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CHHTE3 ®TOPHPOBAHHEIX HPOHU3BONHBIX
1,3,4-OKCATHUA3AHOI6,5,4-i, /] XHHOJIAHA

3+(2-AnmnranpasuEo)-2-Terpa(neHTa) P TopOeH30MIaKpHIATE J1erkKo HpeBpa-
MAOTCS B allMIaMHMHO3AMEIICHHBIC XMHONOHEL, & B 00Nee MKECTKMX YCIOBHIX
TIPOMCXOIWT AHHEIUPOBAHUE OKCATHA3HHOBOIO IIHKIA. BEIABIEHA BO3MOMKHOCTE
UUKIM3ALHHE YKa3aHHBIX aKPHIATOB B 4,5-3aMelIeHHBIE MAPA3OIIEL

Knwouesble ¢10Ba: IHApasHAb apOMATHYCCKMX H HPWIHHKAPOOHOBEIX
xucaor, 1,3,4-oxcammasuso[6,5,4-1,j|XAHONMHEL, pPEaKIMOBHAS CIOCOOHOCTE,
CIEKTPaiBHBIE XapaKTePUCTHKH.

Ipomssonaeie  4-0kco-6-Grop-1,4-MHruapo-3-XMHOMMHKAPOOHOBOR  KUCTIOTHI
(pTOpXUHONIOHBI) 3apeKOMEHIOBATH ce01 Kak s dexTuBHBIC aHTHOAKTEPUATIb-
uele cpenctsa [1-3]. OcobenHO DEpPCIeKTHBHBI B 3TOM POy TPH- U TeTpa-
LUKTMYECKIE (TOPXMHONOHBI, KOTOPbIe HApSAy ¢ aHTHOaKTepHAILHON 06ia-
JQAIOT NPOTHBOBHMPYCHON M MPOTHBOOITYXONEBOH aKTMBHOCTBIO. BaHeHmummu
OPEACTABATENIMY TNOJHIMKINYECKHX (DTOPXUHONOHOB, HAINSAIIAMY [IPHME-
HEHHE B KIMHIIECKOH NPAKTHKE, SIBILTIOTCA Ipenapartsl oduokcarms (A), IeBo-
GroxcanyH (ONTHYECKH aKTHBHBIN S-m30Mep odiokcaimHa) u Mapbodiokca-
aH (B), a Taxcke paspabateiBaemslil mpenapar KB-5246 (C) [4-6].
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B coenunennax A m C XMHOJOHOBBIH OCTOB aHHENMPOBAH IO [i,/]-rpaHam
OKCa3sMHOBBIM, & B coequnenuy B — 1,3.4-oxcaguasuroBeiM mukutoM. ITocTpoe-
HHE OKCaJ@a3sHHOBOTO IFKIA B COEAMHEHAN B OCyHIECTRILETCS IO cxeme 1,
OpHYEM JaHHBIA CHOcOO0 MO3BONAET IONYYHTh TOJNBKO IIPOM3BONHEIE, HE
cozieprkalyge 3aMecTHTeIeH B nomoxerwn 2 [7].
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Cunres [i,j]-aBHETHPOBAHHBIX XMHOJIOHOB MOXKHO OCYHIECTBHTE, €CIIH
V XWHOJIOHOBOT'O aTOMa a30Ta MMEIOTCS 3aMECTHTENH, COIepiKaliie HyKJIeo-
$UIHHEIN EeHTp B y-noNokeHuH [8, 9]. Tax, mukIM3amy XMHOIOHOB, BKJIFOYa-
IOIUX THOCEeMUKapOazuaHbIH (QparMeHT, MO3BONMIH roxyuuTs 1,3,4-THa-
JTHA3WHO| /,j|-aHHETMpOBaHHbIE CHCTEMSI [9].

W3 sTrnoBbx 30upoR 2-nomr@TOpOeH30MII-3-9TOKCHAKPIIIOBEIX  KUCJIOT
1a,b u rugpazunoB OeH30HHOM U M-HUTPOOSH30WHON ¥ YKCYCHOH KHCIIOT 2a,b,e
B DTaHONE WITH MHPUNHMHKAPOOHOBEIX KUCIOT 2e,d B TOIyONe IPH KOMHATHOH
TeMuepatype ¢ Beixogamu 71-97% BHamMum CHHTE3WpOBaHBl 3-(2-arpi-
rupasuHo)-2-Tetpa(nenTa)dropbersonnakpmiatel 3a—h (cxema 2) u m3ydeHa
nx mmomsanpdg. [logobro mexomHemm akpmiataMm la,b, coemmuerms 3a—ch
B PACTBOpE HAXOIITCS B BHC CMECH IBYX M30MepoB (3’ u 3") OTHOCHTEIIBHO
cea3u C=C OOKOBOH IEI, O YeM CBUMETENHCTBYST HAIMYUE B CHEKTPax
SIMP 'H nBoitHoro Habopa CHTHAIOB IIPOTOHOB (Tabm. 1).
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Cxema 2
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1a X =H, b X =F; 2a-5a X = H, R =Ph; 2b-5b X =H, R =C¢H,,NO,-3;
3c-S¢ X =F, R =CH,NO,-3; 2¢, 3d-5d X = H, R = mupunsun-4;
3eSe X =F, R = mupumuemun-4; 2d, 3f£-5f X = H, R = rupumunun-3, 3g-5g X =F,
R = muprmusnn-3; 2e, 3h, 4h X =H, R = Meg; 2f, 3i, 4i X =H, R = CH,CN
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Tabnuna 1
Cnexrpet SIMP 'H stuoBsIx 3¢upos
3-(2-aumaraapazuno-1)-2-[rerpa(nenra)propbenzona]akpuiobbix kueiaor 3a-h, 3, m. a., KCCB (J), I'n
=CHNH NHCO, yu. ¢ =CHNH CooTHoweHue
Coeu- PactropuTEs s
HeHue nzomepos 3': 3"
31 3” 3’ 3” 3! 3"

3a CD;CN 11.90, yur. x, 10.45, ym. 1, 9.70 8.31, n, 8.11, n, 31

S =11.0 =110 =110 Jm = 11.0
3b CDCl, 12.0, ym. g, 11.1, ym. 1, 9.99 104 8.71, n, 52"

=114 Shm=11.4 Jm=11.4
3¢ CDCL 12.3, ym. ¢ 11.1, ym. ¢ 10.1 10.7 8.37, ¢ 8.64,¢ 5:2
34" JIMCO-dg 12.3, ymr. ¢ 11.0 84, ¢ -
3e AMCO-dg 11.5, yni. ¢ 11.5 84,c -
37 IIMCO-ds 12.3, ym, ¢ 11.0 83,c -
3g JMCO-d, 11.2, ymt. ¢ 11.2 84,c -
3h IMCO-d, 13.60, yur. ¢ 10.15 11.05 824, ¢ 7.83, ¢ 4:3




OxonyaHue tabunune 1

66¢£1

Coemi- R 6-H
HeH;‘e CHa, K CHs, T
3! 3” 3/ 3” 3! 3” 3! 3”
3a 7.87 (2H, M, 2'- u 6'-H), 7.56 (3H, M, 3'-,4"- u 5'-H) 7.19, M 4.04, gy =17.1 1.09, % = 7.1
3b 8.2-8.5 3H, M, 2"-, 4 w 6'-H), 7.72 (1H, . 1, 5"H, *Jigy = 8.0) 7.02, M 4.05 4.12 1.07 1.24
=170 =70 =70 =70
3¢ 8.72 (1H, m, 2'-H), 8.70 (1H, M, 2'-H), - 4,06 4.11 1.09 1.01
8.44 (1H, M, 4-H wmu 6'-H), 8.41 (1H, M, 4-H wm 6'-H), =170 i =7.0 =70 =10
8.27 (1H, M, 4'-H nu 6'-H), 8.23 (1H, m, 4'-H wnnu 6'-H),
772 (14, 1, 5-H, *Spr = 7.9) 7.68 (1H, 1, 5'-H, *Jigy =7.9)
3d 8.9 (2H, m, 3 1 5-H), 7.8 (2H, m, 2" 1 6-H) 7.5, M 4.1, fgr=17.1 1.1, %k =17.1
3e 8.8 (2H, m, 3~ u 5'-H), 7.8 (2H, M, 2"- u 6'-H) - 4.0, S =171 1.1, % gy = 7.1
3f 9.1 (1H, m, 2"-H), 8.8 (1H, , 4-H), 7.7 (1H, m, 6'-H), 7.5 (1H, v, 5"-H) 7.5, M 4.1, =172 1.1, fay =72
3g 9.1 (1H, m, 2'-H), 8.7 (1H, m, 4-H), 8.3 (1H, m, 6-H), 7.6 (1H, m, 5'-H) -~ 4.1, % Fg =72 1.1, =172
3h 2.12 (3H, ¢, CH;CO) 1.93 (3H, ¢, CH,CO) 741, M 4.14 3.94 1.20 0.99
6.95, M =70 =70 S =17.0 =70

* Y CTaHoBNEHO MO COOTHOIICHHMIO HHTEHCUBHOCTEH YABOCHHEIX CUI'HAJIOB.
*2 Cnexrp SIMP °F (IMCO-de): 157.6 (1F, m), 156.2 (1F, M), 143.4 (1F, m), 140.1 (IF, m).
# Crexrp SIMP °F (JIMCO-dg): 157.7 (1F, m), 156.2 (1F, M), 142.3 (1F, m), 1402 (1F, m).
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TaGnuuma 2

Cnexrpsl SIMP *H sTuiosbix 3¢upos 5-X-1-auunamuno-4-0kco-6,7,8-rpudrrop-1,4-1uruapo-3-xunonnkapGoHosnix -kucior 4a—e,gh,i, 8, m. 1., KCCB (J), I'u

Coenu- PacTBopHTEND NH, yu. ¢ 2-H, ¢ 5-H R OCHa, k CHs, T
HEHUC
4a CD;CN 10.75 8.50 7.66 M 7.97 (3H, m); 7.58 (2H, m) _ 4.24 1.30
4b CD,CN 10.9 8.54 8.01 (a1, | 876 (I1H, . 1, Juy = 1.7, 2-H,); 8.49 (1H, n. 1. 1, *Jyy = 8.3, 4.26 1.31
3 ar = 10.4, W = 2.4, g = 1.1, 4= na 6'-H); 8.30 (1H, M, 4'- wm 6'-H);
S =82, 7.83 (1H, 1. 1, *Jigg = 8.1, 5-H)
Jir = 2.2)
4c CDCly 12.4 8.54 - 8.98 (1H, 1. 1, "y = 1.8, 2-H); 8.45 (2H, m, 4'-, 6'-H); 4.09 1.19
: 7.73 (1M, & 1, *Jyg = 7.9, 5'-H)
4d JIMCO-d 12.9 8.81 8.04 (m. o1, | 8.87(H, 1 1, Yy =44, Sy = 1.5, 3, 5-H); 4.26 1.30
= 10.2, 7.87 QH, 1 A, " =4.4,°J= 1.5, 2, 6'-H)
o4 —
Jur = 8.0,
=21
4e JIMCO-dg 12.85 8.72 - 8.87 2H, 1. &, “i = 4.4, *Jyy = 1.5, 3'-, 5"-H); 4.23 1.29
7.85 (2H, 1. &, " = 4.4, °J= 1.5, 2", 6'-H)
4g JIMCO-d 12.6 8.56 - 9.09 (1H, a. 1, “Jr = 1.5, *Jiy = 0.9, 2'-H); 4.27 1.34
8.80 (1H, 1. 1, Sy = 4.9, Uy = 2.1, 4+H);
8.26 (1H, x. & 11, “hay = 7.9, " = 2.1, " = 1.5, 6'-H);
7.58 (1H, z. 1. 1, iy = 7.9, *Juy = 4.9, Sy = 0.9, 5'-H)
4h CDCly 11.68 8.45 771 (a5, | 2.33 3H, ¢, COCH;) 4.09 1.24
= 10.5,
=81,
5JI—LF =2.1)
4i JIMCO-dg 12.4 8.61 8.0 m 3.99 (2H, ¢, CH,CN) 4.26 1.29




Ixotrsaims akpriiaToB 3 MOKeT MPOTeKaTh MO JBYM HAIpaBJCHHAM: KHUILI-
yerue coeuHenuii 3a—e,g,h B Oenzone (Tomyone) B TedeHHe | 9 IPHUBOIUT K
l-apaMEHO3aMeleHHbIM  XpHoToHaM  4a—e,gh (Bexomsl 40-92%); npu Gonee
JUTHTENIEHOM HAarpeBaHHM aKpUIaToB 3a—g B Toiyose B mpucyTrcTBuu K,,CO;
(3—4 1) 3a popMupoBaHHEM XMHOJIOHOBOTO OCTOBA CIEAyeT NUKIM3ALM ¢ yia-
CTHEM aToMa KHCIIOpOJa aMHIOHOM TIpyINibl, BeAyINas K COSNWHEHMAM Sa-g
(BerxOIBI 56—87%). Ammmrunpazunst 3d,e,f,g MoryT OBITH IpPEBpAICHEI B TPH-
UUKIIAYeCKUe coennHeHus Sd,e,f,g B KumsgmeMm TONyoJle W B OTCYTCTBHE
ocHOBaHus. Axprar 3f npkmusyercs 10 XHHOJI0HA S HaCTONBKO JIETKO, UTO He
yaaeTcs BhIOeAuTh npomsBopHoe 4f. burpknuueckue xwHONOHBI 4a—e IIpe-
BpaIaroTcd B TPHIMKITHYECKHE IPOU3BOIHBIC Sa—e Npy HaTpeBaHUU B TOTyOJie
B npucytereul K,COs. Coepurenns Se,g moNyHdeHB! TakoKe IpH KUIAIeHAHN
COOTBETCTBYIOUTHX aKpHUNaroB 3e,g B arleTOHUTpwie B mpucyrtcTBuM KF
B T€YeHHE 3 4.

XuHonous! 4h,i MOTyT OBITE HONMYYCHH ¥ 0e3 BHIICICHHS IPOMEKYTOTHBIX
ruapazgaoakpwratoB 3h,i. Tak, BRIIEp)XHBAaHHE B 3TaHOJC NPU KOMHATHOH
TeMreparype (5 9) cMecu TrHApazuia YKCYCHOH KHMCIOTH 2e u 2-terpadtop-
GEeH30MWI-3-3TOKCHakpwIaTa 1la M moclHexyrolee KHITICHHE OCTaTKa IoCie
yHaleHus pacTBOpHTeNi B Toiyosie (4 1) mpumBens k mpoxmyxry 4h (Bexon
91%,). ITpu HarpeBaHuM cMecH I'HOpasuia [MaHyKCycHOH KucnotThl 2f u akpn-
mata la g Tomyomne (80 °C, 1.5 1), Berxon xaHOI0H 4i cocTaBmt 63%.

Ocymecteurs npeBpaniesre 4h,i—35h,i He ynanocs npu MPOBeICHIH Peak-
M kak B Toryone ¢ K,COs, tak B nuokcade ¢ NaH. TosnbKo npu HarpeBaHHWu
coemuHeHus 4h B aneTonHWTpmie B NPHCYTCTBHH AWA3a0HIMMKIOYHIEI-7-eHa
CTIEKTPaEHO PErMCTPHPYeTCa POMYKT HUKIH3ammy, B criekrpe SIMP 'H koto-
poro curHat nporoHa nosudropdeHzonbHoro ¢pparmMenTa HabIrOaeTCs B BUIE
ny6nera gy6neros (CJ = 10.2,"J=7.6 ')), B TO Bpems Kak [ xuuomoHa 4h on
nposieisgercs B pupe OyOsera nyGseroB mybOnetoB. M3omupoBaTh MHAMBH-
OyaJIbHBIH MPOIYKT 3TOR peakiiy U OXHO3HAYHO YCTAHOBUTH €TI0 CTPOCHHE HE
YAIOCH.

Cripoenue CHHTE3HPOBAaHHBIX 3THJIOBBIX 3(HPOB |-alplaMHUHO-5-X-4-0KCo-
6,7,8-tpudTop-1,4-1aruapoxnHOMIH-3-KapOOHOBEIX KUCIOT 4a—e,gh,i u >TH-
J0BBIX 3¢upoB 2-R-8-X-7-0kco0-9,10-mudrop-7-H-[1,3,4]-oxcanuazmuo[6,5,4-1,/]-
XHUHONAH-6-KapOOHOBBIX KHCIOT Sa—g YCTAaHOBICHO HA OCHOBAHMM JAHHBIX
SMP 'H, YF u Macc-criektTpos. Tak, B cekrpax SIMP 'H xpHOMOHOB 4a—e,g.h.i
Ha0moaroTCA CHHITIETHBIH CHIHal mpotoHa 2-H, nybier my6Gieror nybneros
opotona 5-H B ciaywsae coenunenuii 4a,b,d,h,i, curHaTsl HPOTOHOB STHILHOM
Ipymel, 3aMecTuTens R, a Taroke yIIUpeHHBIH CHHITIET NMpPOTOHA rpymmsl NH
B obnmacte 10.7-12.9 m. 1. (tabmn. 2). B ciexrpax SIMP "F mmerorcst curHamst
BceX aToMoB ¢Topa.

Macc-ciekTpht coefuHeHHH 4 XapaKTepH3YIOTCs HH3KOH HHTEHCHBHOCTHIO
OMKa MOJIEKyJapHOro MoHa (3—4% B ciyuae xuHONOHOB 4d,h,i) wim orcyr-
CTBHEM TAKOBOTO, IIPY HANMYHH HHTEHCHBHBIX mHkos [M—HF]" y coenuHeHuit
4a,b,e, MOCKONBKY B YCHOBHMSAX CHEMKHM MAacC-CIIEKTPOB HAHHBIC XUHOJIOHBI
nerko otiiersoT HE ¢ o0pasoBanueM TPHIMKIMYECKHX HPOH3BOOHEIX 5. [To-
crneqyromas hparMeHTaus CBI3aHa, MO-BHIMMOMY, ¢ OTIIEIUTEHHEM 3TOKCH- U
KapO3TOKCHIPYIIIEL,  TAKOKE C Pa3pyIIeHHeM OKCaIUa3sHHOBOTO LKia (Tabin. 3).
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Tadnmua 3

Macc-cnexrp u cnexrpsl AMP PF stunoepix spupos 5-X-1-anmiaMuno-4-oxco-
-6,7,8-Tpaprop-1,4-18ruapo-3-XHHOANHKAPGOHOBLIX KACTOT 4a—e,gh,i

Coenu- Macc-crexrp, Crextpe: SIMP '°F
HEHHE m/z Ly, %) (8 IMCO-dg), 6g, M. 1., KCCB (J), T'r
4a [M-HFT" 370 (20), 15131 (& 1. 1, “Jpp = 23.1, °Jee = 19.5, "Jir = 8.3, 7-F);
325 (21), 298 (100), 148.48 (m. 1. 7, *Jep = 19.5, "Jer = 4.9, " Sz = 2.0, 8-F);
222 (14), 195 (42) 136.45 (m. . 1, *Jer = 23.1, e = 10.5, Jp = 4.9, 6-F)
4b [M-HFT" 415 (11), 15114 (n & 1, e = 23.1, “Jge = 19.4, Uiy = 8.2, 7-F);
370 (13), 343 (100), 148.71 (0. . 1, *Jer = 19.4, "Jip = 4.9, "Jie = 2.2, 8-F);
324 (15), 297 (14), 136.36 (1. 1. 1, *Jer = 23.1, Jp = 10.4, *Jz = 4.9, 6-F)
222 (9), 195 (22)
4c [M-HFT" 434 (18), 160.11 (a. &, *Jep = 21.7, *Jep = 20.2, 7-F);
388 (23), 361 (100), 154.12 (m. 1, *Jep = 20.2, “Jez = 13.9, 5-F);
342 (17), 315 (12), 147.15 (. & 1, 2Jer =217, *Jep = 20.2, “Jep = 9.2, 6-F);
240 (24), 213 (38) 142.82 (m. m. 1, *Jep = 20.2, "Jep = 13.9, "z = 9.2, 8-F)
4d M'391 (4),371(100), | 15L13 (x & & Ser =23.2, " = 19.2, e = 8.0, 7-F);
326 (100), 300 (98), 148.66 (1. 1. 11, *Jrr = 19.2, "ep = 4.6, "Jip = 2.1, 8-F);
299 (100), 222 (38) 136.32 (n. 1. 1, *Jgr = 23.2, *Jigr = 10.2, “fep = 4.6, 6-F)
4e [M-HFT* 389 (63), 160.75 (n. 1, *Jer = 22.6, *Jep = 21.6, 7-F);
344 (48), 317 (100), 155.89 (m. 1, *Jep = 21.6, “Jz = 13.3, 5-F);
240 (24) | 148.65 (n. 1. 11, *Jer = 21.6, *Jep = 22.6, *Jpp = 8.5, 6-F);
143.17 (n. & 1, *Jgp = 21.6; “Jep = 13.3; Sz = 8.5, 8-F)
4g [M—HFT" 390 (30), 34 160.81 (m. x, *Jep = 22.2, *Jep = 21.5, 7-F);
(27), 317 (100), 240 (24), | 155.91 (n. 1, *Je = 21.5, “Jez = 13.3, 5-F);
213 (42), 185 (31) 148.68 (. 1. 1, *Jpp = 21.5, SJep = 22.2, *Jir = 8.5, 6-F);
' 143.22 (. & 1, *Jep = 21.5, *Jep = 13.3, “Jr = 8.5, 8-F)
4h M*328 (3%), 308 (27), 151.53 (m m. ;, “Jep = 23.3, "o = 194, *Jiz = 8.6, 7-F);
263 (56), 236 (100), 148.73 (n. o 1, “Jep = 194, "Jp = 4.3, *Jqp = 2.2, 8-F);
222 (30), 195 (46) 136.60 (m. 1. 1, *Jip = 23.3, *hge = 10.8, " = 4.3, 6-F)
4i M"353-(3%), 333 (13), 15129 (. 1. 1, *Jep = 23.2, Yo = 193, Jip = 7.8, 7-F);
308 (4), 288 (32), 261 148.29 (1. & 1, *Jep = 19.3, " = 4.9, "Jir = 2.0, 8-F);
(100), 223 (36), 195 (6) 136.42 (m. 1. 11, *Jer = 23.2, S = 10.5, "z = 4.9, 6-F)

Crextpst SIMP 'H mpomsBommsx TPHIUKIMIECKHX (TOPXWHOIOHOB 3
XapakTepH3yloTCs Hajiu4aueM CHHDJIeTa npotoHa 2-H, mxybnera my6ieros
nporona 8-H (5a,b,d.,e), a Takke CHrHATOB HPOTOHOB STHIBHOM IPYINIHI K
samectutens R (tabn. 4). Cnextpsr SIMP PF taioxe orBedaroT NPEIOKEHHOH
CTpyKType 5. B Macc-criekTpax XHMHONOHOB 5 HAOMIOMAX0TCA HHTEHCHUBHEIE
KA MOJIEKYIIpHEX HoHOB. IIuk ¢ mETeHCHBHOCTHIO 100%, COOTBETCTRYIO-
IIHH OTHICIUICHHIO KapO3TOKCHT PYIIIEL, MOMICPKUBACT BEICOKYIO TEPMUYECKYIO
CTabIIBPHOCTE TPHLMKIINIECKOH cucTeMsl 5 (Tabi. 5).

Ha nprmepe axpmiaroB 3d,f rmokazaHo, 9T0 MpH HMX KHOAYEHAH B alleTo-
auTpwiie B mpucyrcteud KF (4 9) mporexaeT mHKIM3AUS O BTOPOMY
HANPaB/ICHHIO C yJacTHeM KapOOHFUIPHOM rpyTmibL, Bexywias K 4,5-3aMemeHHBIM
mpasosnam 6, 7.
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Tabnuma 4

Cruekrpst SIMP 'H stmnobbix 3¢upos 2-R-8-X-7-okco-9,10-mudrop-7-H-[1,3,4]-
0Kca11ua3ﬂﬂo[6,5,4—',]']mn%nuu-&xapﬁoﬂosmx Kucjaor Sa-g*, §, m. 1., KCCB (J), I'n

Coenn- 5-H, 8H R OCHa, CHs,
HEHHEC C K T
3a 8.48 7.63 M 8.02 (2H, M), 7.63 (3H, m) 427 1.33
5b 872 {759 1 7.90 (. 1, 1H, *hm =179, 5-H); 426 1.35
Crr=10.5, |8.37 (v, 1H, 4 wm 6'-H);
Y Jie=17.6) 8.48 (v, 1H, 4 mmu 6'-H); 8.54 (v, 1H, 2'-H)
5¢ 8.46 - 7.89 (. g, 1H, e =8.1, 5-H); 424 1.34
8.34 (v, 1H, 4'- wmm 6'-H);
8.51 (M, 1H, 4~ wm 6'-H); 8.68 (m, 1H, 2-H)
5d 856 {7.63m 1 7.88 (1 1, 2H, *Jr=4.5, “hm=1.5,2-u 423 1.30
Clur=11.0, |6-H);8.85 (n 1, 2H, Jm =435,
hE=1.5) “hm=1.5,3"-n5-H)
Se 8.47 - 7.85 (n 1, 28, */un=4.6, e =1.5,2"-u 422 1.28
"“H); 8.84 (. 1, 2H, *Jum = 4.6,
*hm=15,3-u5-H)
5f 857 |7.64n n 7.67 (1 &, 1H, e =8.1, Sim =149, 423 130
Chr=104, |Am=0.8,5H);832(x n x, 1H, fm=8.1,
*Jar=1.6) =23, " m = 1.5, 6-H); 8.85 (. 1, 1H,
Shm=49,7/=23, 4-H);9.14 (z. 1, 1H,
= 1.5, "Jem = 0.8, 2-H)
5g 8.50 - 7.65 (n o m, 1H, “hm=8.1, S hm=4.8, 423 1.29
SJar=0.9, 5-H); 832 (z n 1, 1H,
=81, Ve =23, = 1.5, 6-H);
8.86 (n 1, 1FL, = 4.8, Vim =223, 4-H);
9.12 (. &, 1H, = 1.5, >Jes = 0.9, 2"-H)

* Criextp coeaunenus Sa cuat B CD;CN, ocTamsHex coenuHeBnit — B JMCO-ds.

Tadbnuua 5

Macc-caexTpsI B criexTphbl AMP F stunoseix o¢gupos 2-R-8-X-7-0kco-9,10-nudTop-
7-H-[1,3,4]oxcagua3unol6,5,4-i,j] xnH0THH-6-KapOOHOBEIX KMEJIOT Sa—g

Coenu-
HEHHE

Macce-criexTp,
m/z (lorm, %0)

Crextpst SIMP P°F
(8 JIMCO-ds), 8k, M. 1, KCCB (J), T

5a

Sb

5S¢

5d

Se

5g

M 370 (23), 325 (24), 298 (100),
222 (17), 195 (51)

M 415 (14), 370 (16), 343 (100),
324 (20), 297 (16), 222 (11),

195 (26)

M 433.6 (16), 389 (14), 362 (100),
42 (13), 315 (8), 240 (12), 213 (29),
185 (23)

M*371 (50), 326 (51), 299 (100)

M 389 (40), 344 (45), 317 (100),
240 (36), 213 (34), 185 (34)

M 371 (82), 326 (73), 299 (100)

M 389 (34), 344 (30), 317 (100),
240 (29), 213 (33), 185 (27)

154.65 (1. &, *Jpr =22.0, *up = 7.3, 10-F);
134.91 (. &, *Jer =22.0, > = 10.7, 9-F)

154.65 (. 1, °Jer=22.1, *Jr = 7.8, 10-F);
134.59 (. 1, *Jer =22.1, *Jgr = 10.5, 9-F)

160.58 (m. 1, *Jer = 19.5, *Jer = 20.5, 9-F);
151.45 (n. 1, *Jer =205, “Jep = 5.5, 10-F);
14625 (. 1, *Jer =19.5, *Jer = 5.5, 8-F)

154.24 (m 1, *Jer=22.0, “fp = 7.5, 10-F);
134,51 (. 1, Fer =22.0, *Jr = 11.0, 9-F)

160.59 (. 1, *Jpr =202, *Jer =21.4, 9-F);
15143 (1, > Jer =214, *Jer = 6.0, 10-F);
146.19 (. 1, *Jer =202, “Jer = 6.0, 8-F)

15424 (1, Jer =22.0, *Jup = 7.6, 10-F);
134.66 (1. 1, *Jer =22.0, *Jir = 10.4, 9-F)
160.77 (n. 1, *Jpr =202, *Jir = 21.3, 9-F);
15142 (n &, > Jer =213, “Jpp = 5.5, 10-F);
14631 (m 1, *Jrr=20.2, “Jsr = 5.5, 8-F)
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Xapamepuc’rmm CHHTE3HPOBAHHBIX COSAMHeHu I

Tabnumxa 6

T 0,

Coemu- Bpyrro- Bil—rilzg%ﬁ% T. o, Brxoxn, %

HeHye dbopmyna c q N C (meTom)

3a C1oH14FN204 55.84 3.35 7.01 148-150 74 (A)
55.62 344 6.83

3b C1eH3F4N306 49.98 3.08 9.41 6870 90 (A)
50.12 2.88 9.23

3¢ CioH12F5N;304 47.74 2.76 8.96 79-81 79 (A)

) 48.12 2.56 8.88

3d C1gHi3F4N304 5247 3.59 9.62 111-113 97 (B)
52.56 3.19 10.22

3e Ci5Hi2FsN304 50.20 3.00 .03 125-127 89 (B)
5036 2.89 9.79

3f C1gHi3F4N304 52.61 335 10.03 127-129 93 (B)
52.56 3.19 10.22

3g C1sH12FsN304 49.97 3.00 10.40 117-119 97 (B)
50.36 2.82 9.79

3h Ci4HFeN204H2O 45.92 3.60 7.81 133-135 71 (A
4591 3.85 7.65

4a CroHisFsN2O04 H20 56.06 377 6.80 82-84 91 (D)
55.89 3.70 6.86

4b CigHi12F3N306' H,O 5043 3.23 9.15 124-126 82 (D)
50.34 3.11 9.27

4c C1sH11F4aNz:04-0.5H,0 49.70 2.85 9.12 176-178 96 (D)
49.38 2.62 9.05

4d CisH12F3N304-CoHsOH 55.10 4.22 9.58 140-142 40 (C)
54.92 4.15 9.61

4e Ci1sH1FaN304-H,O 51.14 3.09 9.86 136-138 56 (C)
50.60 3.07 9.83

4g CisH11FalN304-H, O 50.81 338 9.78 112-114 78 (D)
50.60 3.07 9.83

4h Ci14H11F5N204-H,0 49.13 348 822 172-174 84 D),
48.56 3.78 8.09 91 (E)

4i CisHioF3N304 50.96 3.02- 12.77 213215 63 (F)
51.00 2.85 11.90

Sa CieH12FaN2Oyg 60.90 331 7.39 209211 85,
61.63 3.27 7.56 95

5b CigH11F:N3060.5H20 54.08 294 9.83 256-258 76 (@),
53.81 2.85 9.91 89 ()

Sc CigHioF3N306-0.5H,0 51.79 2.65 9.46 248-250 71 (D),
51.62 2.51 9.51 8B

5d CigH11FoN304 58.10 299 10.86 244-246 69 (), 78 (3),
58.23 2.99 11.32 61 (G)

Se C1sH10F3N304 55.67 271 i1.17 238240 87 (1), 81 (J),
55.54 2.59 10.79 72 (H), 87 (G)

S5f CisHi11F2N304 58.42 2.89 1111 216218 67 (I,

» 58.23 2.99 11.32 58(Q)

Sg Ci1sH10F3N304 55.38 2.67 10.57 226228 56 (1), 76 (H),
55.54 2.59 10.79 64 (G)

6 CisH11FaN3Os-H,O 52.53 3.10 10.07 143-145 47
52.56 3.19 10.22

7 C2HsFaN> O, 50.41 3.15 9.89 140-142 38
50.09 2.80 9.72
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Ota peaknysi COIIPOBOXKAACTCS THAPOTH3OM aMUMHOH rpymimel (cxema 2),
npuyeM B ciaydae axpuiara 3f Obln BbLAeneH Toybko Impaszon 7. CtpoeHwme
TIPOAYKTOB 6, 7 monreepsuero marHsmE SIMP 'H u °F cmextpos (cm. skcre-
PHUMEHTAIBHYIO 9acTh).

B saxmrodeHue OTMETHM, YTO IPOM3BOIHKBIC S SBITIOTCS BAKHBIMK CHHTE-
TAYECKUMY HHTEpMEIMaTaMi U MOTYT OBITH HCIIONB30BAHEl JIIS MIOyUYeHUS
MIMPOKOTO pPAfa HOBBIX MPOM3BOAHBIX TPHLIHUKINYECKMX (GTOPXHHOIOBKApP-
GOHOBBIX KHCIIOT C IIETTBIO M3YICHHA X OHOJIOTHYECKON aKTHBHOCTH.

SKCIEPEMEHTAJIBHAA YACTH

Crexrper IMP '"H nmomywens: wa npmbope Bruker WP-250 (250 MI'm), pacTeopUIend —
JIMCO-ds, CDCl;, CD5CN, BHyTpemmmit crammapt TMC. Crexrpst SIMP '°F monydess! ma
npubope Bruker WP-80 (80 MI'm), pacreopurens [IMCO-dg, BHyTpeHHMIT CTaHZApT
rexcagTopOenson. Macc-CIEeKTpEl 3apeTHCTPHPOBaHsl Ha crekrpoMerpe Varian MAT 311A.
VYcnoBua ChEMKH: ycKOpsloliee HampspkeHue 3 kB, Tox smumccmm karoma 300 MKA, sHeprus
MOHM3HPYIOIHX 37ekTpoHoB 70 3B, npsMoit BBoA 00pasiia B HCTOYHIK.

XapaxTepHCTHKH CHHTE3UPOBAHHBIX COCTUHCHNUH NPUBEIEHE! B Tabm. 6.

Irunosbie 3¢upnl 3-2-(R-xapOonui)ruapasuno-1]-2-frerpa(nenta)dropdeHzomnjakpu-
JoBBIX KHCIOT (3a—h). A. K cycnemsuu 3.9 MMmons ruxpasuna 2a,b,e 8 15 M sragona nobae-
mroT 4 MMONE 3THIOBOro 3dupa 2-rerpa(nenTa)dTopOeH30MN-3-3TOKCAAKPHUIOBOM KHCIOTEI
1a,b. PeaxnmoHHy:0 Maccy IepeMeIIMBaiOT IIPM KOMHATHOM TeMmmeparype 2-3 9, 0Camok
IPOXYKTa OTQHIBTPOBHIBAIOT M IEPEKPHCTAIUIM30BHIBAIOT W3 3TAHONA. 1I0IydaroT COCTUHEHMSI
3a—¢, h.

B. K cycnenzmm 1 r (7 mmons) mapumsprunpasuna 2¢,d 3 15 M abcomoTrOro Todyona
Io6aBIsAoT 7 MMOJIB 3THIIOBOTO 3¢mpa 2-TeTpa(tieHTa)hTopOen30mI-3 -3TOKCHaKPHIOBOH KHUCTO-
THl 1a,b. PeakiHoHHyr0 Maccy NepeMenIMBarOT Hpy KOMHATHOR TeMIeparype 2—3 4, OJy9eHHBIH
0CaI0K OTQIIETPOBEIBAIOT B IIPOMEBIBAIOT H-TrekcanoM. Iomygaror coemmenys 3d-g.

Jtunoseie 3duper  5-X-l-anunamuso-4-0xco-6,7,8-rpudrop-1,4-ANTUAPOXHHOTHH-3-
KapGoHoBLIX KHCJd0T (da—e,g,h,i). C. Pacteop 0.8 r (1.9 mmoums) coenvmenus 3d B 12 M abc.
TONyoNa KUIATAT 1 9, PeakuHOHHYIO MacCy OT(QUABTPOBSIBAIOT ropauel, QHIBTPaT yIIapUBaroT,
nponyxr 4d mepexpHCTAIA3OBBRIBAIOT W3 H3ompomanona. Bexon 0.3 r. Amamormyso u3
alENrEapasyaa 3e MoNydaioT coequHeHHe 4e.

D. Pacreop 0.7 r (1.5 mMmons) akpunara 3b 8 10 M abcomoTHOTO GeH307a BEIACPKIBAIOT
npu 80 °C 2 g. Tocne oxnaxTeHNS 0CaIoK coeavHEHNS 4b 0TQMILTPOBEIBAIOT U MEPEKPUCTAN-
JIM30BBIBAIOT M3 3TaHONA. AHANIOTWYHO NTONYYarOT CoemuHeHnd 4a,¢,8,h.

E. K cycnerzuu 0.5 r (6.76 MMOIs) anieTruapasua 2¢ B 15 mi sranona xobasnsor 2.2 1
(6.8 mmonp) sTmmoBoro sdupa la. PeakIMOHHYIO MacCy NEPEMEINHBAIOT NPH KOMHATHOMR
TeMrieparype 5 4, 3areM ymapmpaior. K ocrarky mobapmsaror 12 M abCOMOTHOrO TOIyoNa, pac-
TBOp KumATAT 4 4. Brimasmmit ocamok coemuueHns 4h OTQMIETPOBBIBAIOT M IEPEKpHCTAT-
TM30BBIBAIOT U3 ITAHONA.

F. K cycnemsnu 1 r (10 Mmmons) runpasuia nmuanykcycHo# xucorsr 2f B 15 mir abc. Tomyoma
nmobasnsror 3.2 ¢ (10 Mmons) stunosoro sdupa 2-(2,3,4,5-rerpadropOensonn)-3-3TOKCHAKPH-
JOBOHM KMCIOTHL PeaknmoHHyro Maccy BeraepxwusaroT mpw 80 °C 1.5 4, oxmaxnaror, 0camok
coenuBEeHNT 41 OT(MIETPOBEIBAIOT ¥ IEPEKPHUCTAIUTM30BEIBAIOT W3 AlIETOHUTPMIIA.

Srunosrle 3¢upst 2-R-8-X-7-0xco-9,10-mmdrop-7-H-[1,3,4]okcamnazuno|6,5,4-i,jjxuno-
JIHH-6-KapGoHoBBIX KuchaoT (Sa~g). G. Pacreop 0.5 r (1.2 Mmons) coexmuenus 3e B 20 M
abCOoNIOTHOrO TONyOIa KUSTaT 2 4. [Tocne oxnasxaeHns 0CcaNoK MpoayKTa Se oT¢uIsTpOBEIBAOT
¥ IEPEKPHUCTAMIA30BEIBAIOT U3 M30IPONanoia. AHANOTMIHO HOy4datoT coeauaeHns 5d,f,g.

H. Pacteop 0.5 r (1.2 Mmomns) coenunenusa 3g n 0.14 1 (2.4 mmons) gropuna xamus B 10 mx
abCOMOTHOTO AUETOHMTPUIA KHUOATAT 2 4. [Tocie OoXamaeHWs PEaKiMOHHOW MACCHl OCZIOK
poxaykTa Sg OTGHIBTPOBBIBAIOT, IIPOMBIBAIOT BOJAOH M IEPEKPHUCTAILTM3OBBIBAIOT K3 3TaHOJA.
AHATOTHYHO NOIYy4aiOT COSIUHEHUE Se.

I. K cycnensuu 0.5 r ( 1.2 Mmons) axprnara 3g B 8 Mn abcomotsoro toiyona nobasmmor 0.3 r
(2.4 mmomp) xapOonara Kanmst. PeaxnuoHHyI0 Maccy KamsaTaT 2 4, 3ateM oxuaxnaror. Ocaigox
coequHEHNd Sg OT(QUIBTPOBEIBAIOT, NPOMBIBAIOT BOJOI U NEPEKPHUCTAIITU3OBEIBAIOT M3 ITAHOIA.
AHaJOTHYHO MOJIY4aoT coeanHeHus Sa—f.
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J. K pacreopy 0.3 r (0.7 Mmoms) XEHOTOHONpOu3BoAHOTO 4b B 8 M a6COOTHOrO TOMyoa
nobasmuor 0.1 r (0.7 MMonp) xapGoHara kamus. PeakimOHHYIO Maccy KMIATAT 3 9, 3aTeM
oxnaxnaoT. Ocamok npomykra 5b oThHUIBTPOBBIBAIOT, NPOMBIBAIOT BOAOU M IEPEKPHCTAN-
JIM30BLIBAIOT K3 AEMETHIGOpMaMuIa. AHATOIUYEO ONYYA0T COSMMHeRnd Sa,c,d,e.

1-Nupuaun-4-mi)xapdorni-5-(2,3,4,5-rerpadropdhennn)-4-sroxcaxapGonunnupason (6)
n 1-H-5-(2,3,4,5-teTpadropdennn)-4-3Tokcuxapbonuanapaszoa (7). K pacrsopy 0.5 r
(1.2 mmomp) axpuinara 3d B 12 M aGCOMOTHOTO ameToHUTpuna aobasnsor 0.14 r (2.4 MMoNE)
Gropuna xamus. PeaximwomHY:0 Maccy KHuTsT 4 4, 3aTeM oxnaxuaor. Ocamox mmpasona &
OTQHIETPOBEIBAIOT, IPOMBIBAIOT BOJOH M HEPEKPUCTAIUTN30BEIBAIOT M3 3TAHONA. MaTouHbIHi pac-
TBOD pas0aBIAIOT BOAOH, 0CANOK COCTMHEHNAS 7 OTOUILTPOBBIBAIOT U IIEPEKPHCTAILIM30BLIBAIOT
H3 3TaHoIA.

Coemurenue 6: cnextp SIMP 'H (IMCO-dg), 8, M. ., J (Tw): 8.73 (2H, 1. 1, 3-H, 5"-H,
Y = 4.4; 2Jg = 1.5, 3% w 5-H); 8.39 (1H, ¢, 3-H); 7.78 QH, 1. 1, g = 4.4, “hyy = 1.5, 2- 1
6'-H); 7.54 (1H, &, 6"-H); 4.20 (2H, x, CH,); 1.10 (3H, T, CH;); ciexrp SIMP °F (IMCO-dy), 8,
M. x.: 117.6 (1F, m); 116.5 (1F, m); 100.9 (1F, m); 99.3 (1F, m).

Coenunenme 7: ciexrp SIMP 'H (IMCO-dg), 8, m. 1. 13.77 (1H, ym. ¢, NH); 8.40 (1H, c,
3-H); 7.54 (1H, M, 6"-H); 4.10 (2H, x, CH,); 1.20 (3H, T, CHs); crexzp SIMP **F (JIMCO-dy), 8,
M. &: 157.7 (IF, M), 156.7 (1F, M), 141.1 (1F, M), 139.4 (1F, m); mMacc-ciextp, nv/z (%): M 288
(26), 260 (17), 243 (100), 240 (65), 216 (22), 18 (21).

Paboma evimonnena npu gunarncogoi noddepoicke pedepanvroi yenesoil
HayuHO-mexHUNecKkot npozpavimel "Hlccnedosanus u paspabomiu no npuopu-
TMEMHBIM HANPASIEHUIM DPA36UMUS HAYKU U MEXHUKYU ZPANCOAHCKO20 HA3HA-
yenus", nanpasnenue "QynoamenmanvHele NpobReMbL COGPEMEHHOU Xtmuu”,
npoexm 9.1.06.
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