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HOBbI D®PEKTUBHbIIA MYTh CUHTE3A 3AMEIIEHHBIX
2H-UHJA30J10B

Ocy1iecTBieH ABYXCTaAUWHbIN cuHTe3 2H-MH1a30710B, OCHOBAHHBIM Ha MOCIEA0Ba-
TEJIBHBIX ~ PEAaKLUMSAX  BOCCTAHOBJEGHWS  2-aJIKWII-,  2-IUKJIONpONMI- H  2-
aprIKapOOHMITa30-0€H30JI0B 10  (DeHMIIA303aMEIICHHBIX OCH3WIOBBIX CIIHPTOB |
BHYTPUMOJIEKYJISIPHON T€TEPOLMKIN3ALUH IPOAYKTOB BOCCTAHOBJIEHHS 0] IefiCTBUEM
OpraHUYeCKUX KUCIIOT.

KuroueBble cji0Ba: 2-aMHHOAIMIIOSH30JIBI, 2-apuUa300€H3MIOBBIE CIUPTHI, 2-
aruI-a300eH3071b1, 2H-MHIa307161, BHYTPUMOJICKYJIISIPHAS TeTSPOLUKIIH3AIIUS.

B nocnennue rofpl 3HAUUTENBFHO YCUIIMIICS HHTEPEC K CHHTE3Y U U3YUYEHHIO
MEINKO-OMONIOTMYECKUX CBOWCTB MPOM3BOIHBIX 2H-mHIa3010B, 00ycioBieH-
HBI 00Hapy’KEHHEM Y IIeJIOT0 pAja COETUHEHUH 3TOTo MPAaKTUIECKH HE BCTpe-
Yarolerocss B MPUPOJE Kilacca TeTepOLMKIOB IIMPOKOTO CIeKTpa OMOJIOTH-
YECKOM aKTUBHOCTH: BBICOKOH aHTHAHTHOTEHHOW [l], aHTHKaHIIEPOTCHHOU U
MIPOTUBOBOCTIAIUTENHHOU [2, 3], aHTUMUKPOOHOI [4], TpOTHBOrpUOKOBOH [5, 6],
nuroTokcuueckor [7] u anTturensmuHTHON [8]. Kpome Ttoro, coemmHeHUS
YKa3aHHOTO KJlacca OKa3aJlUCh MOTEHUHATbHBIMH HMHTrHOMTOpamu NO-CHHTe-
tasbl [9, 10], mporennkunassl [11, 12], TyOymuna [13], momynsaropamu X-pe-
enTopoB medeHd [14], a Takke MPOSBIAIOT CBOICTBA AKTUBHBIX MYKCKUX
KOHTparenTuBos [15, 16].

OO6napyxeHHas 6uojorudeckas akTUBHOCTh 2H-MHIA30510B a priori Aenaet
aKTyalbHOU MpoOJeMy CHHTE3a HOBBIX MPEACTaBHUTENEH ITOTO Kilacca TeTepo-
[UKIIOB. Ba)XHO MOMYEPKHYTH, YTO K HACTOSIIEMY BPEMEHU IS MOCTPOCHUS
2H-MHAA30HOTO ITUKJIA HCTIONB3YETCS IIUPOKHA KPYT MPEIIICCTBCHHUKOB,
MPaKkTHYECKH 0003HAYMBINMKA BCE CTpaTernieckue MyTH ero cuHresa. Tak,
2H-uHMa3076I CHHTE3UPOBANIA U3 2-a3un00eH3mInAeHaMUHOB [17] unu 2-a3u-
nobeHzonnaMuHOB [18, 19], OKUCIUTENbHOM NUKIU3aIMed u3 N-aluiaruapaso-
HOB 2-amuHoammiOeH3omoB [20, 21], peakiueir kapOEHOB ¢ a300€H30JI0M
[22, 23], meperpynmupoBKOM opmo-3aMeIIeHHBIX a300eH30510B [24, 25], Boc-
CTaHOBUTEIIFHON TeTEPOIMKIN3AHEH 0pmo-HUTPOOCH3WINICHAMIHOB [26—28]
WM TeTEPOLMKIH3aluei opmo-HUTpoOeH3mIaMUHOB [29-33]. Oncan BapuaHT
dbopmupoBanus cucreMbl 2H-WHma30ma W3 COCAMHEHUU, YKE COIEPIKANTUX
MUpa3oNbHBI (parMenT. Hanpumep, oxucieHuem 4,5-TeTpameTHIIeHIAPa3o-
JIOB JUXJOPAWIMAHOOEH30XMHOHOM C BBICOKHM BBIXOJOM IIOJIYYEHBI 3amMe-
menHsie 2H-uanazonsr [34]. OgHako HECMOTpPS HA 0OMITHE BAPHAHTOB ITOCTPOE-
Hus 2H-MHIa30IpHOTO MKIIA, BapHAllMU 3aMECTHTENed MPaKTUYEeCKH OrpaHu-
YEHBI TMOJOXKEHUIMHU 2 U 3, U Toapko B padorax [30, 31, 33] 6butl CHHTE3UPO-
BaHbl 2H-MHAA307bI, comepikalie 3aMECTUTENN B aHHEIHMPOBAHHOM OEH30JIb-
HOM KOJIBIIE.
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Henaeno [35] Mbl moka3zanu, 4To 2-0eH30mI-4,5-3THICHINOKCHA300€H30IbI
JBYXCTaIMHHBIM MIPOIIECCOM (BOCCTAHOBJIEHUEM JI0 COOTBETCTBYIOUIMX (DeHMII-
a303aMeIeHHBIX OCH3TUIPOIIOB M KHCIOTHO-KAaTaIM3UPYEMOH TeTepOIUKIH-
3anyel TOJTyYeHHBIX CIHPTOB) C BRICOKMM BBIXOJOM IpeBpaliatTcs B 2,3-1u-
apui-5,6-otunenauoxkcu-2H-unaazonsl. 1o cymecTBy, 3T0 OBIIH MEpBBIE MPH-
Mephl HOBOT'O BapHaHTa HCIIOJIb30BAaHUS COETUHEHUN psaa a300eH30ja B CHH-
Te3e 2H-nHma30710B.

3amada HacTosIIed pabOThl — BBISICHUTh CHHTETHUECKHE TePCIEeKTUBBI Haii-
JICHHOW NBYXCTaJMMHON TpaHCPOpPMAIIUU Opmo-alliia300eH30JI0B B COOTBET-
crBytome uM 2H-MHOa30161 U BO3MOXKHOCTH MOJYYCHUS TaKUM ITyTeM
2H-rHAa30710B, 3aMEIIEHHBIX B aHHEIMPOBAHHOM O€H30JbHOM Kousblie. C 3Toif
LENbI0 MBI CHHTE3UPOBAIN Psii HECUMMETPHUYHO 3aMEIIEHHBIX Opmo-aliiiazo-
OCH30JI0B KOHJICHCALIUEH Opmo-aMHUHOKETOHOB 1-8 W 2-amuHO(EHUIIIKIIO-
mponada 10 ¢ HUTPo300eH30JIaMH WU HW3YYMIIM WX TOBEACHHWE B YCIOBHUSX
YKa3aHHOM IBYXCTaAWHHON TpaHC(hOpMAIIHH.

g ﬁ oA a
—~ 0T

9a—j X

1,9aR=Me; 2,9b,c R=i-Pr, 3,9d,e R=c-Pr; 4, 9f R =Ph; 5, 9g R =4-MeC¢Hy;
6, 9h R = 4-MeOC¢Hy; 7, 9i R = 4-CIC¢Hy; 8, 9j R =3-FC¢Hy, 9a,b,d,g.i,j X =H,
c,e,hX=Cl fX=Ph

: : : //N Bu-t
_AcOH N
20 °C,44 o

10 11 Bu-t 9k

BaxHo momuepkHyTh, YTO MPH HAJIMYUM B HUTpo3ocoenrHeHuu 11 aByx
CHOCOOHBIX K KOHJICHCAIMU (PYHKIMOHATIBHBIX TPYMNI PEAKIHS HAET TOJBKO
C YJ4acTHEM HHUTPO3OTPYIIIEI U 00pazyercs TOIbko azobeH3on 9k. MHTEpecHo,
4yTo S-aMuHO-6-anmi3aMeniennslie 1,4-0ensoguokcansl 12, 13 B omimume OT
6-aMUHO- 7-aIII3aMeIIeHHBIX N30MEPOB HE 00pa3yloT COOTBETCTBYIOIINX a30-
6en30:10B 9l-o0.
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NH, O
0 R AcOH
+ ON@X —X— Ny o
0 0
20°C, 2104 o .

12,13 [

0

9l-o0

12,91, m R=Me, 13,9n,0R=i-Pr; 9L, n X=H, m, 0 X=Cl

Jlaxxe Tpu MHOTOKpPaTHOM YBEIMUYEHHM BPEMEHM PEaKIHUU KaK C HUTPO30-
OeH30JI0M, TaK U ¢ 4-XJIOPHUTPO300€H30I0M aMHHOKETOHBI 12 U 13 He B3au-
MOJIEHCTBYIOT M KOJHMYECTBEHHO BO3BPAILAIOTCS HEM3MEHEHHBIMH, IpPU 3TOM
HUTPO300€H30JIbI IPEBPAIIAIOTCS B COOTBETCTBYIOIINE a30KCHOEH30IbI.

BoccranoBnenue opmo-anuna3odenszonos 9a—k mo ¢eHnnazozamMenieHHbIX
OeH3unoBBIX cupToB 14a—k, HemoCcpeACTBEHHBIX NpeALIecTBeHHUKOB 2H-1H1-
azonoB 15a—k, ocymectsinsaror aelictBuem NaBH4 B cniupre: peakiuu mpote-
KaloT C BBICOKMMH BbIXoJaMu (Tabi. 2) ¥ HU B OZHOM Cllyyae He HaOJIoAaeTcs
TpaHc(hOPMaIUK a30TPYIIIBI O] NeHCTBUEM HCIIOJIB30BABILETOCS BOCCTAHOBH-
TeNs. DTOT Pe3yNbTaT CBUAETENBLCTBYET O TOM, YTO a30TpyIIa MOXKET OBITh
OTHECEHa K 4HCIy TpyMI, KOTOpble He 3aTparuBatorcs B peakiuu ¢ NaBHy, mo
KpaifHeil Mepe, MpH HaIWYMKM B CyOcTpaTe TIPyNIUPOBOK, BOCCTaHABINBAIO-
LIUXCS O] €ro AeHCTBUEM.

HO_ H
1) NaBH,, EtOH 0] R CF,CO,H unu HCO,H
92-] —— > [:
2) H,0* 0 N 0-20 °C
14a-j X

Tabnuma 1
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XapaKTepHCTHKH 2-ali/I3aMeleHHbIX a300eH30,10B 92—k, 2-apuiazo3aMeieHHbIX
Oen3uaoBbIX ciupToB 14a—k, 2H-unga3zonos 15a-k

Haiineno, %

Czemé' d]);(l))yTTo_ Brruncneno, % T. m.*, °C BM;O’H’
HCHHU MyJia
Py C H N ’
1 2 3 4 5 6 7
9a Ci6H14N,05 67.92 5.03 9.99 105-106 49
68.07 5.00 9.92
9b CisH1sN,O5 69.42 5.89 9.11 74-75 52
69.66 5.85 9.03
9¢ C,5H,CIN,O; 62.78 4.81 8.16 117-118 48
62.70 4.97 8.12
9d CisH16N,05 69.91 5.31 9.16 128-129 51
70.12 5.23 9.09
9e C,5H5CIN,O; 62.76 4.46 8.26 120-121 45
63.07 441 8.17
9f C,1H6N,O5 73.01 4.59 8.02 130-131 48
73.24 4.68 8.13
9g CH sN,O5 73.61 5.09 7.93 124-125 54
73.73 5.06 7.82
9h C,H7CIN,O4 64.71 4.26 7.01 141-142 46
64.63 4.19 6.85
9i C,1H5CIN,0; 66.28 391 7.45 127-128 52
66.58 3.99 7.40
9j C,1H5FN,04 69.37 4.22 7.88 131-132 51
69.61 4.17 7.73
9k C21H24N20 78.51 M m Bsizkoe 53
78.71 7.55 8.74 Maciio
14a C16H16N203 67.41 ﬂ M Bszkoe 87
67.59 5.67 9.85 Maciio
14b C18H20N203 69.03 @ M Bs3koe 81
69.21 6.45 8.97 Macio
14c Ci5H9CIN,O; 62.11 5.58 8.21 105-106 86
62.34 5.52 8.08
14d CisH1sN,O5 69.52 5.94 9.21 90-91 92
69.66 5.85 9.03
14e C,5H,CIN,O; 62.61 4.88 8.22 115-116 87
62.70 4.97 8.12
14f C,1HisN,O5 72.64 5.03 7.82 115-116 85
72.82 5.24 8.09
14¢g CuHyoN,05 73.21 5.48 7.56 61-62 86
73.32 5.59 7.77
14h CH 9CIN,O4 64.14 4.51 6.62 128-129 82
64.31 4.66 6.82

OxoHyaHue Tabumumer 1

1510



1 2 3 4 5 6 7

14i C,1H17CIN,O3 66.18 4.36 7.02 73-74 95
66.23 4.50 7.36

14j C,1H7FN,04 68.98 4.62 7.81 125-126 94
69.22 4.70 69

14k C21H26N20 78.01 M 8.40 Bs3koe 83
78.22 8.13 8.69 Macio

15a Ci6H14N,0O, 72.01 5.36 10.68 118-119 85
72.16 5.30 10.52

15b CisHsN,O, 73.11 6.28 9.71 124-125 79
73.45 6.16 9.52

15¢ C1gH;17CIN,O, 65.97 5.36 8.44 151-152 79
65.75 5.21 8.52

15d CigH4N,O, 73.78 5.41 9.32 7879 89
73.95 5.52 9.58 (96)**

15e C3H;5CIN,O, 65.95 4.68 8.48 118-119 94
66.16 4.63 8.57

15f C,1H6N,0O, 76.53 4.80 8.44 199-200 91
76.81 491 8.53

15g C,,H3N,0, 76.92 5.18 8.03 184185 95
77.17 5.30 8.18

15h C5,H7CIN,O; 67.14 4.31 7.28 208-209 91
67.26 436 7.13 (96)

15i C,1H;5CIN,O, 69.31 3.91 7.53 179-180 94
69.52 4.17 7.72

15j C,HsFN,0, 73.08 4.44 7.88 201-202 88
72.82 437 8.09 (94)

15k Cy1HpN, 82.78 8.07 9.24 146-147 87
82.85 7.95 9.20 93)

* Kpucrammi3oBany U3 dTaHOJA.
** B ckoOkax ykaszanbl Beixonsl 2H-mupmazonoB 15d,h,j,k mpu mpoBeneHuH peakuuu
B MYPaBbUHOH KHCIIOTE.

Ierepounknmzanust opmo-PpeHnna300eH3MIOBbIX CIUPTOB JIETKO W C BBICO-
KHM BBIXOJIOM IIeNieBbIX 2H-MH1a30510B ueT moa aecTBueM Tpu(TOPYKCYCHOM
kucnoThl (Tadi. 3). [Tockonbky 3TO TpeBpalieHre NPOTEKaeT MPaKTHUECKH 0e3
OCJIOKHEHMH Ja)ke MpH HAIWYMK Yy OCH3WJIBHOTO aToMma yTriepona IHKIONpO-
MaHoBOro (hparMeHTa (CM. Janiee), ecTh OCHOBaHUS IpeIoiarath, 4To B Mpo-
1[ecce TeTePOIMKIN3aluN KapOeHHeBble HOHBI OEH3UIIBHOTO THIA KaK JUCKPET-
HBIE YacTHIIBI HE O0pa3yroTcs,* W OHA OCYIIECTBISETCS KAaK BHYTPHUMOJEKY-
JSIPHBIA BapHaHT HYKJICOMWIBHOTO 3aMelieHusl Sy2-TUMa 4depe3 IepexoHOoe
cocTosiHMe A; aanee oOpasyroluics uHTepMenuaT tuna b crabunusupyercs
OTHICIUIGHUEM MPOTOHA W3 OCH3MJIBHOTO IOJIOXKCHUS, TPAHCHOPMHUPYSICH B
2H-MHIa30IBHBIA TETEPOITUKIL.

* 1 MKIONpONaHOBEIN ()parMEeHT, HEMOCPEICTBEHHO CBSI3aHHBIM ¢ aTOMOM yIiepona, Hecy-
MM TIOJTHBIH MOJOKUTEBHBIHN 3aps, JIETKO H3oMepu3yercs [36].
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OH

1. NaBH,,
CIUpT Me
9k ——> _N >
2.H,0" +-Bu N
14k Me
—
N
=~ 7/
t-B N
15k
HCO,H
— OH
20 °C, 30 mun
Me
| _ _N
“‘7><;" +-B N7\
S
Me

OcoObIii HHTEpEC MPENCTABISET CIIy4yall rerepounkiu3anuu cuupta 14Kk. Ilo
CYLIECTBY, 3TOT CHHPT NPEACTaBISIET COO0I MoJenb, Ha KOTOPOH MOXKHO OBLIO
CPaBHHUTH PEAKLHMOHHYIO CIIOCOOHOCTH IBYX TIPYIIHPOBOK, HAXOISIIUXCS B
OpmMO-TIONOXKEHUH K a30TPyIIe, CIOCOOHBIX OBITh UCTOUHMKAMU KapOCHUEBBIX
HMOHOB OCH3UJIBHOTO THIIA U, CJIEOBATENBHO, OTBEYATh 38 PErHOCEIEKTUBHOCTD
o0pazoBaHus COOTBETCTBYOIEro 2H-unnazona.

B pabote [24] ObIIO TOKa3aHO, YTO 2-IHUKIOMPONMHUIA300€H30]I CIIOCOOCH
MeperpynnupoBbIBaThCA B 3-3THII-2-(heHmn-2H-uHma3on mox melcTBUEM TpH-
(TOPYKCYCHOH KHCIIOTBI, HO HE M3MEHSETCS IOA [CHCTBHEM MYpPaBbHHON
KHCIJIOTHI Aaxke pH HarpeBanuu. [Ipeciemys 1ens COXpaHUTh TPEXyIIepOIHbIH
LUK B YCJIOBHUSAX LMKIM3auuu azocrnupra 14K, Mbl mpoBesin peakuuio B Mypa-
BbUHOHM KHcaoTe. OKa3ajiock, YTO B 3TOM cCiydae peakUus NPOTEKaeT PEerHo-
CEeJIEKTUBHO W TIPH KOMHATHOHM TemIiepaType oOpa3yercsi TOJBbKO 3-METHII-
6-mpem-0yTni-2-(2-muknonpomnn)dpernn-2H-unanazon (15Kk).

OTOT pe3yinbTaT NOKa3bIBAET, YTO B Mpolecce cuHTe3a 2H-unna3onos npen-
JlaraeMbIM JBYXCTaJUMHBIM TPEBPAILCHUEM OpmO-alriIa300€H30JI0B, CTaluio
TeTEPOLMKIIM3ALUN OpMOo-aprUiIa303aMelIeHHBIX OCH3MIOBBIX CIIMPTOB, COAEP-
KalIUX HEYCTOHYMBBIC K ICHCTBHIO OTHOCHUTEIBHO CHIIBHBIX KHCJBIX areHTOB
3aMECTUTEIH, MOKHO OCYIIECTBISATH IOJ NEHCTBHEM 3HAYMTENBLHO Oosee ciia-
00i1 110 cpaBHEHUIO C TPUPTOPYKCYCHON MypaBbHUHOM KHUCIIOTHI.

Ha nmpumepe azocnuproB 14d,j 1 h MbI mokazanu Takxe, 4TO MpEBpallCHUE
MPEKypCOPOB 3TOr0 TUIA B OTBevaromye uM 2H-MHIa305161 TaKKe JEerKo, Kak u
B TPU(TOPYKCYCHON KHCIIOTE, IPOTEKAET U B MypaBbUHOM KucioTe (Tadm. 3).

Takum 0Opa3om, HAWJEHHBIN THI TPEBpaIleHUi 2-aInIa300€H30710B MOXKET
OBITH HMCIIONB30BaH B co3maHuM Oubmmorexk 2H-nHmazonos, B ToM umcie, ¢
LENIBIO HCIIBITAaHNS MX OMOJIOTMYECKOI aKTUBHOCTH.

Tabnuma 2
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Cnexktpsbl AMP "H coexnnennii 9,14, 15

Coema- Xumuueckue ciBury, o, M. 1. (J, I'm)*
HEHUE
1 2

9a 2.68 (3H, c, CHj;); 4.34 (4H, ¢, OCH,CH,0); 7.28 (1H, c); 7.34 (1H, ¢) — H-5.8;
7.52 (3H, m), 7.88 (2H, M) — ArH

9b 1.19 (6H, n, J = 6.4, CH(CHs),); 3.36 (1H, cn, J = 6.4, CH(CH;),); 4.33 (4H,
M, OCH,CH,0); 7.07 (1H, ¢), 7.39 (1H, c¢) — H-5,8; 7.48 (3H, m), 7.85(2H, m) —
ArH

9¢ 1.17 (6H, x, J = 6.5, CH(CHs),); 3.31 (1H, cm, J = 6.5, CH(CH3;),); 4.35 (4H, c,
OCH,CH,0); 7.06 (1H, c), 7.41 (1H, c) — H-5,8; 7.45 (2H, nr, J = 8.4), 7.78 (2H,
n,J=84)— ArH

9d 0.99 (2H, m), 1.31 (2H, m), 2.51 (1H, M) — npoToHsI LUKIIONpOnaHa; 4.34 (4H, c,
OCH,CH,0); 7.18 (1H, ¢), 7.41 (1H, c¢) — H-5,8; 7.48 (3H, m), 7.91 (2H, &,
J=28.0)— ArH

9e 0.99 (2H, m), 1.32 (2H, m), 2.45 (1H, M) — npotous! nuxiIonponana; 4.35 (4H, c,
OCH,CH,0); 7.17 (1H, ¢), 7.39 (1H, c) — H-5,8; 7.48 (2H, x, J = 8.6), 7.84 (2H,
I, J=8.6)— ArH

of 4.42 (4H, m, OCH,CH,0); 7.17 (1H, ¢), 7.42 (1H, ¢) — H-5, H-8; 7.28 (2H, m),
7.39 (3H, m), 7.46 (2H, m), 7.57 (1H, m), 7.68 (2H, m) — ArH

9g 2.37 (3H, ¢, CH;); 4.35 (4H, ¢, OCH,CH,0); 7.13 (1H, ¢, H-8); 7.19 (2H, &,
J=28.0,H-3',5"); 7.33 (3H, m), 7.40 (2H, m) — ArH"; 7.51 (1H, ¢, H-5); 7.71 (2H,
n,J= 8.0, H-2',6")

9h 3.83 (3H, ¢, OCHjy); 4.36 (4H, ¢, OCH,CH,0); 7.10 (1H, c), 7.48 (1H, c) — H-5.,8;
6.87 (2H, n,J= 8.6), 7.29 (2H, n, J = 8.6), 7.38 (2H, 1, J = 8.4), 7.77 (2H, n,
J=8.4)— ArH

9i 4.42 (4H, m, OCH,CH,0); 7.19 (1H, ¢, H-8); 7.32 (2H, 1, J = 7.6), 7.42 (3H, m) —
ArH"; 7.44 (1H, ¢, H-5); 7.53 (2H, n, J= 8.2, H-3',5"); 7.68 (2H, n, J = 8.2,
H-2',6")

9j 4.43 (4H, m, OCH,CH,0); 7.19 (1H, c, H-8); 7.32 (2H, n, J = 8.4), 7.39-7.51

(7H, m) — ArH; 7.44 (1H, c, H-5)

9k 0.89 (2H, m), 1.15 (2H, m) — CH,-nporonsl mmkiomnpomana; 1.40 (9H, c,
C(CHjs)3); 2.51 (3H, ¢, CH3); 2.93 (1H, M, CH-nuknonponana); 7.01 (1H, m),
7.23 (1H, m), 7.41 (1H, m), 7.75 (1H, a. n, J, = 7.4, J, = 1.6), 7.58-7.68 (2H, m),
7.81 (1H, n, J="7.6) — ArH

14a 1.61 (3H, 1, J = 6.5, CH;); 3.90 (1H, ym. ¢, OH); 4.31 (4H, m, OCH,CH,0); 5.56
(1H, kB, J = 6.5, CHOH); 7.05 (1H, ¢, H-5); 7.40 (1H, ¢, H-8); 7.51 (3H, m), 7.85
(2H, n, J=8.2) — ArH

14b 0.82 3H, n, J = 6.6), 1.09 (3H, x, J = 6.6) — CH(CHs),; 2.03 (1H, cm, J = 6.6,
CH(CHay),); 3.62 (1H, n, J = 6.8, OH); 4.34 (4H, m, OCH,CH,0); 4.94 (1H, ™,
CHOH); 6.95 (1H, ¢, H-5); 7.42 (1H, c, H-8); 7.48 (3H, m), 7.83 (2H, n, J = 8.3) —
ArH

14c 0.82 (3H, n, J=5.9), 1.06 3H, 1, J=5.9) — CH(CHs),; 1.99 (1H, m, CH(CHs),);
3.35 (1H, ym. ¢, OH); 4.32 (4H, m, OCH,CH,0); 4.96 (1H, m, CHOH); 6.99 (1H,
¢, H-5); 7.39 (1H, c, H-8); 7.48 (2H, n, /= 8.6), 7.75 (2H, 1, J= 8.6) — ArH

14d 0.34 (1H, m), 0.48 (1H, m), 0.58 (1H, m), 0.71 (1H, M), 1.34 (1H, M) — mpoTOHBI
nuknonponana; 3.70 (1H, ym. ¢, OH); 4.32 (4H, m, OCH,CH,0); 4.63 (1H, £,
J=6.4,CHOH); 7.11 (1H, ¢), 7.44 (1H, c) — H-5,8; 7.51 (3H, m), 7.83 (2H, n,
J=283)- ArH

14e 0.31 (1H, m), 0.51 (1H, m), 0.55 (1H, m), 0.68 (1H, M), 1.29 (1H, M) — mpoTOHBI
nuktonponana; 3.45 (1H, ym. ¢, OH); 4.31 (4H, m, OCH,CH,0); 4.69 (1H, &,
J=6.4, CHOH); 7.13 (1H, ¢), 7.40 (1H, c¢) — H-5,8; 7.49 (2H, 0, J = 8.4), 7.78
(2H, n, J=8.4) — ArH
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OKkoHYaHHE TAOTHIBI 2

2

14f

14g

14h

14i

14j

14k

15a
15b

15¢

15d

15e

15f

15¢g

15h
15i
15

15k

4.27 (2H, m), 4.33 (2H, m) — OCH,CH,O0; 5.95 (1H, 1, J = 4.4, OH); 6.58 (1H, &,
J=4.4,CHOH); 7.15 (1H, ¢), 7.19 (1H, ¢) — H-5,8; 7.13 (1H, 1, J = 7.3), 7.24
(2H, T,J="7.3),7.32 (2H, n,J=7.3),7.53 (1H, 1, J=7.4),7.59 2H, T, J =7.4),
7.85 (2H, n, J=7.4) — ArH

2.32 (3H, ¢, CH3); 3.85 (1H, yu. ¢, OH); 4.31 (4H, m, OCH,CH,0); 6.55 (1H, c,
CHOH); 6.97 (1H, ¢, H-5); 7.12 2H, n, J= 8.2, H-3',5"); 7.30 2H, n, /= 8.2,
H-2',6"); 7.42 (1H, ¢, H-8); 7.48 (3H, m), 7.80 (2H, 1, J=7.8) — ArH"

3.58 (1H, yur ¢, OH); 3.77 (3H, ¢, OCH;); 4.30 (4H, m, OCH,CH,0); 6.53 (1H,
¢, CHOH); 7.01 (1H, ¢), 7.40 (1H, c¢) — H-5,8; 6.84 (2H, 1, J = 8.4), 7.30 (2H, &,
J=28.4),7.46 2H, n,J=8.2),7.71 2H, o, J=8.2) — ArH

4.27 (2H, m), 4.33 (2H, m) — OCH,CH,0; 6.06 (1H, n, J=4.5, OH); 6.77 (1H, &,
J=4.5, CHOH); 7.17 (2H, ¢, H-5,8); 7.31 (2H, n, J = 8.8, H-3', 5); 7.33 (2H, &,
J=28.8,H-2",6"); 7.53 (1H, 1, J=7.2), 7.59 2H, T, J=7.2), 7.85 (2H, &,
J=17.2)— ArH"

4.27 (2H, m), 4.33 (2H, m) — OCH,CH,0; 6.06 (1H, 1, J = 4.5, OH); 6.77 (1H, &,
J=4.5, CHOH); 7.17 (2H, ¢, H-5,8); 7.31 (2H, 1, J= 8.8, H-3',5"); 7.33 (2H, &,
J =838, H-26"); 7.53 (1H, T, J = 7.2), 7.59 (2H, 1, J = 7.2), 7.85 (2H, &,
J=17.2)—- ArH"

0.92 (2H, m), 1.15 (2H, m) — CH,-nporonsr mmknomnpomana; 1.37 (9H, c,
C(CH,);); 1.63 (3H, 1, J= 6.8, CHy); 1.73 (1H, yur. ¢, OH); 2.93 (1H, m,
CH-uuknonpomnana); 5.54 (1H, m, CHOH); 7.05 (1H, 1, J = 7.8), 7.23 (1H, m),
7.41 (1H, m), 7.53 (3H, m), 7.79 (1H, 1, J = 1.8) — ArtH

2.57 (3H, ¢, CH3); 4.31 (4H, m, OCH,CH,0); 6.98 (1H, ¢), 7.12 (1H, ¢) — H-4,7;
7.52 (5H, m, ArH)

1.45 (6H, n, J = 6.4, CH(CHs),); 3.31 (1H, cn, J = 6.4, CH(CHs),); 4.32 (4H, ™,
OCH,CH,0); 7.12 (1H, ¢), 7.22 (1H, ¢) — H-4,7; 7.48 (5H, m, ArH)

1.45 (6H, 1, J = 6.4, CH(CH;),); 3.26 (1H, cm, J = 6.4, CH(CH3),); 4.32 (4H, c,
OCH,CH,0); 7.09 (1H, ¢), 7.19 (1H, ¢) — H-4,7; 7.42 (2H, n, J=9.1), 7.50 (2H,
n,J=9.1)— ArH

0.82 (2H, m), 0.97 (2H, m), 2.09 (1H, M) — npoToHBI HHKIONponaHa; 4.31 (4H, M,
OCH,CH,0); 7.08 (1H, ¢), 7.11 (1H, ¢) — H-4,7; 7.43 (1H, T, J = 8.0), 7.51 (2H,
T,J=28.0),7.67 2H, 1, J=8.0) — ArH

0.81 (2H, m), 1.01 (2H, M), 2.06 (1H, M) — npoToHs! nuKIONponana; 4.31 (4H, m,
OCH,CH,0); 7.06 (1H, ¢), 7.08 (1H, c) — H-4,7; 7.48 (2H, n, J = 8.8), 7.64 (2H,
I, J=28.8)— ArH

4.31 (4H, m, OCH,CH,0); 7.11 (1H, ¢), 7.22 (1H, ¢) — H-4,7; 7.30-7.44 (10H, ™,
ArH)

2.38 (3H, ¢, CH3); 4.33 (4H, m, OCH,CH,0); 7.11 (1H, ¢), 7.19 (1H, ¢) — H-4,7;
7.18 2H, n, J= 8.3, H-3',5"); 7.22 (2H, &, J = 8.3, H-2',6"); 7.38 (3H, ™), 7.43
(2H, m) — ArH"

3.85 (3H, ¢, OCHz); 4.30 (2H, m), 4.35 (2H, m) — OCH,CH,O0; 7.07 (1H, ¢), 7.24
(1H, ¢) -H-4,7;6.94 2H, n, J=8.4), 7.21 (2H, n, J = 8.4), 7.36 (4H, m) — ArH
4.32 (4H, m, OCH,CH,0); 7.06 (1H, ¢), 7.19 (1H, ¢) — H-4,7; 7.24 (2H, &,
J=18.2,H-3"5"); 7.35 2H, n, J= 8.2, H-2',6'); 7.41 (5H, m, ArH")

4.33 (4H, M, OCH,CH,0); 7.01-7.10 (3H, M, ArH); 7.11 (1H, ¢), 7.22 (1H, ¢) —
H-4,7; 7.31-7.44 (6H, m, ArH)

0.65-0.85 (4H, m), 1.36 (1H, M) — mporonsl nukionpomana; 1.42 (9H, c,
C(CHs)3); 2.45 (3H, ¢, CH3); 6.97 (1H, n, J = 7.8), 7.24 (1H, n, J = 8.4), 7.28
(2H, m), 7.43 (1H, m), 7.61 (1H, 1, J=8.4), 7.66 (1H, m) — ArH

* Cnektpsl SIMP '"H cuumanu B CDCl; (coenunenus 9a—e,g hk, 14a—e,g h,j.k u 15a-K)
n JIMCO-dg¢ (coenuuenus 9f,i,j u 14f,i).
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Tabnuma 3
Macc-cnekTpsl coeaunenmii 9, 14 u 15

Coepa- m/z (o %)
HCHUC

9a 282 [M]' (56.2), 267 (6.3), 205 (12.2), 177 (25.8), 149 (30.4), 123 (8.8), 105
(17.1), 77 (100.0), 51 (46.5), 43 (42.2)

9d 308 [M]" (8.2), 280 (10.3), 203 (7.3), 175 (13.5), 163 (9.5), 147 (6.1), 131
(11.2), 119 (8.2), 103 (24.2), 91 (12.6), 77 (100.0), 51 (40.6), 39 (26.6)

9e 342 [M]* (8.1), 314 (7.2), 203 (8.2), 175 (16.1), 163 (12.4), 131 (13.1), 119
(12.2), 111 (100.0), 103 (30.5), 91 (16.1), 75 (52.1), 69 (13.2), 50 (51.1),
39 (52.6)

of 344 [M]" (46.5), 239 (45.2), 183 (16.1), 167 (11.8), 155 (18.2), 139 (34.8),
127 (22.5), 105 (36.1), 77 (100.0), 69 (15.1), 51 (80.1), 39 (11.1)

9g 358 [M]" (35.4), 253 (14.1), 197 (6.5), 169 (9.1), 153 (13.2), 119 (13.5), 91
(40.6), 77 (100.0), 65 (30.6), 51 (52.5), 39 (18.2)

9i 378 [M]" (40.4), 273 (10.8), 238 (23.6), 173 (6.5), 154 (9.1), 139 (13.4), 126
(14.8), 111 (21.2), 105 (14.1), 77 (100.0), 69 (11.1), 51 (40.1)

9j 362 [M]" (72.2), 257 (68.4), 201 (16.4), 185 (15.1), 173 (19.1), 157 (34.2),
145 (14.1), 123 (19.2), 105 (34.2), 95 (48.1), 77 (100.0), 69 (20.8), 51 (51.2)

14d 310 [M]" (11.3), 293 (9.2), 218 (16.1), 190 (18.2), 178 (11.9), 164 (11.3),
134 (24.2), 107 (12.1), 91 (14.1), 77 (100.0), 65 (19.2), 51 (63.1), 39 (37.1)

14f 346 [M]" (59.8), 329 (55.1), 254 (94.1), 211 (12.2), 198 (16.4), 182 (12.2),
170 (14.1), 139 (15.1), 128 (15.6), 115 (16.1), 105 (18.2), 77 (100.0), 51
(68.1), 39 (18.1)

14g 360 [M]" (61.1), 343 (51.1), 268 (100.0), 225 (6.1), 212 (9.1), 184 (12.2),
128 (8.1), 119 (14.2), 91 (28.2), 77 (56.1), 65 (18.1), 51 (36.2), 39 (15.4)

14 380 [M]" (66.1), 363 (49.1), 288 (100.0), 253 (41.2), 197 (16.2), 139 (24.4),
111 (17.1), 77 (96.2), 65 (12.5), 51 (58.2), 39 (15.2)

14j 364 [M]" (62.5), 347 (50.6), 272 (100.0), 229 (16.1), 216 (17.2), 200 (14.3),
188 (14.2), 157 (13.3), 146 (13.4), 133 (14.6), 123 (18.1); 95 (32.3), 77
(86.5), 69 (19.5), 51 (68.3), 39 (17.5)

st 328 [M]" (100), 271 (45.7), 255 (7.1, 243 (29.9), 204 (30.1), 150 (8.5), 77
(28.5), 50 (15.7)

SKCIIEPUMEHTAJIBHASL YACTb

Cnektpsl SIMP 'H monyuens Ha crnektpomerpax Varian VXR-400 (400 MI'm)
B CDCl;, BHyTpennuii cranaapt ocrarounsiii CHCl;, u Bruker DRX-500 (500 MI'm)
B IMCO-ds, BuyTpennnii crangapr TMC. Macc-crieKTpsl 3apericTpupoBaHbl Ha TpH-
6ope Finnigan MAT Incos-50, moHu3amms 31eKTpoHHBIM yaapoM, 70 3B. Ilpema-
paTUBHOE pa3feeHHE PEAKIMOHHBIX CMeCEel M KOHTPOJIb YHCTOTHI MOIYUIEHHBIX COEIU-
HEHWI OCyIIecTBIUICA Ha miactuHkax ¢ Al,O; I cr. akr. B cucreme 3¢up—CH,Cly—
neTponeitnerii 3¢up (40-70 °C), 1:1:3.

OU3NKO-XMMUYECKHE U CIIEKTPaJbHBIE XapaKTepUCTUKU coexuHeHui 9, 14 u 15
npuBesieHs! B Tabm. 1-3.

6-AMuHo-7-anerunia-1,4-6enzoanokcan (1). K pacrsopy 2.23 r (10 mmois)
6-anetuin-7-HuTpo-1,4-6enzonnokcana B 100 mi OeHsona, Harperoro ao 75 °C, no6as-
ns10T 17 r BoccTaHoBieHHOTO Fe, mepeMemunBaroT npu yka3aHHoi Temmneparype 30 MuH
U TIOPIMSIMU B TE€UEHHE 2 4 BBOIAT 7 MJI BOJBl. PeakIMOHHYIO MacCy HepeMeInBaroT
la mpu 80 °C, HEKAHTHUPYIOT TOPAYMA OCH3ONBHBIA PACTBOP, PACTBOPHUTENb
yIHapuBalOT, OCTATOK MEPEKPUCTAIIIM30BBIBAIOT U3 3TaHoNa. Beixox 79%, T. . 126—
127 °C [37].
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Amuner  2-8, 12, 13  monydarOoT  aHAJOTUYHBIM  BOCCTAHOBJIEHHEM
COOTBETCTBYIOLIUX HUTPOCOEANHEHUH.

6-AMHUHO-7-u30-0yTUpONI-1,4-0eH30au0Kkcan (2), Beixox 69%, 1. 1. 114 °C
[38].

6-AMuHO-7-uKJIoNponuikapoonmi-1,4-6enzonnokcan (3), BeIxom 68%,
1. 1. 93-95 °C [38].

6-AMuno-7-6en3zoni-1,4-6enzoauoxcan (4), Berxon 84%, 1. mi. 134-135 °C [37].

6-AmuHo-7-(4-meTuadenzonn)-1,4-6ensoquoxcan (5), Beixox 79%, T. ML
136-137 °C [38].

6-AMuHO0-7-(4-MeTokcuben3omn)-1,4-6enzoquokcan (6), Bbxonm 78%, T. UL
160-161 °C [38].

6-AMuHO-7-(4-x10pOen3ou)-1,4-6enzoanorcad (7), Borxon 82%, 1. mi. 123-124 °C.
Crexktp SIMP 'H (IMCO-de), 8, m. 1.: 4.12 (2H, m), 4.23 (2H, M) — OCH,CH,0;
6.32 (1H, c, H-5); 6.68 (1H, c, H-8); 6.85 (2H, ym. ¢, NH,); 7.52 (4H, M, ArH").
Haiineno, %: C 61.92; H 3.91; N 4.63. C;sH,,CINOj;. Brruucneno, %: C 62.19; H 4.17;
N 4.83.

6-Amuno-7-(3-¢pTopoéenzoni)-1,4-6enzonnoxcan (8), Boixox 82%, T. ML
124-125 °C [38].

5-AmuHo-6-anerui-1,4-6enzoguokcan (12), Beixog 74%, 1. mn. 115-116 °C.
Cnextp SMP '"H (CDCLy), &, m. 1. (J, Tm): 2.55 (3H, ¢, CHs); 427 (4H, wm,
OCH,CH,0); 6.22 (1H, n, J = 9.2, H-8); 6.52 (2H, ym. ¢, NH,); 7.24 (1H, n, J = 9.2,
H-7). Haiineno, %: C 61.93; H 5.68; N 7.29. C,,H;;NO;. Breraucneno, %: C 62.17; H
5.74; N 7.25.

5-AMuHO0-6-u30-0yTHpONI-1,4-6en3oauorcan (13), Beixon 69%, T. . 67-68 °C.
Cnextp SIMP 'H (CDCLy), 8, m. 1. (J, T'm): 1.19 (6H, 1, J = 6.5, CH(CHs),); 3.51 (1H,
cn, CH(CHj;),); 4.29 (4H, m, OCH,CH,0); 6.22 (1H, x, J = 9.3, H-8); 6.61 (2H, ymu. c,
NH,); 7.35 (1H, n, J = 9.3, H-7). Haiineno, %: C 64.88; H 6.91; N 6.47. C;;H5NO;.
Brruncaeno, %: C 65.14; H 6.83; N 6.33.

2-AMHUHO(QEHWIIUKJIONPONAH TONYYaroT, Kak omucaHo B pabore [39]. Brxon
72%, 1. xui1. 103—-104 °C (9 mm pr. ct.), np>" 1.5810.

2-AueTua-5-mpem-0yTuanuTpo3ooen3oa (11) cHHTE3UPYIOT, KaK OMUCAaHO B
pabote [40]. Berxon 87%, T. 1. 140—143 °C (u3 aTaHONa).

2-Apuna3zoamuiaden3onnl 9a—k (oOmas wmeromuka). K pactBopy 10 mMmomb
amuHOKeToHa 1-8, 10 B 30 M JesiHON YKCYCHOM KHCIOTHI B T€YeHHE 3 MHH IIpH-
6aBisitor 10 MMOITB COOTBETCTBYIOLIETO HUTPO300eH301a. OOpa30BaBUIMICS OIHOPO/I-
HBI pacTBOp BhIAEepkuBaOT 8 4 mpu 20 °C, BeumBaroT B 250 M1 BOABI, MPOIYKT
peaknun skcrparupyor CHC;, skctpakt cymar CaCl, u, ymapuB pacTBOpHUTENb, OCTa-
TOK XpoMaTorpadupyroT Ha mracTuHkax ¢ Al,O;.

2-Apuna3oben3niioBble cnmupthl 14a—k (o6mas meronuka). K cycnemsum 0.38 r
(10 mmome) NaBH, B 30 mur sraHoma mopuusiMu npuOasisitor 10 MMonb 2-apui-
azoarmiben3ona 9a—k, nepememmuBaioT 6—8 4 npu 40-50 °C, ocTOPOKHO pa3iararoT
peakunonHyto maccy 10% pactBopom HCl (~2—3 mur) 1 BEUIMBAIOT CIIMPTOBOM PacTBOP
B 200 mi Bogpl. IlpoxykTsl BocctanoBieHus: 3kcrparupyor CHCls, skcTpakt cymar
MgSO,4 u, ynapuB pacTBOPHTENb, OCTATOK IEPEKPUCTAIUIM30BBIBAIOT I XPOMATO-
rpa¢upytoT Ha wiacTuHkax ¢ Al,Os;.

Huxnuzauus 2-apuia3zodeH3uinoBbix cnuproB 14a—k B 2H-unpazoast 15a—k
noJ AeiicTBueM TpuPpTOopyKcycHoi KucaoThl (o6mas meroauka). K 4 min CF;CO,H
mpu 0-5 °C pobasmsror 1 Mmmons a3ocnupTa 14a—j, moBbimaioT Temiepatypy 1o 20 °C,
nepememnBaoT 30 MuH, BeUIHBAIOT B 100 M1 BOJIBI CO JIbI0M, HeUTpanu3ytoT Na,COs,
skcrparupytor CHCl; (2 x 30 mi), cymar MgSO, u, ymapuB pacTBOPHUTENb, OCTaTOK
MIePEeKPUCTAIITN3OBBIBAIOT U3 CIIUPTA.
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Huxnuzanust 2-apuiazoden3uioBbix cnuptoB 14d,j,h,k B 2H-unmazousl
15d,j,h,k mox npeiictBueM MypaBbHHOWH KHCJIOTHI (0oOmas meroxwka). K 10 m
HCO,H mpu 20 °C nmobasmstror 1 mmonpe azocnupta 14d,j,h Kk, nmepememnmBator 2 4,
BBUIMBAIOT PEAaKLMOHHYIO cMech B 150 mMu1 xonoaHo#M Bojbl, HeHTpamu3ytoT Na,COs,
0CamoK OT(WIFTPOBHIBAIOT, IPOMBIBAIOT BOJOW W TEPEKPUCTAJUIN3OBBIBAIOT W3
JTaHoJA.

Paboma evinoanena npu gunancosoii noodepoicke epanma "Bedywas nayu-
nas wkona akaoemuka H. C. 3echuposa’’
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