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Knrouoei cnosa: 9-miakpioon, 1i02o MOHO ma OusamiujeHi.

Knroueswie cnosa: 9-mual<pu()0H, €20 MOHO U 0u3aM€M4€HHbl€.
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IIpoBeneno mocmiKeHHS HOBHX aKpUAIHIITIOH-9 Ta Horo 3amileHux. BusdueHo cTpykTypy edipiB, KUCIOT, aMifiB, sIKa MiATBEPHKEHA 3a

JIOTIOMOTOI0 Mac-crieKTpockomii, [Y-cnekrpomeTpii.

IIpoBeneHo uccrneqoBaHHE HOBBIX AKPHAMHHITHOH-9 M €ro 3aMemleHHBIX. V3ydeHa cTpykTypa 3(QHpOB, KHCIOT, aMHIOB, KOTOpas

TIOATBEP>KICHA C TIOMOIIBIO Macc-crekTpockonuy, MK-cnekrpomerpum.

New akridinilthion-9 and its substituted have been researched. We have studied structure of esther, acids, amides and confirmed it with the

help of mass-spectroscopy, IR-spectrometry.

BHHTepaType MMEIOTCS CBeZIeHus o cuHTese [ 1,2], peakimon-
HOH CrocoOHOCTH [3,4], (PU3MKO-XUMHUUCCKUX CBOWCTBAX
THOAKPHUIIOHA M €0 HEKOTOPBIX MPOM3BOMHBIX [5-7]. HemHoro-
YUCJICHHBIC JaHHBIC O 6HOHOFH‘ICCKOﬁ AKTUBHOCTH ITPOU3BOIHBIX
AKPUJIMHTHOHOB-9 CBHETEIILCTBYET O TOM, YTO CPEM HUX OOHa-
PYKEHBI BEIIECTBA, KOTOPbIE 3aMEIUISIIOT CBEPTHIBAEMOCTh KPOBH
[8], MPOSBISIIOT TPOTUBOOITYXOJIEBYIO [9], aHTHOAKTEPHAITLHYTO,
TIPOTHBOBOCIIATIUTENBHYIO aKTUBHOCTS [ 10].

HEJBIO nameii PABOTDI siBisieTcss n3bickaHUE HOBBIX
OMOJIOrMYeCKH aKTUBHBIX COSIUHEHHM, a TaKk)Ke JalbHenIee
H3yYCHHE PEAKIIMOHHOM CIIOCOOHOCTH 9-THOAKPHIOHOB.

METO/JAbI UCCJEJOBAHMUS. Hamu ObuTH CHHTE3UPO-
BaHbl HOBBbIE MPOU3BOJHBIE JTAHHOM CUCTEMBI. XOA XMMHUYe-
CKHX NpeBpalieHui oTpaxeH Ha cxeme (1):

R =-H; 2-OCH,; 4-OCH,; 2-OC_H,; R' = H; -NO,; R?
=-CH,; -C,H,; n3o-C,H_; H-C H,.
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AKpUIUHTHOH-9, ero 2-MEeTOKCH-, 4-MeTOKCH-,

2-3TOKCH-, 6-HUTPO-, 2-METOKCHU-O-HUTPO- U 2-DTOKCHU-6-
HUTPO3aMEILICHHbBIE JIETKO AJKUPYIOTCS METHUIIOBBIM, ITHIIO-
BBIM, M30IPOIIOBAHbIM, OyTHIIOBBIM d(upaMu Opom- (Hoj-,
XJIOP-) YKCYCHOM KHCJIOTBI B TUMETHI(POPMAMUIE B IIPUCYT-
CTBHMHU SKBUBAJICHTHOIO KOJIMUECTBA THIPOKCHIA KallUsl MPU
TeMIleparype KHIseil BoIsiHOM O0aHKu ¢ 00pa30BaHUEM COOT-
BETCTBEHHO 9-THoanKminpou3BogHbX (X-XXX). Coznanue
LIEJIOYHOM cpelibl CIIOCOOCTBYET CMEIIEHHIO THOH-THOJILHOTO
paBHOBecHUsI 9-THAKPUIOHOB B CTOPOHY OOpa30BaHMs THOJIA,
YTO NPUBOJAUT K YBEINYEHHIO BBIXO/A IIPOJYKTOB PEAKIIUH.
Ciemyer OTMETHUTb, YTO IIOJyYeHHbIE 9-THOAJIKMII-
[IPOM3BO/HBIE SIBJISIFOTCSl YCTOMYMBBIMU B OOBIUHBIX YCJIOBH-

SX, HarpeBaHuWe WX B Cpeie AUMETHI(OpMaMHIa MPU TeM-
neparype 100 °C u Bbiue B Tedenue 30-40 MuH. IpUBOAUT K
00pa30BaHHIO COOTBETCTBYIOIINX aKpUIOHOB (cxema 1),a ipn
HETIPOJIOJKUTEIEHOM HarpeBaHUM d(QUPOB B BOJHOM PACTBO-
pe IIEeJIOYH TTPOUCXOUT UX THAPONIN3 C 00pa30BaHUEM COOT-
BETCTBYIOIIUX aKpUIUHII-9-THOKapOOHOBBIX KHCIIOT.

D¢dupsl akpUIUHUI-9-THOYKCYCHBIX KHCJIOT JIETKO 00pa-
3yI0T XJIOPUCTOBOAOPOJIHBIE CONH IPH MPOMYCKAHUH XJIOPHU-
CTOr0 BOAOPOZA B CIHPTOBBII PAacTBOP COOTBETCTBYIOIIETO
a¢upa akpuaAUHUI-9-THOYKCycHON KHCTHOThI (XXXI-XXXII).
[Tpn HarpeBaHWM BOIHBIX WM CHHPTOBBIX PACTBOPOB XJIOPH-
CTOBOJIOPOZIHBIX COJIEH A(HUPOB aKpUIMHMI-9-THOYKCYCHBIX
KHCJIOT TMPOUCXOIUT MX pa3pylieHHue ¢ 00pa3oBaHHEM COOT-
BETCTBYIOIUX aKPHJIOHOB.

B pesymbrare B3auMoAeWCTBHS 3(UPOB aKPUANHHI-9-

THOYKCYCHBIX KHCIJIOT C aMMHMAaKOM, ITEPBUYHBIMH aMHHAMU B
STHJIOBOM CIIMPTE IPU KOMHATHON TeMIlepaType WM MpH He-
TIPOJIOJKUTENILHOM HarpeBaHUM OBUIN TTOMYyYECHBI aMHIbBI CO-
orBercTBytomuX KucaoT (XXXI-XXXIX):

R =-H; 2-OCH,; 4-OCH,; 2-OC_H,; R' = H; -NO,; R*

2° 5

=-CH,; -C,H; n3o-C,H_; H-C H,;
¥=-H; -CH,; -C_H..
Cxema 2

B HUK-cmekrpax 3¢dupoB (X-XXX) u amumoB (XXXIII-
XXXIX) axkpuauHUI-9-THOYKCYCHBIX KHCIOT WMEIOTCS Xa-
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pakTepHble OJI0Ckl nomtomenus npu 1756-1720 u 1630-1680
cM’!, COOTBETCTBEHHO, KOTOPBIE OTHOCATCS K BAJICHTHBIM KO-
nebanusam rpymisl C=0, a nmonoca npu 3420-3200 cm™' npu-
HaJUIE)KUT BAJIEHTHBIM KosieOanusM NH,.

Crpykrypa coequnenuit XVI noarsep:kjeHa ¢ MOMOIIBIO
Macc-CHEKTpoMeTpuu. B Macc-CeKkTpe COoeluHEHUsl peru-
CTpHpyeTcsl MUK MoJeKysipHoro mona (M') ¢ M/z = 297
(HarimeHa w3oTonHas nonpaska 17,1% cooTBeTcTBYeT OPyTTO-
cocray C.H NO,S monekynsr). Pacnan M* ¢ nectpykumei
3aMEeCTUTENS B MTOJIOKEHUH 9 aKpUAMHOBOIO LIUKJIA.

HaOsonaembie mporieccsl GpparMeHTaluy HaIe)KHO KOHTPO-
JIIPYIOT €70 CTPOEHHE, XapaKTEPU3UPYIOT NOCIEA0BATENBHOCTD
COWIECHEHUSI OTAENBbHBIX TPYNIUPOBOK. BumHel ciemyromue
ockonouHble HoHbI (M/z): [M-C,H,]" - 269; [M-OC-OC H.]" -
252; [M-COOC H.]" - 224; [M-CH,COOC,H,]* - 210 (tun b).

OO0pa3oBaBIIMICS KaTHOH 9-THOAKpUIOHA B JalbHEHIIeM
pacriajiaeTcsi 10 KaHallaM, XapakKTepHBIM Ul HEHTpajbHOU
MOJIEKYJIbI 9-THOaKpuI0HA. BropryHble HOHBI, HAOIIO1aeMble
B Macc-CIIEKTpe, XapakTepHu3yeT akpuanoHosoe sipo (M/z):
[C,H,N]"~ 179 (Murpanus Bonoposa u3 STOKCUTPYTIIIbI 3aMe-
crutens); [C ,HNB-S]" — 178; [B-SH]" — 177; [b-SH]" — 166;
[( B-CS)-CNJ" - 140; [( B-CS)H,CN]" - 139.

B wmacc-cnmexktpe MeTwnamMpzna  2-3TOKCHAKPHIUHMI-9-
THOyKcycHOM kucnoTsl (XXXVII) 3aperucrpuposan nuk (M")
¢ M/z = 326. Haiinennas nzoronHas norpaska 21,7% coot-
serctByeT popmyse C H N O,S (teopernuecku 21,03%). ITo-
SIBJICHHE MOHOB CBSI3aHO C 0-Pa3pbIBOM OTHOCHTEIBHO KapOo-
HUJIbHOM rpytibel — M/z = 268 [M-CONHCH, ] u B-paspsisom
OTHOCHUTENBFHO aKpPHIMHOBOTO simpa — M/z = 254 [M—CHZ—
CO-NH-CH,]*. Habmomaercst npsiMoe OTHIEIUIEHHE OCKOJIKA
[-S-CH,-CO-NHCH,]" or M" (M/z=222). Perucrpanus ykasaH-
HBIX HOHOB TTOJTBEPKIAET (haKT Hamuuus 3amecturens -S-CH, -
CO-NHCH, B nonoxkeHuu 9 akpuMmHOBOIO s/pa.

Bropuunble mpoueccsl A0Ka3blBalOT MPUCYTCTBHE ITOK-
cuzamectutens B coequHeHun XXXVIL. Otu nmpespaiuenus
MIPOUCXOIAT U3 MOHA [M—CH2—CO-NH—CH3]+. Hao6monaercs
snumuHMpoBannble yactuipl CH, BbiGpocom CO m3 moHa
[A-C,H,]" — M/z = 198. [lpyroii kaHan pacnaja MoHa CBA3aH
¢ BeIOpocoM yactunsl CS (M/z = 210) — Tunu4HbINA nponecc
JUISl THO3aMEIIIEHHBIX T€TapHJIOB .

Crpykrypa coeaunenus XXXVII Takxke noarBepxaeHa
[IMP-cnextpom. B cnexrpe [IMP peructpupyrorcst curnausl
cienyromux nporonos: 1,57 -CH, (3H, 1) ¢ 1 a6 = 8 I'w; 2,50
-CH, 2H, 1) ¢ 1 mn =6 I'n; 3,56 ~CH, (2H, c); 4,27 —CH,
(2H, xB) ¢ 1 6a =8 I';; 5,56 —-NH (1H, yur.c); 7,41-8,78 —-CH
(akpumuHOBOTO si1pa)(7H, ci.m).

UK-cnekrpsl 00pa3noB cHATHI B Tabnerkax KBr na mputo-
pe UR-20, cniekrpsr [IMP-na npubope «Bruker WH-90 mI'p»,
pacteoputens CDC1,, TMC-cranjapr, d-mkana (M.n1.). Macc-
criektp cHAT Ha npubope MAT 311A  («Varian»). Yenosus
ChEMKH: HOHU3UpYyollee HanpsbkeHue 70 3B, Tok amuccun Ka-
Toma 1MA, yckopsitoriee HampspkeHue 3 kB. O0paser BBoawmH
B MCTOYHMK HMOHOB 1npu Temneparype 180 °C. B macc-cniextpe
MIPUBEJCHBI MKW MOHOB C MHTEHCUBHOCTHIO >10% IMM.

Bbuto m3y4eHo NPOTMBOMHMKPOOHOE, IPOTHBOTPHUOKOBOE,
MIPOTUBOBOCIATIUTENBHOE, aHENIbIe3UpYIolIee JeHCTBUE CHH-

Te3upoBaHHbIX coequHeHnid. Coenunenne XXIV oGmanmaer
BBIPAKCHHON aHTHOAKTepHaIbHOW aKTUBHOCTBIO KaK K 30JI10-
ToMy cTaduiIokokky (7,8 MKr/mi), Tak u K aHTpakouny (31,2
Mmkr/mi), coenuaenns XXI, XII, XV, XVI, XXIV, XXV mpo-
SIBJISIIOT TIPOTHBOBOCTIANIMTENBHBINA d(deKT, Haxonamuics Ha
ypoBHe OyTtaanoHa. Bomeyrounsiomee aeficTBUE CHHTE3HpPO-
BaHHBIX COEAMHEHUI BBIPaXKEHO C1abo.

9-tnoakpuousl [-IX moaydeHsl 10 U3BECTHBIM METOJUKAM
[3,11]: metrnoseie (X, XIII, XV, XVIII, XXIII, XXVIII), 3tu-
nosere (XI, XVI, XIX, XX, XXII, XXIV, XXVII, XXIX), u3o0-
npormmioBeie (XXI), oyrunossre (XILXIV, XVILXV, XXX),
3¢hUpBl aKpUIUHWI-9-THOYKCYCHBII (cM. Tabmuiy). K pac-
tBOpy 0,01 MoOnb coorBercTByrOLIErO 9-THOAKpUAOHA B 100
it gumeruipopmamuaa npubasmsum 0,56 r (0,01 mMoip) ru-
Jpokcua kanus B 5 il Bogsl. CMech HarpeBalld Ha KUISIIen
BOJSIHOW OaHe 70 MoJIHOro pactBopeHus u npubasmsum 0,01
MOJIb COOTBETCTBYIOILIETO 3(HUpa TaTOTeHYKCYCHON KHCIIOTBI.
CMech OCTaBIIsLIM NPU KOMHATHOW Temneparype Ha 30 MuH
B citydae nonydenus coenunenuit X, XII, XV, XVIII, XXIII,
XXVIIL, na 24 4y npu nonyuyenuu coegqunenunit XII, X1V, XVII,
XV, XXX, HarpeBaJId Ha KHIALICH BOISHOW OaHe 5-15 mMuH
U OCTaBJISUIM NPU KOMHATHOHI Temmeparype Ha 3-4 4 B ciy-
yae nonyuenus coenuuenuit X1, XVI, XIX, XX, XXII, XXIV,
XXVII, XXIX. 3areM cMmech BbUIMBAJIMA B BOAY, OCaZOK OT-
(mtbTpOBaNM, POMBIBAJIA BOJOH, cymmnBanu. Jins aHanmuza
COEJMHEHUS OUUINANM IEepeKpUCTaIM3aluell U3 METaHoja
(X, XIIL, XV, X VIII, XXIII, XXVIII), aranosna (XI, XVI, XIX,
XX, XXII, XXIV, XXVII, XXIX), uzonpomnanona (XXI), Oy-
tanoina (XILXIV, XVII, XV, XXX).

Macc-criekTp 3TWI0BOrO 3(upa aKpHAMHHI-9-THOYKCYCHON
kucnotsl (X VI, temnieparypa ncriapenust oopasua 60 °C), M/z: 69
(8,9); 111,5 (7,6); 139 (11, 2); 140 (15, 7); 151 (14,4); 166 (57, 9);
167 (13, 1); 177(18, 0); 178 (11, 5); 179 (10, 6); 210 (100, 0); 211
(9,7); 224 (83 ,9); 252 (5, 1); 269 (5, 0); 297 (95, 6); 298 (18, 4).

XJIOpUCTOBOJHBIE COJIM 3THJIOBBIX 3(QHUPOB AKPUIAMHHI-
9-tnoykcycHbix kucnor (XXXI, XXXII). B pacrsop 0,01
MOJIb 3THJIOBOTO 3(pHpa COOTBETCTBYIOUIEH aKpWUANHHI-9-
THOYKCYCHOM KHCIOTBI B 3TUJIIOBOM CIHMPTE MPOMyCKaIn
XJIOPUCTBII BOJOPOA A0 HachimeHus. K peaknuonHol cMecu
npubasisum 3¢up. Ocasok OT(GUIBTPOBBIBAIN, TPOMBIBAIN
3(hHUPOM, CYIIUBAIIH.

AMUIBI  aKpUIMHWI-9-THOYKCYCHBIX — KHcaoT — (XXXI,
XXXII). K pactBopy 0,01 Monb 3THIIOBOTO 3upa COOTBET-
CTBYIOIIEH aKPUIUHUI-9-THOYKCYCHOM KHUCIOTBI B 15 Mn
sranona npudassum 0,03-0,04 Monp aMMuaka, IEPBUYIHOTO
amuHa B Buge 10%-20%-Horo cnuproBoro pacreopa. Cmech
HarpeBasu 5-10 MUH Ha BOJSHOM OaHe, OCTAaBISUIM IPH KOM-
HaTHOH Temrieparype Ha 12-24 4, ocajok oT(WIBTPOBAIH, B
cinydae nomydeHust coequHeHuit XXXIV, XXXV peakuuon-
HYI0 CMECh yIapHUBaJlu IpU KOMHATHOU TeMIIepaType, Maciis-
HHCTBIN 0CAJI0K 3aTHPAJIU C TOMOIIIBIO BOJIbI, OT(HIBTPOBAIIH,
IIPOMBIBAJIU XOJIOJHON BOAOH, CYIIMIIN.

JUis aHanu3a COeMHEHUS OUUILEHBI IepeKpUCTaIIN3aLuei
u3 70%-noro sranona (XXXII, XXXIV, XXXVI, XXXVII,
XXXVIHI, XXXIX) wmn u3 70%-soro quokcana (XXXIV).

Macc-cnexTp METUIaMKIA 2-3TOKCHAKPUAUHUI-9-
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Tabnuya 1
Hafineno, % Buruncaeno, % Bui-
Ne Coennnenne R R' R* T.na,,°C —_— - ———{ Bpyrro-gopmyaa | X011
C H N S C H N s %
1. [x H " OCH, 149-150 67,5 47 5.2 11,0 C:H;;NO,S 67,8 [
2. |XI H H OC,Hs; 85-86 68,5 4.9 48 10,4 C,;HsNO,S 68,6 |
BENET H H OC,H, 50-52 73,5 6.2 4.6 10,1 CsHwNO,S 73,8
4. | X 2-0CH, H OCH; 71-73 65,7 48 | 43 10,0 Cy5H,sNO3S 65,2
5| X1V 2-OCH, H u-0C,Hy, | 198200 68.0 6.2 4,0 9,0 CHy NOS 67,6
6. | XV 2-OCH; H | OCH, 160-161 67.8 35 43 9,9 C,sHuNO:S 67,5
7. [ XvI 2-OCH; H OC,H, 109-110 66.5 53 40 9.3 C14H;sNO:S 66,8
8. | XVII 2-0OCH; H 1-0C,Hy 55-56 68,1 6.3 38 8.8 CyHyNOSS | 683
9. | XVIII 4-OCH, H ~ OCH, 74-75 65.6 5.0 45 10,0 C,;H ;sNOsS 65,2
10. | XIX 4-0OCH, [T OC,;H; 151-152 65.2 5.6 44 103 C,sHsNOsS 65,6
1. | XX | 2o, [T OC,H; 68-70 73,0 Fr 115 CHNOS | 72,1
12. | XXI 2-CH, H ws0-OCH, | 239241 | 77,0 5.1 11,5 C,sHsNO,S 76,8
13, | XXII 4-CH, H 0C,Hs 61-63 72,4 4.7 L6 C,;H;;NO,S 72,1
14, | XX111 H 6-NO, OCH, 165-166 58,9 80 | 98 CiH N0, 8
15. | XXIV . H 6-NO, _OC,H; 141-143 60,2 8.0 9.2 C7H 1 N0,
16. | XXV H 6-NO, | n-OC,H, 70-71 60,2 7.8 8.8 C5HisN;0,8
17. | XXVI 2-0CH;, | 6-NO, OC,H; 123-125 58,5 7.8 8.0 CisH N, 0SS
18, | XXVII 4-OCH; | 6-NO, OC,H; 148-150 58.2 7.8 Cy5H o N,058
19. | XXVIII 2-0C,H; | 6-NO, OCH; 188-189 57.8 7,8 C5H 1 sN,058 58,0 |
20. | XXIX 2-0C,H; | 6-NO, 0OC;H; 186-187 59,0 7,0 B 1 59
2I. [ XXX | 2-0CG,H; | 6-NO, | wOCH, | 145146 60,4 6.8 60.8
22. | XXXI H H OC,H, 166-167 61,7 1.4 9.3 CHNO,CIS | 61,4
23. | XXXII 2-0C,H; H OC;H; 216-217 59,8 4,0 84 | CpHyNOCIS | 60,4
24. | XXXIII H | H NH, 223-224 66,8 10,2 11,5 C,:H:N,08 67,1 45 | 104
25. | XXXIV . H__| H NHCH, 172-174 67,6 9,4 11,2 CoHyN, 08 67.8 53 | 98
26. | XXXV H H NHCH, | 259260 70,1 91 10,2 C,sHysN, 08 69,6 58 | 9.0
27. | XXXVI___ | 2-0C,Hy H _NH, 227-228 652 8,6 102 | CuoHN,0S | 654 51 | 89
28. | XXXVII 2-0C,Hs H NHCH, 170-171 65.9 8,9 99 5N, 08 56 | 86
29. | XXXVIII 2-OCH; H NH, 185-186 638 93 [ 104 47 | 94
30. | XXXIX 4-0CH, H NH, 165-167 64,0 9,1 98 | 47 | 94

THOYKCycHOH kucnoThl (XX VII, Temnepatypa ucnapenus 00-
pasua 80 °C), M/z: 43 (27,3); 58 (9,1); 88 (5,0); 139 (5,0); 180
(7,9); 198(10,0); 210 (863); 227 (7, 0); 228(48, 9); 227 (9, 2);
238 (10, 6); 254 (39, 3); 222 (11, 2); 268 (8, 0); 326 (100,0);
327 (21,7).

XapaKTepUCTUKHU TOMYYCHHBIX COCAWHCHHUN TPUBCICHBI B
TabIuIIe.

BbIBO/IbI

1. ITomydeHsl HOBBIE aKPUAWHWITHOH-9-, €T0 2-METOKCH-,
2-MeTun-, 4-METOKCH-, 2-3TOKCH-O-HUTpPO-, 2-DTOKCHU-6-
HUTPO3aMEIICHHEIC.

2. Ha ux ocHOBe, aJTKWJINPOBAaHUEM ITOJTyUCHBI: METHJIOBBIH,
STHJIOBBIH, U30MPONUIIOBBIH, Oy THIOBBIN 3(UPHI.

3. 'muponu3oM yKCyCHBIX 9(HPOB MOITYUEHBI COOTBETCTBY-
IOLINE aKPUIUHBI 9-THOKapOOHOBBIX KHCIIOT.

4.BzanmoneiicTBrEeM 3(hMPOB aKPUAMHUI-9-THOKAPOOHOBBIX
KHCIOT C aMMHAKOM, TIEPBUYHBIMUA AMUHAMU MOJTYYEHbI aMU-
JIbl COOTBETCTBYIOIUX KUCIIOT.

5. Crpykrypa 3GHpOB, KHCIOT, aMHIOB ITOATBEPIKEHBI C
MOMOLIBIO Macc-crekrpockonuu, MK-cnekrpomerpuu.
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Ceedenus 06 asmopax:

MapteiHOBCKHH A.A., 1. hapm. H, Tpodeccop Kadeapbl TOKCHKOIOTHUECKOH XHUMHUH C KypcoM Heopranudeckoit xumuu 3I'MY.
Menpauk U.B., x. papM. H, ToueHT Kadeapsl TOKCHKOIOTHIECKOH XUMHU ¢ KypcoM Heopranndeckoid xumuu 3 MY.

Kpacupix E.A., k. M. H.
Camko A.B., k. papm. H., cT. mper. kadeapsr YOO 3TMY.
Bomuk T.A., mpoBu3zop.

Aopec onn nepenucku: MapteiHoBekuii Anexceit AnekceeBnd, 69035, r. 3anopokse, np. Masikosckoro 26, 3IT'MY, kadeapa TOKCHKOIOTH-

YECKON XUMHH C Kypcom HeOpFaHPI‘-IeCKOﬁ XUMHHU.
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