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BBenenue

AKTYaJbHOCTH Pad0Thbl. OHON M3 BaXKHBIX 33/1a4 OPraHUYECKON XUMUU SIBIISECTCA

CHUHTC3 HOBBIX I'CTCPOIUKIINICCKHUX COGI[I/IH@HI/Iﬁ C BO3MOKHOM OMOJIOTHYCCKOMN
aKTUBHOCTHIO. B HACTOAIICC BpEMA MHTCHCHUBHO PA3BUBAKOTCA UCCICIOBAHUA B
00J1aCTH XUMHUU THUA30JIOITUPUMHUANHOB, YTO 06y0JIOBJI€H0 IMCPCIICKTUBHOCTBIO UX
HCIIOJIB30BAHUA B KA4YCCTBC JICKAPCTBCHHBIX ITPCIIApaTOB, IICCTUINIA0B,
AHTUKOPPO3NOHHBIX I[O6EIBOK, d TaK)XKC B CUHTC3C CJIOKHOIIOCTPOCHHBIX
ICTCPOHUKINICCKUX CUCTCM.

CpCI[I/I IMOAXOOO0B K ITOJIYYCHHIO THA30JOIIUNPMUINHOB UCIIOJIB3YIOT
COHOXMMHNYCCKHC PCAKIINN (HOI[ YJIbTPa3BYKOBBIM BO3I[€I>'ICTBI/ICM), OTHOCAINIHECA K
METOdaM «3eJICHOM XUMHHN», ITIO3BOJIAIOMIUC ITIPOBOAUTE OAHOPCAKTOPHBIC ITPOICCCHI

B OTCYTCTBHUH paCTBOpHTGHGﬁ, KaTaJIn3aTopoOB, CCICKTHUBHO, C BBICOKMMH BbBIXOJAMMU.

Ieab DaGOTLI: O CJIbIO ,Z[ElHHOfI pa60TI>I ABUICSA CUHTC3 TUA30JIOITUPUMHUIANHOB Ha

OCHOBC IIPCIMapaTUBHO AOCTYIIHBIX BCHICCTB - 3aMCIIICHHBIX 6€H33J'IBI[CFI/II[OB,
AMHWHOTHA30JI1a 1 alICTOYKCYCHOI'O B(bI/Ipa B YCJIOBHAX TepMH‘{eCKOﬁ n

yIIBTPa3BYKOBOM aKTUBALIMH, U3YyYEHUE TyTe UX 0OPa30BaHUS U CTPOCHUS.

OcHoOBHOe coepxkanne padoThl

C uenbio CHHTE3a HOBBIX MPECTaBUTENEH psia
THA30JIOTTMPUMHATUHKAPOOKCHUIIATOB M BBISIBJICHUS BIUSHUS IPUPOILI U TIOJIOKCHUS
3aMECTHUTENIS B alibJICTHIHON KOMIIOHEHTE Ha HAMPaBJIEHNE TPEXKOMIIOHEHTHOMN
ITUKJIOKOHICHCAITUN apOMaTUICCKUNA abJACTHI - allETOYKCYCHBIN 3pup - 2-aMHHO-
1,3-Tra301 HaMU OBLIM MCTIOJIB30BaHBl APOMATHUECKHE alTbJICTHIBI - OCH3AIbICTH/I 1
€r0 3aMEIICHHbIE, OTIMYAIOIINECS TPUPOION U TIOJIOKEHUEM 3aMEeIAOIINX
rpyni: (I-TUIPOKCU-M-METOKCUOEH3aIb AT U/l, O-HUTPOOEH3aJIbJIETH I, O-
METHJIOCH3AIbACTHI, O-THAPOKCUOCH3AIbICTH/I, TI-METOKCUOCH3aJIbICTH/I, O-
ruipoKcuHaTATMHKApOATBICTHT).

YCTaHOBJ'IeHO, 4TO IIPU KUITAYCHHNH SKBUMOJIbHBIX KOJIMYCCTB PCArCHTOB B



pacTBOpe U30MPOMUIOBOrO CIIUPTA MPOUCXOJIUT CUIIbHOE ocMolieHue. [1o nanHbIM
TCX peakiIMOHHON CMECH B BHIOPAHHBIX YCIOBHSIX 00pa3yeTcs 3HOBBIX COSAMHEHUSI.
OnHako, BRIICTUTh MHANBUAYATbHBIC COSTUHEHUS U3 CMECH HE YIaJIOCh.

YyuThiBas NpeUMYIIECTBA YIBTPA3BYKOBOTO BO3JICHCTBUS B KAUECTBE
MCTOYHHKA YHEPTUH (CO3/IaHME, POCT U pacmaJ MUKPOHHBIX ITy3bIPHKOB,
00pa3yIoNUXCs P PACIPOCTPAHEHUH YePe3 KUIKOCTh BOJIH aKyCTHIECKOTO
JTABJICHUS1), HAMH OCYIIECTBJICHBI 3TH PEAKIIMHU B YCIOBUSAX YIbTPa3BYKOBOM
akTUBalUK. Peakuuu ycCIHemHo MpOTEKaoT B pacCTBOPE U3OMPONUIOBOTO CIIUPTA B
Msarkux ycnoBusx (20°C) B ynbTpa3BykoBoi BaHHe Y3B-2.8, ¢ ynbTpa3ByKoBoi
MOITHOCTBIO 230 BT, MomHOCThIO HarpeBa 130 BT, 4acTOTOM yabTpa3ByKOBOIO
curHaia (Bpems yaepkuBaHus cmecu B Y3 BaHHe 90 MUHYT) ¢ 00pa3oBaHUEM
OKUJIa€MBIX MTPOYKTOB AT S-peHmi-7-meTmn-SH-tuazono[3,2-ajnupumuiny-6-
kapookcuiata (1), atun 5-(4-runpokcu-3-metokcudenun)-7-metni-5SH-trazomno| 3,2-
amupuMuInH-6-KapOokcwmiiata (2), 3t 5-(o-Hutpodenun)-7-metuia-5SH-

THa307J10[ 3,2-a|nupumMuanH-6-kapookcuiara (3), 3THI-5-(T1-METOKCHU(CHM)-7 -
meTmit-SH-trasono[ 3,2-ajnupumuani-6-kapookcuiata (4), st 5-(o-
ruapokcuHadTHN)- 7-MeTHI-5H-THazono[ 3,2-a]nupuMuaua-6-kapookcunara (5), ¢

BBIXOJaMH KOJeOrommmMucs ot 16 qo 48%.
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R =R;=R,=H (1); R;=OH, R;=OMe, R=H (2); R=NO,, R;=R,=H (3), R;=OCHs,
R:=R=H (4)
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Paznuuure BBIXOIOB 1IEJIEBBIX TPOIYKTOB MOKHO OOBSCHUTD UX PAa3TMUHON
PacTBOPUMOCTHIO B CIIUPTE MPHU UX OUUTCTKE (24% 11si COeTuHEHUs 2) |
MOHKEHHOW aKTUBHOCTHIO B PEAKIIMUU MCXOJIHOTO ajlbjerua u3-3a opro-sddexra
u okuciauTenbHoro Bausaust NO, rpyIIiel anbieruaa B cirydae o-

HUTpoOeH3abaernaa (BbIXo ] coeaunenns 3 16%).

CoctaB u CTPOCHHUC ITOJTYUYCHHBIX COGI[I/IHCHI/Iﬁ YCTAaHOBJICHBI C ITIOMOIIBIO

sanemenTHoro ananusa, UK- u IMP cnexkrpockonuu (tadm. 2.1.1, 2.1.2.).
Ta6muma 2.1.1.

XapakTepucTuka coeMHeHuH 1-5

®opmyna T. Rf* bpytro- Brruncneno/Haiineno | Boixon,
m’C dopmymna % %
105- | 0.76 | CisH16N202S | C 63.98/63.48 36
106 H 5.3/5.54

COOEt N 9.33/9.29

9
BS S 10.67/9.57




OH 178- | 0.77 | C17H21N2SOs | C 58.90/58.47 24
OCHsz | 180 H 5.21/5.87;
N 8.39/8.79
/ N COOEt
L]
S/KN CHj
2
127- | 0.78 | C16H17N3SO4 N 19.22/19.99 16
" 128
COOEt
/ N
<S\J\N ‘ CHs,
3
OCHj; 127- | 0.76 | C17H18N2SO3 C 57.78/57.54 48
128 H 5.45/5.27
N 8.36/8.46
(/\N | COOEt S 9.69/9.49
SJ\\N CHs
4
123- | 0.77 | C20H17N2SO3 C 60.75/61.51 30
124 H 4.65/4.56
N 7.67/7.16
S7.76/7.88
5

*- 3III0EHT: TeKCaH-3ITHIIaleTaT-xiao0popopm-2:2:1

Ta0muma 2.1.2.

CnekTpanbHble XapaKTEPUCTUKU COEAMHEHUN 1-5

dopmyna

UK-criekTp, cm™

SIMP H cniextp §, m.z.




COOEt

(1166-1460) Ar, (1645) C=N,
(1690) C=0, (609-675.43) C-S

7.08-7.06 (H-2,1), 7.38-7.36 (H-3,1),
6.45 (H-5,c), 7.26-7.34 (CsHs, m),
1.11 (CHsCH,O, 1), 4.07-4.17
(CHaCH20, m), 2.17 (CHs, ¢)

S N CH,
1
OH (1654) C=C, (1500) C=N,
OCHs (1594-1606) C=H, (1700) C=0,
(3100) CHs, (3204) OH
/N COOEt
)
SJ\N CH,4
2
(1499) C=N, (1590-1604) CH,
xo, (1700) C=0, (1613) C=C,
(2989) CHs, (3100) OH, (3402)
COOEt
@\ | NH
S \N CHs
3
OCHs (1160-1450) Ar; (1640) C=N;
(1720) -C=C-COO0O-; (2836) Ar-
OCH3; (3416) C=0; (702) C-S
(\N COOEt
|
SJ\\N CH,4
4

6.49 (H-2, 1), 7.10 (H-3, 1), H-5 (c,
6.15), 4.50 (OH, c¢), 3.60-3.79
(CH2CH3, m), 1.30 (CH3CH2, 1),
1.75 (CH3, ¢)




B UK-cnektpax coequnenuit 1-5 nprcyTCTBYIOT MOJOCHI BaJTEHTHBIX
xosebanmit OH (3100 cmt), NH (3402 cm?t), CH3 (2989 cm?) rpynm, cBsasu CH
(1590-1604 cm™) m C=N (1500-1645 cm?).

[TyTh 0Opa3zoBaHus THA3OIMUPUMUINHOB MOKHO MPEICTABUTH YEPE3 CTAAUIO
KOHJICHCAIlMU aJbJIETUa U 3TUJIALETOAIeTaTa ¢ 00pa30BaHUEM 0, B-HENPEAETBbHOTO
KETOHA A, €r0 aMHHUPOBAHHUE U JANBHEHIIYIO a301uKIn3anuo. [Ipu
B3aMMOJICUCTBUM HEMPEIEIHLHOTO KETOHA A ¢ aMHUHOTHA30JI0M 00pa3yeTcs
reMamuHosl B, umun C, cTabunu3upoBaHHbIil 00pa30BaHUEM KBa3UapoOMaTUYECKOTO

KOJIbIIa, YTO CIOCOOCTBYET JIalIbHEHIIIEH a30UKITU3AINY.
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OH
CsHs (1); CsHa-3-OMe-4-OH (2); CsHs-2-NO; (3); CeHs-4-OMe (4);
(5); CeHs-2-CHs (6)



[Tpu UCTOIB30BaHUU O-TOYHIIOBOTO QJIBJCTHIA B TEX )K€ YCIOBUAX PEAKIIUS
OCTaHABIIMBACTCS Ha MPOMEKYTOYHOM cTaauu 00pa3oBaHMs MHTepMeanata B atui
(2-meTHndeHUIME THITHICH ) -3-THIPOKCH-3-ME THII-3-( THA30JIHII-2-aMUHO )0y TeHOaTa
(6) - mpoaykTa HyKJICODUIBLHOTO MPUCOCAMHEHUS a30IUKINUSCKON aMUHOTPYIIITBI

aMUHOTHA30J1a K KETOHHOU IpyIIe aleTOyKCYCHOro 3dupa.

BeposiTHO, 37IEKTPOHOJOHOPHASI METUJIbHAS TpyIIa B OEH301bHOM KOJIbLIE
aNbJACTUIHON KOMIIOHEHTHI YMEHBIIAET MOJIOKUTEIIbHBIN 3apsi Ha TUICHOBOM
aToMme yriieposa umHTepMmeanara B u u3-3a npoctpancTBeHHOTO (pakTopa
MPENSTCTBYET HYKJICO(DUIBbHON aTake MUKIMYECKOro aToMa a30Ta THa30JIbHOTO

OUKJIa U B UTOT'C a30IUKIU3alllH.

B JAMP H cnextpe 111 (2-MeTHI(EHUIMETHINAEH )-3-THIPOKCH-3-METHII-3-
(Tazonui-2-aMUHO)O0yTeHoaTa 6 MPHUCYTCTBYIOT KJIIOUYEBBIE CUTHAJBI TpoToHOB OH
(c, 1.10 m.x), NH (c, 5.20 M.;1) TpymIibl ¥ BAHHILHOTO atroma Bojopoja (¢, 1.00 m.x).

NHoe HanpapiieHne peakiuy HaOII01a710Ch PYU UCIOJIb30BaHUU
CAJIMIIMIIOBOTO aibjaeruaa. Peakius moruia rmo Apyromy myTu ¢ oOpa3oBaHUEM
0€3a30THCTOTO COSAMHEHUSI STUI 2-TUAPOKCH-2-MeTHI-2H-xpoMeH-3-kapOokcunaTta
(7), uro oOycmoBiieHo O-IMKIIN3AIIKMEH HHTEpMEaraTa A U3-3a MPOCTPAHCTBEHHOM
COMMYKEHHOCTH THIPOKCHIIBHON TPYIIIHI B O -TIOJIOKCHUH OCH30JIbHOTO KOJIbIA U

KapOOHHMIIBHOM TPYMIIBI allETUIILHOTO (hparMeHTa.
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B UK-cnektpe coenuuenus / IpUCYTCTBYIOT MOJIOCHI BAJICHTHBIX KOJIeOaHUM

C=C (1613 em?), C=0 (1715 emt), C-O-C-O (1148 emt) u OH (2289 emt) rpym.

B tabnuue 2.1.3 u 2.1.4 npuBeneHbl XapaKTEPUCTUKUA COEAUHEHUM 6,7.



Tadmuna 2.1.3.

XapakTepuCcTHUKa COeTUHEHUM 6,7

dopmyna T. Rf* bpytTto- Breruucneno/ Haitneno | Beixon,
m°C dbopmyna % %
131- | 0.78 | C17H21NSO | C 53.34/54.21, 35
132 3 H 4.10/3.87,
EtO N 18.32/18.78,
S$20.93/21.42
CO,Et 123- | 0.73 | C13H1404 C 66.66/67.15; 32
N 124 H 6.02/6.07
OH
O Me
7

*- 3JIIOCHT: TeKCaH-3TUJIaIeTaT-xjaopodopm-2:2:1

Taomuma 2.1.4.

CrnekTpanpHbIe XapaKTEPUCTUKU COEAUHEHUN 6,7

®opmyna UK-criekTp, cM™ SIMP *H cnextp §, m.1.




EtO

7.72 (H-2, 1), 7.20 (CH3AT, ¢),
7.64 (H-3, 1), 6.63 (H-1, ¢), 2.6 (
CHs, ¢), 2.1-2.4 (CH2CHs, m),
2.5 (CH3CHa, 1), 5.20 (NH, ¢),
1.1 (OH, ¢)

(1613) C=C , (1715) C=0,
(1148) C-O-C-0, (2289)
OH

HGO)KI/IIIaHI)IM SABHUIIOCH 06pasoBaHHe A30THUCTOI'O IIPOAYKTA IIPpU BBCIACHHUHU B

peakiuio 2-ruapokcuHadTanakapoanpaeruaa. Peakius nporekaer no oObIYHOM

CXEMC, KaK 1 B CJIy4ac 6CH3aJ'IBI[€FI/II[a H €10 3aMCIICHHBIX, C O6p330BaHI/ICM 9TUI 5-

(o-ruapokcunadTh)-7-MeTHI-5SH-THazomno| 3,2-ajnupumuanH-6-kapookcunata (5).

BepoATHO 13 ABYX KOHKYPUPYIOIIUX PEAKINNA B3aUMOICUCTBUS HHTEpMEAHaTa A ¢

AMHUHOKOMIIOHEHTOW WJIA €r0 BHYTPUMOJIEKYJIAPHAs O-T€TePOLUKIA3ALINS

peanu3yeTcsl MepBbId MyTh U3-3a MEHbIIEH HYKICOPMIbHOCTH (OOBIIICH

KHCJIOTHOCTH) THJPOKCUIBHOM IPYIIIbl 2-TUAPOKCUHAPTAIMHKApOaIbaeruia

BCJICACTBUC YBCIIMUCHU LICIIU COIIPAKCHUA 3a CHCT BTOPOI'O OEH30JILHOTO KOJIbIIa ( B

OTJIMYHUH OT CAJINIIHIIOBOT'O anbnerm[a).
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B SIMP H cnexrpe >tun-5-(o-rugpokunadun)- 7-metun-5H-tuazomno[3,2-
amupumuanH-6-kapookcuiiata (5) mpucyTcTBYIOT curHaisl npotona H-5 (c, 6.15
M.1.), THazonbHoro ¢pparmenta H-2, H-3 (1, 6.49 m.1.; 1, 7.10 m.1.), nporoHos OH
rpymisl (¢, 4.50m.1.), stunsHoic Bsizu CH2CH3 (M, 3.60-3.79 m.1.) u CH2CH3 (T,
1.30 m.1.), MmeTunibHOM Tpynmsl (¢, 1.75 m.1.).

Takum 006pa3om, MOy4EHBI HOBBIE IAHHBIE O BIUSHUH CTPOCHUS
apOMaTHYECKOTO ajbJACTH/Ia Ha HANIPABJICHUE TPEXKOMIOHCHTHON KOHIEHCAITUN
apOMaTUYECKUI allbJIETH]I - alleTOYKCYCHBIN 2Qup- 2-amuHo-1,3-tnazon. B
3aBUCUMOCTH OT IPHPOABI M TIOJIOKCHHSI 3aMECTUTENICH B aJIbICTHAC PEaKITUs
MPOTEKAET KaK a30IMKIN3alUs ¢ 00pa30BaHUEM THA30JIOMUPUMHUINHKAPOOKCHIIATOB
1-5; kak mykieodumibHOe pucoenunenue no C=0 rpymnme ¢ oopa3zoBaHueM TU (2-

METHI(PEHUIMETHIINACH )-3-THAPOKCHU-3-METHII- 3-(THA30JIMI-2-aMHHO )OyTeHoaTa (6)



U KaK O-TeTePOLUKIIM3ALMS C 00pa30BaHUEM ATHII 2-TUJIPOKCU-2-MeTu-2H-xpoMeH-

3-kapOokcmiata (7).
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