2-M30mponui-4-apuirerpa-
THAPONMpPaH-4-1i)aleTOHUTPHIIA [5], MbI TIOCTaBUIIM 3a7ady CHHTE3UPOBATH aMUMIbI
3TOTO pAfa.

Tuppommzom  o-merokcudennnmponsBogaoro 1 momydeHa [2-m3ompornui-
4-(o-MeTokcueHmT)TeTparuaponupan-4-mi|ykcycHas kucimora (2). OOpaboTka
KUCJIOTHI 2 XJIOPUCTHIM THOHWJIOM IIPUBEJIA K XJIOpaHTuApuay 3, B3auMoeiicTBueM
KOTOPOTO C Pa3IMYHBIMH EPBUYHBIMU M BTOPUYHBIMUA aMUHAMH (B TOM YHCIIE IHK-
JMYECKUMH) CHHTE3MPOBaHbI N-3aMEIIEHHBIE aMHIbI [2-U30mponui-4-(0-MEeTOKCH-
(heHmm)TeTparuaponupan-4-mi|yKcyCHON KUCIOTHI 4a—i u 1-ammnmupaszon 4k.
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4 aR =NEt,, bR = NHC,H,OMe-n, ¢ R = 2-pypunmernnamuno, d R = NH(CH,);NMe,,
e R =NH(CH,),NEt,, f R = NH(CH,);0Me, g R = 1-nupponuaunun, h R = 2-tuazonunamuso,
i R = 1-munepuannnn, j R = 1-mopdommaun, k R =1-nupazonmn
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Tabnuia 1
DU3UKO-XUMHYECKHE XAPAKTEPUCTHKH CHHTE3HPOBAHHBIX coenHenuii 4a—k

c 5 Haiineno, % T. kur., °C
H(;iilz- (D(I:Y;T?I; Beruncneno, % (MM pT. cT.) Boixon, %
PMY. C H N win T. m., °C

72.63 9.59 4.00

4a C,H33NO; 72 58 957 403 175-178 (1) 64
72.58 7.79 3.55

4b Cy4H31NOy 72 52 786 352 125-126 72
71.08 791 3.70

4c CyHy9NOy 7113 787 377 208-210 (1) 65
70.25 9.69 741

4d Cy,H36N,0; 70.18 964 744 200-204 (2) 68
71.31 9.92 6.89

4e Cy4HyoN, 05 7125 9.97 6.92 205-208 (2) 70
69.45 9.18 3.81

4f C,1H33NOy M E ﬁ 190-195 (1.5) 71
72.97 9.09 4.12

4g C,H3NO; 73.01 9.04 405 205-210 (1) 67
64.06 7.08 7.52

4h C20H26N203S m m m 112-114 70
. 73.46 9.30 3.94
. 69.71 8.58 3.81

4j C,1H3NOy m @ ﬁ 225-230(2) 63
70.10 7.71 8.20

4K Caot26N205 70.15 7.65 8.18 98-100 >8

CocTaB M CTPOCHHE CHHTE3WPOBAHHBIX COEAWHEHUH MOATBEPKIEHBI JaHHBIMH
3NIeMeHTHOro aHanu3a (Tabn. 1) u cnexrpos IMP 'H (ta6u. 2).

Takum o0pazoM, pazpaboTaH MPOCTOH CHHTE3 HOBBIX aMUAOB 4-TETparuiapo-
NUPaHUITYKCYCHON KHCIIOTHI.

SKCIHEPUMEHTAJIBHAA YACTb

UK crniexTpsr 3apeructpupoBanbl Ha criektpomeTpe Nicolet Avatar 330 FT-IR B Hyitoe.
Cnektpet SIMP 'H 3apeructpupoBansl Ha npuGope Varian Mercury 300 (300 MI'm)
B JIMCO-dg, BHyTpennuit cranaaptr TMC. Temnieparypsl IUIaBieHHs ONpeIesieHbl Ha pH-
6ope Boetius.

[2-A30nponna-4-(o-meToxkcudenua)rerparugponupan-4-uiajaneronurpua (1) mo-
Jy4eH, Kak onucaHo pasee [1].

[2-A30nponni-4-(o-MeTokcudenn)rerparuiponupan-4-uilykcycHass Kucjaora (2).
PactBopsiior mpu mHarpeBanmu 33.6 T (0.60 moms) KOH B 120 M1 3THIICHITIMKOJAL.
[omyuennsiii pactBop n06aBisroT k 41.0 1 (0.15 monp) HuTpria 1. CMech KUIATAT B TEUCHUE
6 d, oxmaxmaroT, m00aBmsAoT 120 M BONBI M TONYYEHHYIO CYCIICH3HIO 3KCTParupyroT
JTUSTHIIOBEIM d¢upoM. Bomublii cioit moakucisiior 60 M1 KOHIIGHTPHUPOBAHHOTO PAacTBOpa
HCI no xucnoit peakumu u skctparupytor 6enzonom (3 x 100 mi). BeH30bHBIN 3KCTpakT
TIPOMBIBAIOT BOJIOM, CYIIIaT M TIOCIIE OTTOHKH OEH30J1a MEepEeroHsIoT B BakyyMme. Bexox 26.3 T
(60%). T. xum. 205-208 °C (1.5 mm pr. ct.). UK crmektp, v, cM ': 3400-3200 (OH), 1710
(C=0), 1610, 1590 (C=C apom.). Criekrp SIMP 'H, &, m. 1. (J, T'y): 0.94 (6H, 1, *J = 6.8,
(CH;),CH); 1.39 (1H, x. 1, %J = 13.0, *J = 11.6, 3-CH,Hp); 1.54-1.68 (1H, M, (CH3),CH);
1.73 (1H, T. 1, %J="J = 12.9, °J = 5.1, 5-CH,Hp); 2.39-2.53 (2H, ™, 3-CHHj, 5-CHAHp);
3.00 (2H, ¢, CH,CO); 3.32 (1H, x. 1. 1, J=11.6, °J=5.8,°J=1.5, 2-CH); 3.69-3.89 (2H, M,
6-CH,); 3.85 (3H, ¢, OCH;); 6.83-6.90 (2H, m, H Ar); 7.11-7.18 (2H, m, H Ar); 11.21 (1H,
ymr. ¢, COOH). Haiineno, %: C 69.75; H 8.33. C7H40,4. Beraucneno, %: C 69.84; H 8.27.
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Tabnuma 2
Cnextpsi SMP 'H coequnennii 4a—k

Coenu-
HEHMe

Xumuueckue caBury, o, M. . (J, I'm)

4a

4b

4c

4d

4e

4f

4g

4h

4i

4j

4k

0.70 (3H, 1, °J =7.0) u 0.94 (3H, 1, °J =7.0, N(CH,CH;),); 0.93 (3H, 1, *J = 6.8) u 0.94 (3H, 1, °J = 6.8, (CH3),CH); 1.30 (1H, . 1, -J=12.9, *J =115, 3-CHpHp); 1.56-1.68
(2H, M, (CH3),CH, 5-CHAHg); 2.58-2.72 (2H, M, 3-CHaHg, 5-CHaHg); 2.93-3.05 (4H, M, N(CH,),); 2.95 (2H, ¢, CH,CO); 3.34 (1H, a. 1. 1, J=11.5,°J=5.6,°J=1.7, 2-CH);
3.66-3.87 (2H, M, 6-CH,); 3.83 (3H, ¢, OCH3); 6.80-6.86 (2H, m, H Ar); 7.08-7.16 (2H, m, H Ar)

0.93 (6H, 1, °J = 6.8, (CH),CH); 1.38 (1H, x. 1, 2J=12.8, >J=11.6, 3-CHaHp); 1.55-1.70 (1H, M, (CH3),CH); 1.70 (1H, . 1. 1, 2J=13.6, °J=11.2, *J=6.7, 5-CHaHp); 2.47
(2H, , 3-CHaHg, 5-CHaHg); 3.03 (2H, ¢, CH,CO); 3.41 (1H, . 1. 1, "J=11.6, *J=5.9, *J=1.2, 2-CH); 3.70 (3H, ¢, n-CH;OC¢H:NH); 3.75-3.88 (2H, m, 6-CH); 3.85 (3H, c,
0-OCH); 6.61-6.67 (2H, m, H Ar); 6.81-6.88 (2H, m, H Ar); 7.09-7.17 (4H, m, H Ar); 8.5 (1H, ¢, NH)

0.92 (6H, 1, °J = 6.8, (CH3),CH); 1.33 (1H, . 1, 2/=12.9, °J=11.6, 3-CHHg); 1.53-1.69 (2H, m, (CH3),CH, 5-CHHp); 2.36-2.48 (2H, M, 3-CHAHg, 5-CHAHg); 2.90 (2H, c,
CH,CO); 3.35 (1H, 1. 1, 1, °J=11.6,%J=5.8,°J=1.6, 2-CH); 3.72-3.85 (2H, m, 6-CH,); 3.82 (3H, ¢, OCH3); 3.99 (2H, x, °J = 5.7, CH,NH); 5.73 (1H, 1, >J =3.3, H-3 typan);
6.18 (1H, 1. 1, *J=3.3,°J=1.9, H-4 {ypan); 6.79-6.85 (2H, M, H Ar); 7.01 (1H, 1, °J = 5.7, NH); 7.07-7.15 (2H, m, H Ar); 7.27 (1H, 1, °J = 1.9, H-5 ¢pypan)

0.93 3H, 1, °J=6.7) 1 0.94 (3H, 1, °J = 6.7, (CH3),CH); 1.15 (2H, k8, *J = 6.9, NHCH,CH,); 1.33 (1H, . 1, J=12.9, *J=11.4, 3-CHaHg); 1.53—1.70 (2H, ™, (CH3),CH, 5-CHHp);
1.96 H, , *J=6.9, CH,N(CHs),); 2.07 (6H, ¢, N(CHs),); 2.38-2.49 (2H, M, 3-CHaHg, 5-CHHg); 2.80 (2H, 1. 1, >J=6.9, >J=5.7, NHCH,); 2.81 (2H, ¢, CH,CO); 3.35 (1H, 1. 1. 1, >J=
11.4,%J=5.7,%J=1.7, 2-CH); 3.71-3.87 (2H, M, 6-CH,); 3.85 (3H, ¢, OCH,); 6.38 (1H, 1, *J= 5.7, NH); 6.81-6.89 (2H, M, H Ar); 7.10-7.16 (2H, m, H Ar)

0.93 (6H, 1, °J = 6.8, (CHs),CH); 0.94 (6H, 1, °J = 7.1, N(CH,CHs),); 1.15 (2H, kB, *J = 6.9, NHCH,CHp); 132 (IH, 1. 1, 2J=129,*J=11.5, 3-CHaHg); 1.52-1.64 (1H, M,
(CH3):.CH): 1.64 (1H, . 1, 2J=3J=13.1,J=5.7, 5-CHaHg); 2.15 (2H, 1, °J = 6.9, CH,NE,); 2.38 (4H, K, °J = 7.1, N(CH,CH}),); 2.38-2.48 (2H, m, 3-CH,Hg, 5-CHHg); 2.79
(2H, 1. 1, *J=6.9, *J=5.8, NHCH,); 2.81 (2H, ¢, CH,CO); 3.35 (1H, 1. x. 1, J=11.5,°J=5.8, °J=1.6, 2-CH); 3.71-3.85 (2H, M, 6-CH,); 3.84 (3H, ¢, OCH3); 6.34 (1H, 1, °J =
5.8, NH); 6.81-6.88 (2H, M, H Ar); 7.09-7.15 (2H, m, H Ar)

0.92 (3H, 1, °"J=6.7) 1 0.93 3H, 1, °J = 6.7, (CH:),CH); 1.23 2H, T. 1, °J = 6.7,°J = 6.1, NHCH,CH,); 1.32 (1H, . 1, 2J=12.9, *J=11.4, 3-CHxHg); 1.52-1.66 (1H, M,
(CH3),CH); 1.64 (1H, . 1, 2J=>J=12.9, >J =5.6, 5-CHAHp); 2.38-2.50 (2H, M, 3-CHxHg, 5-CHHg); 2.80 (2H, ¢, CH,CO); 2.82 (2H, . 1, J=6.7, >J=5.8, NHCH,); 3.02 (2H,
1,°J=6.1, CHLOCH;); 3.17 (3H, ¢, CH;OCHs); 3.34 (1H, . 1. 1, *J=11.4, °J=5.7,°J = 1.5, 2-CH); 3.70-3.84 (2H, M, 6-CH,); 3.85 (3H, ¢, OCH;); 6.37 (1H, 1, °J = 5.8, NH);
6.80-6.88 (2H, M, H Ar); 7.08-7.15 (2H, M, H Ar)

0.94 3H, 1, °J = 6.8) m 0.95 (3H, 1, *J = 6.8, (CH3),CH); 1.31 (1H, 1. 1, J=13.0, J=11.4, 3-CHaHg); 1.56-1.69 (6H, M, 5-CHaHg, (CH;),CH, N(CH,CH.),); 2.57-2.70 (2H,
M, 3-CHaHg, 5-CHAHg); 2.94 (2H, ¢, CH,CO); 2.96-3.08 (4H, M, N(CH,),); 3.34 (1H, 1. 1. 1, *J=11.4,°J=5.7,°J=1.7, 2-CH); 3.66-3.87 (2H, m, 6-CH,); 3.83 (3H, ¢, OCH;);
6.82-6.88 (2H, M, H Ar); 7.09-7.18 (2H, m, H Ar)

0.92 (6H, 1, °J = 6.8, (CHs),CH); 1.40 (1H, x. 1, “J=13.4, *J=11.5, 3-CHaHp); 1.54-1.69 (1H, m, (CH3):CH); 1.69 (1H, 1. 1. 1, 2J=13.7,°J=10.5,J= 7.4, 5-CHAHg); 2.39-
2.49 (2H, M, 3-CHaHg, 5-CHaHg); 3.23 (2H, ¢, CH,CO); 3.41 (1H, 1. 1. 1, *J=11.5, *J=5.7, °J = 1.7, 2-CH); 3.80-3.85 (2H, M, 6-CH,); 3.83 (3H, ¢, OCHs); 6.81 (1H, &,
3= 3.6, H-5 tnason); 6.81-6.86 (2H, M, H Ar); 7.08-7.18 (2H, m, H Ar); 7.26 (1H, x, 3= 3.6, H-4 tnazon); 11.49 (1H, ¢, NH)

0.93 BH, 1, >J = 6.7) u 0.94 (3H, 1, °J = 6.7, (CH3),CH); 0.94 (1H, m) 1 1.12-1.43 (5H, M, NCH(CH,)s); 1.29 (1H, a. 1, 2J=12.9, >*J=11.4, 3-CHHg); 1.55-1.67 (2H, M,
(CH3):CH, 5-CHaHp); 2.53-2.66 (2H. m, 3-CHaHs, 5-CHaHz); 2.9 (2H, ¢, CH,CO); 2.99-3.03 (2H, M) 1 3.15-3.22 (2H, M, N(CH2)2); 3.37 (IH, 1. & 1, J=114,%J=57,
J=1.5,2-CH); 3.72-3.86 (2H, M, 6-CH,); 3.84 (3H, ¢, OCHs3); 6.83-6.88 (2H, m, H Ar); 7.10-7.16 (2H, m, H Ar)

0.93 (3H, 1, °J = 6.8) n 0.94 (3H, 1, °J = 6.8, (CH3),CH); 1.30 (1H, 1. 1, J=12.9, >J=11.4, 3-CHAHp); 1.54-1.68 (2H, M, (CH3),CH, 5-CHxHg); 2.52-2.65 (2H, M, 3-CHxHj,
5-CHaHg); 2.77-3.03 (4H, M, N(CH,),); 2.98 (2H, ¢, CH,CO); 3.15-3.28 (4H, M, O(CH,),); 3.38 (1H, 1. 1. 1, *J=11.4,°J=5.7,°J=1.7, 2-CH); 3.73-3.87 (2H, ™, 6-CH,); 3.84
(3H, ¢, OCHs); 6.86-6.92 (2H, M, H Ar); 7.13-7.20 (2H, m, H Ar)

0.92 (6H, 1, °J = 6.7, (CHs),CH); 1.45 (1H, n. 1, J=13.4,°J=11.5, 3-CHaHp); 1.54-1.68 (1H, m, (CH3):CH); 1.78 (IH, . 1. 1, 2J=13.8,°J=11.9, °J =5.7, 5-CHAHg); 2.40-
2.52 (2H, M, 3-CHsHg, 5-CHAHg); 3.41 (1H, 1. 1. 1, J=11.5,°J=5.6, >J=1.5, 2-CH); 3.75 (3H, ¢, OCHs); 3.78-3.92 (2H, M, 6-CH,); 3.97 (2H, ¢, CH,CO); 6.36 (1H, . 1,
3J=2.8,°J=1.5, H-4 nupasonun); 6.77-6.85 (2H, M, H Ar); 7.06-7.19 (2H, m, H Ar); 7.58 (1H, 1, °J = 1.5, H-3 nupasomun); 8.01 (1H, 1, °J = 2.8, H-5 nupazomnun)



Xuopanuruapun [2-uzonponui-4-(o-metoxkcudeHuI)Terparugponupan-4-uilykeyc-
Hoii kucaothl (3). Cmech 29.2 1 (0.1 mons) kucaots! 2, 13.1 r (0.11 moas) SOCI, B 30—
35 M cyxoro OeH3oia KUIATAT B KojOe C OOparTHBIM XOJOJMJIBHUKOM B TEYEHUE 2 4,
OTTOHSIIOT OSH30JI M OCTAaBIIYIOCS BA3KYIO Maccy 27.7 T (BBIXOZ chIporo mpoaykra 3 ~90%)
6€3 BBIJETICHNUS HUCTIOJIB3YIOT [UISl AlWJINPOBAHUSL.

N-3ameménnbie amMuabl [2-u3onponuii-4-(o-MeToKCU(EeHNT)TeTpAruAPONpPaH-
4-nalykcycHoit kucaorel 4a-k. K cyxomy OeHzonmpHOMYy pactBopy 0.01 Monb cooTBet-
cTByIomIero amuaa i mupasona, 1.0 T (0.01 momp) Et;N B 20 M cyxoro GeH301a mpu
nepeMerMBanuy 1o6asisror no karwisiM 3.1 r (0.01 monp) xnopanruapuaa 3. Peakumon-
HYIO CMECh KUIIATAT B TEUCHHUE 3 Y, 3aTE€M OXJIAXK/AIOT, MOAKUCIAIOT KOHIIEHTPUPOBAHHBIM
pactBopom HCI no cma®okucmoil peakiuy U SKCTPArupyroT OCH30JI0M. DKCTPAKT HMPOMEI-
BalOT BOJOM, CyIIaT M OTTOHSIOT OeH3oi. I3 ocTaTka mMeperoHKOi B BaKyyme HIIH Iepe-
KpHCTAJUIM3AIMEH U3 ATaHOJa BBLICISIOT coequHenne 4a—k.
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