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CUHTE3 ¥ HEKOTOPBIE CBOMCTBA
6-(w-APOMJIBY TUJITHO)ITYPUHOB

Peaxuueit 6-mypUHTHOHA € (V-XI0PBANEPODEHOHOM M X0 3AMEIMTEHERIMY HOLyYeH
PsiZi He ONIMCAHHBIX B JTUTEpAType 6- ((W-apounly THITHO) Iy prHOB. U3yueHsl HEKOTOPSIE
CEOMCTBA CMHTE3UPOBAHHBIX COENUHEHMI — DPeaKuMy H0 KAPOOHUIHHOMR Tpymoue, MeTH-
JIMPOBAHMEC M THAPOJIA3.

Panmee samm ommcaro B3amMoneicTeue 6-mypunreona (I) ¢ a-raJoresxerosa-
MM ¥ aNEeTaIIMA OPOMANETOYKCYCHOTO afAbieruia, IPUBOAIMIEE K COOTBETCTBYIO-
muM 6-B-oxcoankmn (apankwn) Tronypaaam [1—3 1. B npogorxerne 3tHX pabor
C OEeNbIC HOMCKA HOBHX GHONOrWUYECKW AKTHBHBIX BEIIECTE HM3YUYCHA DEakKims
6-mypmaTHOHA I ¢ w-xsI0pBaNepodenonom u ero 4-,3,5- u nqu-3,4,5-TpusamMemen-
HBIMHA B GEH30H5H0M KOJIBIIE. '

Wcxonurie xmopasruapun w-xaopeaaepranosoi kuciors (1) m w-xaopeane-
poderonsr Illa—e GBUM MOMYYEHH W3BECTHBIMA METOTAMH C HEKOTOPEIMK
MormprKanusMy, DO3BOJMBIIUMYE YIIPOCTATD BRIEJCHUE H HOBHICHTH BHIXOIEL
3THX NPORYKTOB. Xuopkeroun [1lx,e cHETE3MpOBAHE HAMU BIEPBHIE.
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CI(CH,),COCl + R? ——=  CI(CH,),CO R?
AICl,
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IMa—r R'=R3=H; aR*=H; 6 R>=Me; s R = OMe; rR?=CJ;
AR'=R%?=0Me, R°=H ;e R'=R>=Bu-t,R*=0H

WenmernyansaOCTs coemuaermi 11la—e moaTeepxaeHa metogoMm TCX, a ux
crpoeane — ¢ momompio MK cmexTpor @ mammex [IMP. Tak, 8 UK cmekTpax
rerouos I[la—e mMmeerca wetkas nonoca noromienus rpymms CO B obxacra
1660...1685 c . B cmextpax IIMP coeqmmenwmit I116,8 chrEain apoMaTHYECKAX
IIPOTOHOE HMEIOT Xapaktepmmii Bung AB cmcremsl B ofmactm 7,9..6,9 M. m.
(KCCB, J4p= 9 T'm), uTo OOHOSHAYHO CEHAETEIBCTBYET 00 HX CIPYKTYPE KakK
napa-m3omepos [4].

Peaxumio 6-nypuaTuosa [ ¢ w-xaopsanepodenonamu 11la—e wmposogmmm
B BOZHO-CITUPTOBOM PACTBOPE B HPHECYTCTBHMF SKBHMOJIApHOro koymuecrsa KOH.
Vicnons3oBanue MeHEE PEaKIUOHHOCHOCCOHHIX w-xiopsatepodenonoe III mo
CPaBHECHHIO C -TaJoTeHKeToHaME [1—3 ] BHIZBaN0 HEOOXOMMMOCTD YBEIXYCHAT

RL
S _ ‘ S—(CH,),CO R?
HN N KOH N~ N R3
I | + ma—e ——— I |
X H,0-EtOH X
N7 N N” TN :
H H

1 IVa-e
IVa—rR!'=R3=H; a R>=II; 6 R> = Me; 3 R* = OMe;
rR?=CL; sR* =R*=0OMe, R*=H; e R =R*=Bu-r, R*=OH
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KaK TeMOmepaTypel npoeeacHHWs peakummd (o 60..80 °C), Tak wu ee
npopo/kuTenbHOCTE (o 15...18 =), B pesyaprare Onuid CHETE3UPOBaHH. HE
OnmCaHHHE pasee 6-(w-apowrOyrwitmo)mypmabi [Va—e, XapakTepHCTHKHA
KOTOPHIX IpuBEReH: B Tadm. 1, 2.

Tabnuma 1

Xapaxkrepucraku  6- (-apomnOyrwrrao) mypraos IVa—e

Hatimero, %
Coeppi~ BpyTro- BEORCIEHO, % T o Brixox,
HeHHe dopMyma > %
c H N s

Va C16H16N4OS 61,38 5,32 17,83 10,28 165...167 86
61,52 5,16 17,93 10,26

V6 Ci7HigN40S 62,48 5,78 17,10 9,76 175...176 87
62,55 5,56 17,16 9,82

Ve C17Hi18N4028 59,75 5,56 16,10 9,14 180...181 85
59,63 5,30 16,36 9,36

IvVr C16H1sCIN4OS* 55,67 4.66 15,90 9,40 192...193 79
55,41 4,36 16,15 9,24

1% C18H20N403S 58,17 5,48 15,12 8,87 196...198 76
58,05 5,41 15,04 8,61

Ve C24Hz2N4028 65,02 7.87 12,50 7,38 207...208 35
65,42 7,32 12,72 7,28

*  Hawmngeno, %: Ci 10,33. Beruucneno, %: Cl 10,22.

TaGnuma 2

CIeKTpagbHbIE XaPaKTePHCTAKHA coeqmHenuii IVa—n

g vo ,

S;;;f; Ao ;I::Kg; & Chexzp IMP (IMCO-Dg), O, m. &

IVa* 243,8 (4,22); 1,71...1,85 (4H, M, 2CHy); 3,10 (2H, ¥, COCH2);

290,4 (4,27) 3,43 (2H, 1, SCH2); 7,5...8,03 (5H, M, Hpn);
8,43 (1H, ¢, 8-H); 8,68 (1H, ¢, 2-H)
V6 254,7 (4,83);
290,4 (4,23)

Vs 1,70...1,87 (4H, M, 2CH2); 3,05 (2H, 1, COCH?y);
3,41 (2H, 1, SCHY); 3,84 (3H, ¢, CH3);
6,01...7,93 (4H, gsa 1, JAB = 9 T'y, Hap);

8,38 (1H, c, 8-H); 8,64 (1H, c, 2-H)
IvVr 219,1 (4,00); 1,68...1,80 (4H, M, 2CH2); 3,04 (2H, 1, COCH>);
283,0 (4,20) 3,42 2H, 1, SCH2); 7,57...7,59 (4H, zpa 1, HaD;

8,40 (1H, c, 8-H); 8,64 (IH, c, 2-H)

IVy 1,69...1,87 (4H, M, 2CH2); 3,05 (2H, 1, COCH>);
3,42 (2H, 1, SCHy); 3,81 (3H, ¢, OCHzs);

3,84 (3H, ¢, OCH3s); 6,99...7,70 (3H, M, Har);
8,39 (1H, c, 8-1); 8,64 (1H, c, 2-H)

*  Macc-cmextp: M7 312.
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UwcToTa B MHIMBHAYATHHEOCTh MOMYUEHHERX TPOXYKTOB [Va—e nogrsepxie-
gel MetofoM TCX m pesysrbTaraMme 2JIEMEHTHOTO aHAMW33, @ WX CTPOCHHE —
coBOKymEOCTBIO Aamunix MK u Y® cmekrpos, a takxe [IMP. Taxk, 8 ux UK
CHEKTpaX BUNHE YETKUE HOJIOCH BajdeHTHHX Koaebammii rpymn CO u NH B
obnactz 1685..1695 u 3095...3110 cM ° cootBercTBenmo. B Y@ cmexrtpax
tnoacupos IVa—r wmabmoromaerca MaxcuMyM —OODIOMEHWS B objacTh
283...290,4 um. B cuexrpax ITMP coemmuecnmit [Va,B—zx #MEOTCS CHHIIIETHEIE
CHTHAIB [POTOHOB IIyPHHOBOTO SApa B CJA0OMOABHON YacT¥ CIeKTpa
(8,38...8,68 M. m.). [lporomsl -apmipHOTO (PparMesTa NPOYBIASIOTCS B BHAC
MyJIBTHILIETHOIO cHrHana B obmactu 7,30...8,03 M. x., a B cnyuae coenuHEHUHI
IVB,r, mMeromux 3aMeCcTHTE b B napa-TOIOXKECHAN APOMATHYECKOIO KOJIbIa — B
Buae ksaprera AB cucremmn B obactu 6,01...7,98 M. 1. ¢ KCCB Jap =9 T'n.

Hamm Obimz ®W3yueHB! TAaKXEe HEKOTOPHIE [IPEBPANICHES MNOJIYYCHHBIX
6- (w-apounOyTmaTHo) mypuaoB [Va—e — peaxiym 10 KapOOHWIBHOM TPYIIE,
METIIHPOBAHME M THAPOJUTHUECKOE pacmerierue. Tak, m3 xeroma [VO Geux
TOJIYYEH COOTBETCTBY oMMt 2,4-gurmrpoderrumrnapasol (V) , a u3 xeroga [Ve —
okcuMm (VI).

Merwmposanue 0-(w-n-MermaberzomnbyTuaruo) mypuaa (IVE) uomacThM
METHIOM B ampoToHHOM pacrsopurene (IMCO) B npucyrcremz Ge3BOXHOTO
HOTama IPOTEKAET Mo Hoaoxenmoo 9 ¢ obpazoamueM 9-meTwi-0-(w-n-MeTHi-
Sersomnbytuaruo) mypara (VII). Crpoeare mocaeHero DOATEEPKICHO ITHAPOIH-
THUeCKHM pachiermnenumeM 10 9-merwrrmmoxkcanrraa (VIIIa) mpm marpesanwmu
B S H. CONSHOM KUCIOTE.

S—(CH2)4CO—©—Me s—mm)@o@m

U T
Mel
I\N NJ K,CO,, DMSO l*N )
IV6I_I VI 1\‘/16
O
o 20
N
HN N
W
D
Me
VIIIa

B paborax [l, 3] Obuto moxasaEo, uTO O-(AMUIMETHITUO) ITyPHHB IpU
HATPEBAHWH B 5 H. COJISHOM KACTOTE TAKXe IPETEPIEBAIOT THAPOIN3 C PA3PEIBOM
ceasm Csy—S u oOpazopammeM Mermrunokcantuaa (VIIIa). Mur obmapyxmwm,
uto eciu Bmecro 5 H. HCl mcmomssosate 0,5 a. HCl, To mapsay ¢ ocHoBEEM
HaIpaBJICHAEM PEaKi(WA TPOMCXOAMT TAKXE UaCTHYHBNA paspws cessu S—CH2
Goxosoit wemn. Tak, mpu kunsucHmm 6-pemammwrrmonmypmaa (IX) [1] =
6- (w-n-metoxcubersomnbytmaruo) mypuaa 1Ve B 0,5 5. HCl 6suma BhIAENEHE
rumokcantng  (VIII6) m 6-mypmatmor [ ¢ sexomamm 52..55 m 4..5%
COOTBETCTBEHHO.

R
s~ o)
O S |
N 0,5 N HCl N
N’ N N N
H H
IX, IVs VG

IX R = CH,COPh; IVs R = (CH,),COC,H,OMe-p
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Cregyer orMerwTh, ut0 00pA30BAHHE IMOOKCAHTHHA HE SBISETCS
Pe3yIBTATOM IHAPOIN3a O-IyPHHTHOHA, TAaK KAK MOCAETHEA JOBOABHO YCTONUME
OpY HATDEBAHWM B COJSIHOM KHCIOTE W 9TO €r0 CBOMCTBO MCHOMB3YETCH OIS
OUMCTKY OT HpPHMECEH OCHOBHOTO XapaKTepa B IPOM3BOACTBE O-IypUHTHOHA IpH
€ro mepexpucramanmus [J 1.

SKCNEPUMEHTAJIBHAYL 9ACTH

UK CcrexTpsl CUNTE3MpOBAHHBIX COSAUHEHuIT CHATH HA npuGope Specord IR-75 B BA3EIMHOBOM
macne, Y@ crextpsr — ua npubope Perkin-Elmer 402, cnextps: IIMP — wa mpuSope Tesla BS-587A ¢
paboueit sactoroit 80 MI'r. Buytpesmuii crangapr TMC. Macc-CeKTpsI MOy UeHs: Ha npubope MX-
1321A nytem mpsmore BBoma ofpasna B MOHHbBLL ucTourmK. HMomusupyromee mHampsoxenue 70 3B,
TEMIIEPATypa MOHM3AMOHEON Kamepsl okono 170 °C. TCX coenueeHuit IPOBOIFUIM HA IUIACTHMHKAX
Situfol UV-254 B cucteme OyTaHOI—BOfA—YKCYCHAS KMCIOTA, S : 3 : 2. ITposenesue YO cBeToM wim
napaMH MOAa.

X IOPaHTHAPHL, (U -XJIOPBAJIEPHAHOBOH KUCIOTHI (II) K cvecu 85 M (140, 1,15 mome) SOClz 1
6,5 mx (7,21, 0,1 momp) IM®PA nobarnsaroT pu nepememmeanmy u temueparype 50...55 °C 115 ma
(135 r, 0,9 MOTB) W-XIOPBATEPHUAHOBOM KHUCAOTHL. PEakITUOHHYI0 MACCY BHIAEPXUBAIOT 3 g ipu 75 °C,
nanee usbbirok SOCI: oTroHsOT B Bakyyme. (CTATOK NEPErOHSIOT B BAKyyMe, COOMpas (Ppaxiuio ¢
Txun 80...82 °C (10 mM pr. c1.). Beixox 1221 (87%), n020 1,4642. Yo nauusm paborst [6] Twum 83 °C
(12 mm), 0% 1,4653.

w-Xpopeanepodenon (Ilfa). K pacreopy 64,8 r (0,42 momb) coeguuenus I u 130 mn (11277,
1,43 mons) Geseommoro Gensona npu oxiaxacHuu a0 —5...0 °C u nepemenusasmy [o6aexsoT BEGOIE-
My nopimsay 60 r (0,45 mose) AlCI3. PeaxiiuosHyso Maccy BbiepxusaioT 30 mud mpu 0 °C, sbuiu-
BAIOT HA JIe, SKCTPArupyroT 6exsonoM (2 x 50 mi) . DKCTPaxT HPOMBIBaroT 2%, PACTBOPOM COIBI, 32TEM
BOJNO. PacrBopuTess OTTOHSIOT B BAKYYME, OCTATOK TIEPEKPHUCTALIM30BHIBAIOT U3 rekcana. Bexon 721
(89%), Tux 60...62 °C. Jiut. T 61...62 °C [7]. UK cnextp: 1680 oMt (CO).

AHAJIOTMYHO HOJy4ar0T XJI0pKeTous! IUG,B.

4-Metun-o-xnopsaiepogenon (I0). Beixog 87%, Tun 69...70 °C (u3 rexcana). Jlur.
T 70...72 °C [7]. ¥IK cmextp: 1680 oMt (CO). Coexrp IIMP (CDCl3): 7,82 u 7,17 (4H, nma &,
J =97, Hapowm); 3,02 (4H, 1, CH2Cl u COCHY); 2,35 (3H, ¢, CH3); 1,83 M. 1. (4H, M, 2CH2).

4-Merokcu--xiopsanepodenon(Iiis). Bsxon 69%. T 57...59 °C (u3 rekcana). Jiur. Tin
56...58 °C [7]. ¥IK cnexrp: 1685 oMt (CO). Cuexrp IIMP (CDCl3). 7,90 u 6,90 (4H, mBa 1, /=911,
Hapow); 3,83 (3H, ¢, OCH3); 3,53 (2H, 1, CH2CD); 3,02 (2H, 1, COCH2); 1,83 (4H, M, 2CHD).

4-Xnop-w-xaopearepodenon (IIr). K cmecu 6,4 r (0,041 mons) xnopasrumpuna I u 10 Mx
ruTpoMeTana npu 0 °C u nepeMelumBagmy A00aBnsaioT Hebobuiumir nopuusvy 7,8 T (0,059 Mons)
AlCl3, a zatem 4 v (4,4 T, 0,039 Moys) xs0pOenzona. PeaxnuOHHYI0 CMECh TEPEMEITUBAIOT 6 T IpK
25 °C, BBUIMBAIOT Ha JIEH, SKCTParupyroT adupom (3 X 20 1) . IKCTPaxT HPOMBIBAIOT BOZOMH, CYINAT Haj
MgS04, pacTBOPHTEIHs OTTOHSIOT B BakyyMe. OCTaTOK ABAXABI KPUCTAJLIM3YIOT M3 rekcana. [lonyqaror
5,8.r (62%,) xnopkerona UIr. Ty 27...28 °C. JIut. Trn 23...25 °C [7]1. ¥IK coextp: 1685 ot (CO).

Ananormyso moxy9aot xuopreTous Ilg,e ¢ TeM OTIMYHeM, 9T0 PEAKIMOHHYI0 CMECH IEPEMETTH-
Bax0T 45 M opu 0 °C, 5QupHBI# XCTPaKT HPOMBIBAIOT PACTEODOM COTIBL, 3aTeM BOOM. Texmraeckuit
IPOAYKT KPUCTAJUTU3YIOT M3 TEKCaHa, 4 3aTEM U3 U30IIPOIaHoNa.

3,4-Xumeroxcu-w-xuopsaxepoderon (LIn). Boxog 69%. Tur 42...45 °C. MK cnexTp: 1690 ovt
(CO). Haineso, %: C60,75; H6,51; C113,74. C13H17C10s. Beuucieno, %: C60,82; H6,68; C113,82.

4-Tuppokcu-3,5-au (tperdyTan) -w-xuropeaiepodency (Iile). Buixox 52%. Tun 70...72 °C.
UK cnextp: 1680 oMt (CO). Haitnero, %: C 70,56; H 8,73; C1 10,65. CioH29CiO2. Berauenero, - %:
C 70,24; H 9,00; C110,91.

6-{w-ApounOyrurrao) ypunst {(IVa—e). K pacteopy 6,8 r (0,04 Mosm) runpaTa 6-ypHHETHOHA
B 40 v 0,1 1. pacteopa KOH (0,04 Moms) mobaenszor pacrsop 0,044 moxns xiaopkerosa I B 100 M
sTanona. PeakMOHHYI0 cMeCh epeMermmearoT 15...18 1 npu 60...70 °C (xonTposs ¢ nomomsro TCX o
OTCYTCTBUS MCXOJ[HOTO TMOHA) , BBIAEPXMB2I0T 12 4 npu 0...5 °C, BbINe/MBIIMICS OCAZIOK NPONYKTa v
OTOUIBTPOBBIBAIOT, IPOMBIBAIOT 50, 3TAHOJIOM, CYLIAT, TEPEKPUCTAIUIMA0BBIBAIOT 13 STanona (IVa,0),
auerona (IVe), uzonpomasona (IVr), cMecu aneros—rexcas (IVy) v sogsoro starona (IVe).

2,4-Juamrpodenairnnpason 6-(n-vernabenzomiOyramn)tronypuaa (V). Ipoussoguoe V moi-
YU&IOT HarpEEaHMEM SKBUMOJISIPHBIX KOJXUUECTS KeToHa IV u 2,4-muuutpodeHyumuapasyHa B IEHIHOH
yxCycHoit kucnore. Boixon 92%. Tox 158...160 °C (u3 CH3COOH). Hatineno, %: C 54,38; H 4,34;
N 22,41; S 6,36. C23H22NsOs5S. Beruncneso, %: C 54,53; H 4,38; N 22,12; S 6,33.
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OxcmM 6-(n-meToxcubenzomnOy o) mypusa (VI). Tpoussonsoe VI MOIySar0T KUISICHAEM
cmecu keToHa IVE, rufipoxyiopuna FMADOKCHMIAMHUHA M ALETATA HATPUS B 3TAHOJNE. Borxom 89%.
Tnn 182...184 °C (u3 s1anona). Hadineno, %: N 18,49. C17H19N5028. Beraucneno, %: N 18,75.

9-MeTai-6- (w-n-mertrnbensomnbyrrrro) mypusn (VID. K pactsopy 3,26 r (0,01 Moms) coemu-
Herws IV 8 15 i JIMCO mobasnszor 2,76 r (0,02 Moib) ToHKOM3MEIbUeHHOro Ge3roxuaoro XaCOs u
2,84 r (0,02 moxns) mogucToro metwia. CMech nepememmBaroT 15 wnpu 80 °C, pacTsopuTess U n30bITOK
MOFMCTOrO METHIIA OTTOESTIOT B Bakyyme. OcraTox npomsisaroT 1 H. pactspom NaOH, zatem X0J0RHOR
BOMOM, CymIAT Y XPHCTAIUTM3YIOT M3 anerona. Berxon 2,4 v (70%,). Tun 168...170 °C (u3 ameroma). UK
criextp: 1690 ovt (CO). Y® crexrp, Amax (g €): 281,3 um (4,24). Haitgeno, %: C 63,72; H5,75; N
16,56; S 9,37. CigH0N40S. Berucneno, %: C 63,50; H 5,92; N 16,46; S 9,42.

9-MermramnokcasTad (VIIa). Cycnensmo 3,4t (0,01 Moxm) coemumenws VIIu 25 vt § 5. HCL
KMOETST 1 9, DACTBOP OXJIAXAAI0T, 106asmsroT X HeMy pactsop NazCOs no pH 6. Ilorxyuenssiii pactsop
OCECT/SIOT HATPEBAHKUEM C YIVIeM, QUIbTPYIOT, HapMBaIOT B BAKYYME /10 HeGOMBIIOro 06beMa, OXJIaK-
naoT. Ocamox OT@uUIbTPOBBIBAIOT, IIPOMBIBATOT BOHOM, aifeTOHOM, cymat. Brixog 0,8 t (53%), Tun
>330 °C (pasn., uz BogsD) . JIut. T 390 °C (pasn.) [8]. YK coexrp: 1730 (CO), 3300 oMt (NH).

Trnoxcautad (VIIO) u 6-uypmatos (). A. Cueck 3,42 1 (0,01 Moib) coemmuesms IVE u 25 Mn
5 u. HCl xunatar u 06pabaTsisaioT, KaK Onucano Beie s coefunerms VIa. [oxygaior 0,95 ¢ (70%)
coepunenust VIIG. Ton > 330 °C (pasn.). Jiut. Tor > 330 °C (pasn.) {9]. YK cuexrp: 1725 (CO), 3080
u 3140 cr™t (NH).

B. Cmecr 2,7 r (0,01 Monp) 6-denaumnruonypusa (IX) [1] u 25 mMn 0,5 B. congnoit KUCIOTH
xumstaT 30 MuH. PAaCTBOP OCBET/ISIOT YIieM, QUIBTpyYIOT, A00aBS0T pacTBop Kapbonara HaTpus jo pH
6...7, BBIEESMBIOMIACS OCAJZIOK OTGIUIILTPOBBIBAIOT, IPOMBIBAIOT BOJOM, aLIETOHOM, Cyimar. Ilonyuaror
0,75 r (§5%) coepunenus VIIG6. Tun > 330 °C. VIK crnextp: 1725 (CO), 3080, 3140 ot (NED.

MaTOuHbIE PACTEOP MOCHIE BIAEACHuS coenuuenus VIS ynapusaot s saxyyme 1o 1/4 nepeora-
HAIBHOTO 00HEMA., OXJIAXKAAIOT, BHIIENUBIIMICH OCATOK OT(UILTPOBBIBAIOT, IIPOMBIBAXOT BOXOM, ameTo-
HOM M KPHUCTAJUIMSYIOT U3 cmmpra. Honygaror 0,1 r (5%) ruppata 6-mrypuntmona, Toyx 310...312 °C
(pasn.). JIut. Tun 313... 314 °C (pasn.) [10]. TIpoba cMemieHus € 3aBEROMBIM 00pa3loM G-Iy PUHETHOHA
HE [aNia NeTpeccuy TeMIEPaTypal rasnerms. VK cnexTpsl 00pasios MACHTUYHDL,

B aHanorMyHeIx yCHOBUSX TMAPOIH3oM TMomypuna IVe 0,5 u. HCI nomyuesb! runoxcasTiH U
6~y pUBTHOH C BeXOpamu 55 u 49, COOTBETCTBEHHO.
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